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^= (54) Title: ACRYLAMIDE DERIVATIVE, PROCESS FOR PRODUCING THE SAME, AND USE 

SB (57) Abstract: A compound represented 

by the formula (I) [wherein R 1 represents 
(|) a 5- or 6-membered ring; R 3 represents 

hydrogen, lower alkyl, or lower alkoxy; R 7 
and R 8 each represents hydrogen or lower 
alkyl; Z l represents a 5- or 6-membered 
aromatic ring; Z 2 represents a group 
represented by Z 2a -W 1 -Z 2b - (Z 2 " and Z 2 * 
each represents oxygen, S(0) m (m is 0, 1, 

or 2), imino, or a bond and W 1 represents an alkylene chain); X represents CR (R represents hydrogen, lower alkyl, lower alkoxy, 
or acyl, provided that R may form a 5- or 6-membered alicyclic heterocyclic group in cooperation with the adjacent R 4 ) or nitrogen; 
R 4 represents NR 5 R 6 (R 5 and R 6 each represents hydrogen, a hydrocarbon group, a heterocyclic group, or acyl, or R 5 is bonded to 
^ R 6 to form a heterocyclic group represented by NR 5 R 6 ); and R 2 represents (1) amino in which the nitrogen atom may be in the form 
^5 of a quaternary ammonium or oxide, (2) a nitrogenous heterocyclic group in which the ring-constituting atoms may include a sulfur 
55 or oxygen atom and the nitrogen atom may be in the form of a quaternary ammonium or oxide, etc.] or a salt of the compound. 

The compound has excellent antagonistic activity against CCR5 and is useful as a preventive/therapeutic agent for diseases caused 
Q by HTV infection in human peripheral blood mononuclear cells, especially for AIDS. 
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tlO, S (O) m (m«0> l*fc«2^^-T) , W 1 « 
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S&J^fi)cLTViTt>«k^) £fc«N£, R 4 «NR 6 R 6 (R 5 , R 6 «-tn-6n* 
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10 ifi$=. AIDS (W:^%k%.^±tfE®:M) OMStLTHIV (hfM^fi^ 

ifmmm^M £m %z£\z&K). AiDso^m^^zm^vr^, ai 
is h i v hmmnmzmiXT %>m<Dv*.7$—ii it, cD4w»&^&nt^ 

•g>7&*> ftjfi^T^oT^^n^T-v'tilPlttH I VCDti3> FHi^-i:LTCCR 

20 ntvis. siftsiicfe^^fcefH i vmmzm.$i®i&7jkv%it ms, 
%mm.7 ~\) Fmm&z&f&vrcMft. rmo^mxmi > #fra&2, rest 

Xl&3te£<Dm l ftiimzmffitsnT^Z>&, iffiStCCGR 5^^tl»^A I DS 
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aids • mmmt vx^m^mm-mmt^m^mmt^ <b<Dx*&z> 0 

(i) T*frsn*fc^*S;fctt*©ii[ (PiT, (i) 
#fgBJ«, 

15 ( 1 ) 5£ : 



[5£*, R 1 ftTV>Tfe J; V> 5 £fc«6M^£, R 3 ttTK^MT, 

izmm^nx^x'b^^ 5 tfea6i©M^ z 2 «-z 2 a -w 1 - z 2 b - < 

20 Z 2 a 35,£tfZ 2 b fi^n^no. S (O) m (mttO, Ufctt2^t) , 
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R 5 , r 6 tt-en-en**^, «tfc3nTv>Tfc<kv^fc;**a, g&snTUT 

tR 6 d^tNR 5 R 6 Tfi$ntViTfe<k^I$il$^L, R 2 tt (1) B 

j:M7$;i, (2) «aisnTViT"b«fc<, mmf&m^tvxmnm^&fttewtm 

10 V>TfeJ:V^3iS*tt*5R3£, ( 3 ) 5£ : 

f| R 10 (a) 
(0) k 

15 (4) B&3nTV*Tfc«fcV>75 5>y SSfctt (5) SSI^nT^Tfe.fcV^T — 

(2) ±ib (i) &mo{k&m<D-yu f?^, 

~>#o^>^>, ->^a^^+h>, t?oUi*>, hf^U> ? >> tf^^> ? >> ^e;P 
20 *>J>, ft^MU >£fc&^ h^fc Ho tr^>T&^±fS (1) fB*c<ZMfc-£#K 

(4) r 1 *j«»*nTv>T*>«fcv^>-tf>T?»*±gB (i) mm<Dik&m. 

(5) n r 5 r 6 timmznx^x>b£^m.mm&x$>%±m en be*©^*^ 
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(6) Z 1 75* (1) ADy>gf, (2) Any>JR-?7?«iftSnTViT*)«kViC' 1 

_ 4 T;u^;i/*^J;rK (3) A.n^>iR^TBffc3nTv>T , b«fcv>c i _ 4 x;^* 
^&^<bmitnrcmm&xmm^nx^x%^^^>if >-e&&±sa cd iB^e><m 

T&3±!B (1) fzmoik&m, 

(8) Z 2 tf- Z 2 a -W 2 - Z 2 b - [Z 2 a &J;0?Z 2 b «^tl^tlO> S (0) n 
(mteCK 1 £fc«2 Sr^f) > ©ifcSttT^TfciVW 5 ^ 

, w 2 teg&£nT^T%£v>7;p*i/>$(£;K-r] -e3g£n3S-e<&3±i2 (i) 

(9) Z 2 tf-CH 2 -> -CH (OH) -£fcfct-S (0) m -CH 2 - (mtt(K 

i$.t£fc2Z7jk?) xm-znz>mx&z>±m (i) fB«fc<zHt-g-#K 

(10) Z 2 #*-S (0) m -CH 2 - (m«0, 1 &f£l$2Z^T) xm^nzmx 
&£±I2 (1) Bffi<Dik&M, 

15 (1 1) R 2 *t (1) Si££nTV>T gfcKTJ^ilfty^^tfAfl^&fci: 

^'>F-a3snTViT«b<fc^75y*, (2) Ki&$nTv>Tfc <fc<> sni^js^t 
&fcu**^ Ffctsnx^T'b£\,^^mmm : mm. (3) fi&sn-cv>T%>j;v>7' 

5 y;SSfctt (.4) B«SnT^T«b<fcV>if7'z:5>y>£T»*±BB (1) 8B*t©flS 
20 Hr'#K 

(12) R 2 ^ii^nx^tfei^TSyi, asfcttB&SnT^TfcJ:^ Igffi- 

<h l t mnm? *> l < utic^ * l t ^ x *> * v^ss $ik utsis t & 3 

±13 (1) ffi*©ft;-&*J, 

(13) r 2 ^-nrr' (R&cktfR' tt-en^n«iji$nT^Tt>«kirij|gj»K 

12 (l) mffi<D4k&W* 



WO 2004/069808 PCT/JP2004/001181 

5 

(14) r 2 i}mm^nT^x%^^^m^mm^mm&-v$>^±m en mmo 
u7!/u^»t?»*±ib (i) mm.(oik&m. 

(16) R 1 m^tlIiitlTAoy> > -Fn, ^>7A 

JM*U>, 'J >S&«r h 7 1 K n tf 7 >, Z 1 *t (l) Aay>JMT, 

(2) AD^>iic ; ?T?Bjfc$nT^Tt><fcv>c 1 _ 4 x^^^tf (3) Any 
T^Tfcek^^oif z 2 -m-z 2 a -w 1 - z 2 b - [z 2 a &cttfz 2 b tt-en 

■^*nO> S(0) m (mttO, l*fett2=£^T) , C,. 4 T^^STgi&^nT 
6 T)V*)V, 7kM£. bFn+H5A d _ 6 X^n^-f $ /WbTViTfe J: 

^c, _ 4 t;p^u>m*^«c 2 _ 4 i/>§t, r 2 _ 4 T)v*)i>m~n 

•^#LTViT*)J:<, c a _ 4 7;^s-eii3nt^Tfei^^ii$iST 
&&_kiE (i) i3*c<zMbi^'#K 

(17) 5£ : 




[iS*. R 1 a « (C x _ 6 7 ;H3^>- Cl _ 6 ^l/Z!*^) 7i-i^, R 2 a « 
(1) N-C, _ 6 7JW-N-fh7kFntf7->75y, (2) fijft^nt^ 
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Tfei^Cj _ 6 7;i'+^T7tt*SnTlrVTfe«kVW5/!/'J^*&|4 (3) M^tl 
Tl>Tfc£ViC ! _ 6 T^^^Tfg^^tlTViTfe.fc^ h U 77'j;i/§, R 4a «NR 

5 a R 6 a (R 5 a % R 6 » L- N R 5 a R 6 a tli $ tiX ^ X h £ V^StgiK & 

) X'ttCHJfcttN^, na «0£7U3:1£, Z 2 a UB&m, S, SO$f; 
5 «S0 2 *jft-b, ffi©SEWaa&IB£E!jR«T?&*] TS^nSjb^tfctt^CDt, 

(18) Z 2 a *SSO-C*5±E (17) BB*©-fb-&«J, 

(19) z 2 a (D&fcmm-tfi (s) ©so-t?&&±tE (is) um<Dik&m. 

(2 0) R 4 a ^g^$tlTViTfecfcVi 1 - tfn U ^-;U»T*S±S3 (1 7) !2*c© 
10 (21) (Ss) - (2E) -3- [4.* - (2 -~7h*z/X. -4- (3- 

*^ji/tfn u > ? >- i --r;p) -l, i* -H7i-;p-3-<jh - 2 -*=?y\,- 
N — [4- [ [ (i-yntf;i/-iH-f$^;-;i/-5-rji/) x;i/^^ 

7^UiV75K, (Ss) - (2E) -3- [4' - (2-^h^ 
'>Ih*'» -4- [3- (tHD*^^) tTnU^>- 1 -4)V\ -1,1' - 
15 if7i^-3-fjW -2-^^;i/-N- [4- [.[ (l-ya fcf;i/- lH-^5 
trv—)V- 5 --r ;w) *;n7-f 7i-jh 7^u;i/T^H, (Ss) 

- (2E) - 3- [4' - (2-7h + ->lh^-» -4- ( 3 - tl v' tf D U 

^>-l--f^) -1,1' -tf7xZJl/-3-fJ« -2-*3^-N- [4- [ [ 

(i-7'o tr;u- i h-< 5 -^ni/) ^)V7j~)V\ 71-^ 

20 ] 7.^U;i/75 h**3J;^n60^7XfI/t7-, 

(22) (Ss) - (2E) -3- [5- [4- (2-7h^^lh*'» 71-^ 

] -2 - [3- (kKD^ri//^) tf n u i tfU 3 
-2-^^^-n- [4- [ [ (i-7o tf;u- l h-< 5 --f ;u) ^ 

5^] 7>)l7 J 7iz;H 'J^PT^ H^<k^©y7Xr I/t"?-, (S 
25 ) - (2E) - 3- [5- [4- ( 2 - h * >-X b 7i-M — 2 — tf D 1 J 

S>>- i --r;nfy 5?>- 3 - [4- [ [ (l-7°U\f)\, 
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5 a : 



TU.Tfei:^75;S, (2) t«snT^Tf«k<, UTartMC^S 
V>-&Mttt*HU£&fctt (3) ^ (la) T'S^nsS^SL, toOiB-^^MIBtlW 



(2 4) s£ (I) T«aft5^*, *CDlft*jfctt*©:7n 
(2 5) C CR:|£#C3!lT&£±fe (2 4) 15^©^^, 
15 (2 6).CCR*«CCR5*J:tf/Sfcl4CCR2'e»5±E (25) IBtCgi, 
(27) CCR#tcCR5T&3±f3 (25) |Btt<Z)E3L 




H 2 N— Z—Z— R 



(III) 




(lb) 
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(2 8) H I ViM, i£-H-W®PJ#V3S gS&ig^SL X Wl^-te^SL iftifo 

(2 9) HI VOmm&O^m ■ J&SRaiTfcfc-hBB (2 4) fB«Og^> 
5 (3 0) A I D SO^iS • femM~T?foZ>-km (2 4) flBftOBSgL 

(3D AiDsomnmftMmn-v&&±m (24) ib«c©e^ 

(32) Hivmmm, attwaru?^, ism^ 7 wi^-tt^iu a^l 

,(3 3) h i vmmm.' i m^mmv guft&mm* 7U)v*-&mm, rn.sk 
M*m&-t2>tztb<D±m (1) nmaxk'&m. ■tom^r^^o^'u v^yifvmm 

15 

m m & m m r -s & & © « & © ^ n 

±IB^; (i) 4>, R 1 T^£n& rg^^tiTViTfe £v> 5 *fett6*5i*j © r 
% ->^a/\*+i->., 5/£D"*>^>, ^^o^\^r-fe>, n^>^ >i?x>, >-^7 

s^yj^>, -rs^yu >, t:7V r u^>. tT5v*u>» tr^u> ? >x tM5s?> 
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, 3r*rW>, **wt*j>. ^y=jy. =5-? s J?v>, ^;i^u>, z-ttjm 

fc?U^>, ->^d^>^>, n^\^-th>, trn»J> ? >, k!^U> ? >> fcf^^ 
>>>> ^;PtJnU>, ^^l/tfcU >> f h7tKDt!7> <Ji?SU<-KJ:, 611) & 

R 1 T^£tl£ rg^^nTViTfe^Vi 5 ^fc«6M^*J © r 5 £ fete 6*31 j 
10 ^flt^TfeJ;^ rg$|*J ilTH fcl&fcf, AD^>«?, -hn, ^>7A 

tf;K -fv^ntr;i/, <y^;k sec-^^;i/, tert-^jK ^ 

>5 L ;w> •i > y^>?Jk *^>^;k ^e^K arzj-iv. 
*/)\,iz&(DQ x _ 1 o $?£L<«{g$fc (c,. 6 ) t )v*)V&m-f?>nz>. 

25 mm. 0km. a#*&2) , - ho, ->t/, Ticma, Bm$nT^Tt>j;vi>^— 
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□ tfa-;K tf^>>>, tr^u> J >, ^;w*u>* ^^jfru trn-;K -f 

, ^n^^F^, ^h + ->, h U ^;^jtn^ h*~X h^Wnih^^a , a 
io 'j7WDib + yih^y&a , #;v5;k c 2 _ 4 T^^y-r^ («, T-fe^ 

r 1 ©list vx<Dmm^nx^xh^^'>i7 uTjiJrjuz&tfzi/zaTji* 

T^Xh^^zs? n7)l*)Mz&tfZ>mm&ELX\Z, Any> (011, 7>y^, itffi 
, 3^ijifc£) , ZhD, ->7A 7jcm*. em$tlTViTfe<kV^^--;i/g 

(flu ^tf— ;k c x _ 4 t^*;^*-^) , wmznx^x*>&^7 =* 

20 , 7S7> t/Cj . 4 7^^75 7, ^C, _ 4 7^^75 7, f h5t Knt! 

n— ;k tr/*^>>>, bf^u> ? >, ^e;i/^ij>, tt^frm u t?o-;K 
> ;-Mt'05*fcli6I©l!Pc7S7^i:) , XXrM*fc«75 hMfc£*lT^ 

25 ) > Any>-fb$nT^Tfe«fcViC j _ 4 T;m^-> ^h^-X Ih + y, 7 
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>itt£tlX^XhJ;^C ! _ 4 7*3*->-C, - 4 T)VU*r=s ^ h=^>* 

Knxh^ih^^t') , *;^;k c 2 _ 4 TJl^y-Ol/ <fcu 
/ntJt-Mif) ^ c 1 _ 4 x;i^;i/x;i/*x;i/ >xji*-)1, x^> 

) mm^nx^xh^^r^ji mz.&. x^;k :/ntr;K -ry^ntr 

*^>^;k ^t^jk /x;k f'>Mfoc t _ 

10 t o $f$l<«&» (c x _ 6 ) e>n*>) ; 

(2) .@^£ftTV>Tfc £ < , ^•^□M^^^-^-bTViT ! fe<kV^>^ UT)V*r)V (M 

Ttfcf, >^n:/nif;K e/^n^fjk >-^a^>^;i/, v-^n^^i^K ->^n^\ 
;K HDUi;-jk tf^/Us*x;K fcr^u>?;K tr^>?x;K t;^ij-jK ^ 

(3) W.m-Znx^X%£.^T)Vtr-)V (MtLlt, XUJKallyl), 2u?-)V, 2-^ 
>-rx;K 3 -^-fcx^&if^lSi^&^L 1 0 <DT))/*r-)V. ft&L<\${&ffi. ( 

20 C 2 _ 6 ) 7)Wr-)V1zEffimi ; 

'(4) gi$nT^Tfc<kv^>^n7J^x;i/ (0>J;U£, 2 -*/ir d^>^x;k 2 
-v'^DA + t^k 2 0^>^x;i/j^5=-;i/, 2-y^DA+t-;Mf M 

(5) ii$nt^tfect^77;w 7i^-c, _ 4 T)v*)v m 

(6) ^)v^)v^.tz\t.m.^nx^xh^T^)v mmw:2^v4<DT 
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1 &^b4<D7;i'*;i'7>;i/*x;i' (#l> y^>x;i/*x;K x^>7>;i/*x;i,&<i:) 
(7) li^nx^tfei^TU-jp y^-)v, ■ry9-)vuE-mmi^n 

±f3Lfc (i) @m£tiT^Tfc<£^:r;i/^;K (2) w&znx^xb <£^>^ 

U7)V*r)V, (3) WMiStlX^Th£^7)V5--}l, y (4) frX V>T <b £ <^ 

•>i7D7j^^K (5) mm^nx^xhj^^T ^)v^-)v, (6) .g^n-cnx 

' 10 Stblft An^> 7 7*. 9km, BVmtza) , -ha, ~>T/> 

15 , X*^;Mt*;fc«7 , $ HflS^tlTViT*) «fcv»*;p#*5/^afi (flu 

-t;k ^c,. 4 7)V^-)V^)vn^ )Vf3iE) , /\u5 s >fc-znx^x'b&\,*c l _ 4 
7;i/^;k h'J7;wn^^K y^;K x^;w&£) , AP^Wbsnx^t 

fccfcViC, _ 6 t;V3=^-> (0iJ> /h^->, xh*>^ ^a^^X ^h^>-, MJ 
20 7)\,*U* h*v\ h U 7MOIh^^£ ; &$iL> < lZ/\ny >fc2 tlX^X % 

i^Ci _ 4 , c 2 _ 4 r^y-r^ (^J, 7-fe^;K r/atf 

*x;i/&£) , C x _ 4 y;i/^;i/7Jl'*x;i/ y^>x;i/*x;K 3L$>>^A-fo 

-)vt&£) . wmznx^x<b<i:^5i£t£\$6 m<vi%m-mmmm tM. y?>. 
7i>, t?n-;K -f5y^-;k tr^v-;!/, ^7^/—)V, -t^W-fr. -f 
25 rv-)i>, < y^u-i/-;p, fcru^>, e^^>; trus>?>, tru 
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mm^mi^x^x^^mmMt i>t«, ad^> c^k 3? 

, - ho, ^3r~-AM\ 7S.ym, * AD 

c 2 _ 4 T;i/^jy-f;i/ T-fe^K tf^--;p^t*) , c,. 4 

10 T«, 1 &V>L 3fl*»fip*bV». 

(1) e^^tixviTfect^T^^;!/ (0d*fcir, *5MK x^;k yu^jv, -ivf 

15 Dt;k -fV^Jk s ec-^JK t e r t-~7^)V, ^>^;K -f V 

*:t^>^;K /\^>';w, ^7*7 jv* ;*-£^;k /x;k r^ft^roc 
! _ 1 0 7)V*)V. »*b<ttfi» (c, _ 6 ) 7;i>*^fc£tf«*tfsns) ; 

20 ;nfe2*f#wre>n«) ; 

(3) M^nX^Xh^^T^Jl^r)U (MZ.lt, 7i-^-C, _ 4 7)V*)V (M 
25 _k|3Ufc (1) ®&£nT^Tfc£^X;!/*;i/> (2) H3|£*lTV»Tfc «fcV^># n 

7)U*)i. (3) ■iftsnT^tfe.kUT?;^, &<fctf (4) lisnt^tfe 
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5 ;k tf^^>?>, tf^u> ? >, ; eji/*U>, ^sj-^tfU fcfn— ;w -f ^ ¥V— 

)VfcE(D 5&tc\$6 M.<DmWi7 SfcE) , X^5r;Hb*fcttT$ RbSttTHTfe 

^/C; _ 4 T^^i^i/A'^-f ;k _ 4 r;^;p*;wt^-f , 

snTv>T*><fcv>c i _ 4 y^a+S'-c, _ 4 rivx*^ * h^~>* h^~>, 
nih^yih^^f) , 3tui/$;K c 2 _ 4 7)Vijy^)V (flu T-fe^;K 7n 

i ^rdt2m^vx^xh^^T s. ;&te£&m?*>nz>&. (i) e 

i$ntnxt>i^7^;i/ x^p, :/ntf;K fvr/ntfjK 

20 r/g^K -fv7?;k s e c-^^;i/> t e r t-yg^K ^>^;i/> -fv^>g L ;i> 
v **i>9-nr* ^\*->;k f^M^fDCj _ x „ 

(2) I»SnTHT'bJ:^5/^D7;^ n7°D hf;l/, y^D7*f 

25 )Vf3.E-mm-f e.n-5) ; 

(3) «»$nTViT'bJ;ViT;i^drx;|/ (flAtf, XUJKallyl), ^D^;P, 2-^ 
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c 2 _ 6 ) x;^^&£^tf e>ns) ; 

(4) g^^tiTViTt) J:Vi->^ DT;W^rn;i/ (fly*.*** 2->-^n^>x— ;K 2 

10 (6) wmznx^xh&^T mxit, 7i-jk ^y^&^j^tf e>n 

' ±iaufc (i) mm^nx^x^^^yji^r^, (2) tt^nTHTfej^v-^ 
djj^jk (3) mm^nx^x% &^7)v>r—)v, (4) g&sn-c^-cfc.fcvi 

J/^DTJ^-JK (5) ©MSnT^TfcJ^TSWK 35efctf (6) g^StlX^ 
♦ HfSi, 3^JH&,i:) , -hn, 5/7/, zKS£«, li$nt^TfeiH?t-M 

(00, Cj _ 4 t;i^;i^ , g^nr^-rfc <fcv>7^ / g (#j 

n-;K t!^7> f >, tr^u> ? >, ^e;p*u>, ^^p* U >, trn-;K -rs^ 

) „ Aoy>-fksnTv>T , b«kViC l _ 4 y;pn*~> ;* b*^, xh^->, 

25 >-fb$nx^T ! fo e kliC j _ 4 7JP3^5/-C! _- 4 T^3^-> (#1, ^h^v-^h^ 
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;i/toih+->ih^^t') » c 2 _ 4 t^xs-ov x-t^K 

Tfej;<, ^^siistLTii, /\ny> yym, mm. svmteii 
io ) , - hn, ->t;, tk^*, mm^nx^xh^^^^—jvm ;k c 

h^ij-^x ; &;i/^u>, ^^e^u tro-;K -f5^/-;P7££cD5£ 

i^C, _ 4 7JI/3^*>-C, _ 4 7)Vn*>> (M. * b*rzs* b*zs. * h^>Ih 

h , *jrjk c 2 _ 4 (#j> x-fe^K 7*nh:t-Mif 

25 (1) Km. 

(2) g&£*lTV>T'fe«kV>7Jl'3 t ;P *?-)V, X^;K 7n\Z)V, -f V 7 
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nfc?;K -f.V^f^, s e c-r/^JK t e r t-y^)V. ^>^JV, -f V 

^>^;k ^^>3 : -;k ^\^->;i/, ^^g^, ;t-*^;K ^v^fcafoc 

! _ i o 7)V^-)V, j8 5 *U<ttfi« (C, _ 6 ) TJ^Mt'^tf^n^) ; 

(3) @^$nTViTt>«kViv'^DT;P^;i' (W^t«, y^ayatfjh Ssim-?^ 
5 jk ~>^p^>^;i/, e^n^^K nAyfMifoc 3 _ 7 y^nr;^ 

(4) I»snTV>Tt»J:V>7;^^ (0iJ*.fc£, 7U;Kallyl), {7Uf)V. 2-1 
• 3 -^■fen^fc2«*jR2&V»l, 1 0 OTJ^-ik $?£U<«<g^ ( 

c 2 ._ 6 ) r^^fc^jWtfsn*). ; 
io (5) ■iftstiTViT'biv^^nT^y— ;w 2 ->-^ n^>5=-— ;k 2 

(6) BJft$nTViT«>«kVi5*fctt6H©*j!!CD3Sf**aE (WAH 7x-Jk tf 

tr;tn<;p» ^uv-ok ^ps^ov, ^z^s-ov, */2uzr?> 
f).)V$—)V, is? ni>? ;k a ^\ #;i/7tf-;K *s9w\~?$ 

<i )v, >x)i-fc-)v, 3L?>7.)v*±.)vm) ofi-mvf&n, ±tebfc (2) wmz 
20 nrviTfe <k^T)i*)i>, (3) s^^nT^xfe jcus^ n7;^JK (4) mwi 

■znx^Th&^Tfrtr-Jl. (5) fii$nxViT 1 bi^yi7n7;^-JK 

(6) «»^nTViTt>«fcV» 5 *fctt6S©#!R©»#K*35J^rUTViTt)J;Vifli 

istittt, ;\uv> 7vm, m.m. urn, 3 > - ha, ->7; 
* 7jci?*, lisnt^ifei^ft-^j (#u ;k c,. 4 x;^;i^:*- 
25 tea) , ■si^tiT^T'b.kv^s (0y> 75;, t;c, _ 4 7^75; 
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5 _ 4 T;U3^5> (#tj, j*h3r->, xh*~>> yn^v-, >^h^">, h'j7^tn^ 

*->-C ! _ 4 7)VU*i/ * h^~>* h^->, ;* h^vlh^r^ X h + ^X 

b^y, h 'J 7^D^ h + ^X h + 'X- h 'J 7JPtDX h + v^X h + ^&^) , # 

c 2 _ 4 T;i/*y-r;p (#K 7W;k 7u\z*-)\,tzE) , c : _ 4 
io ;wx;i/#x;u (0fl, ;*^>x;w*;x;k x^ >x;u*x;^ft if) fc£#*tfs*u fi 

R 1 ®IMi:tT©X7xf;KkSnT^Tt)i^*M^^S<i:tTft (1 
) TfcSl, 

(2) B«*nTViT*>«kV4T;i'+;i/ *^;k x^;u, :7°ntr;K -f 

15 nfcfjK sec-^jK tert-^f;K ^>^;K -fy 

^>^;k *^>^;k ^s/jk ^s^fcgoc 
! _ ! o t;1/*;k $f*u<«<£M (c, _ 6 ) 7;^;i/&2*»*tfsn«) ; 

20 e &mtf*>nz>) ; 

(4) wmznx^Xh &\,>7JMr—fr mx\t. 7U;KallylK ^n^;K 2-^ 
>^x;k 3 -^**:i;ufc£Jft*R2fcir>t, l 0O7;P^K £f£b<«<g$fc ( 

c 2 _ 6 ) 7;i^x;pft'£a*#tfe>n5) ; 

(5) Ii$nT^tfeJ;Uv'^D7^-Jl' (flJAtf, 2->?D^>f-JK 2 
25 — 5>iJ7 o^tiJk 2-^^n^>f-;W7Jk 2 D'V^-fcx;!/;* 
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jj frtf- yn#*j/Ajv#r;k 7x;^y*jH-jK t7h=lr'>ii;p^ 

5 &£> StL ±f2Ufe (2) Ii$nt^TU^7;l/^Jk (3) 

SnT^Tfc <£V>->^ DTJ^JW (4) BSl^flTViTfe J;V>T;i^^r— (5) 
e^^tlT^Tfe.fcViv'^ DJi^^Jk (6) flii$nT^Tfe<fc V^T U — 

MiftTViTfe<k^iisti,T^ /\ny> (^ij, r^st, mm, 9km. svm 

&£) , - h n, fi^nt^T-bit^t-M (flu ^a— ;p 

10 > d _ 4 7)V*)VttUE) , MSnT^TfciV^S/at (09, 75A ^7 
C x _ 4 7JW75;, $>d _ 4 7M^75y, fh7k KnKD-Jk fcT^ 

tfnjs?>, : e;i^^u>, ^*^e/n*u t?a-;K ^5^/-m^©5 
15 c x _ 4 r;i'*;i/;*j;wt ; &-r;K yC!. 4 x;p*;i<<#;i/A ; E-f , Any>ft 

^ntUTfei^C! . 4 7J1/3 + V' (0iJ> ;*h*>-, Ih^y, :/n#*->, 

>^->, Xh^>Xh^y, h'J7Mn^h + yXh^-X h'j7Mnxh^y 
20 xh+y^f) , C 2 i 4 T±^JV, 7*Dt;t-M 

7ix;k fc?»j^;u, 7'JJK ^x-;k tfnU;K fcr? % /U;K ^ 

xi;k tf>js^-;K if'j^-;^ hiJ7';u;^0 5$fctt6l0K**&tt«[ 
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mm^mmm; ^>vy?>s ^yV^-^-y ^>x**w-)i 

> *y*u-y>, 7$7*j>, *i-vv>. ~>wj>, -rs^/t? us? 
5 (00, iggt, a^sifcg) , ^hn, ~>7/, *ts, it^nt^ 

TfeJ;^*— ;Wi ^3— ;K c x _ 4 x;v*;i^:*&£) , li^nxut 
b&^7s.ym 75;, tyc^ _ 4 7^tsa _ 4 tjv^jvt^. 
J, ^h^b Hntf D-;i/, tf^^^>, tf^U^>, : e;I/7}nU>, 3 l * : EJWV> 
s KD-^ < 5 5 Sfctt 6 5 / & if) , XXfMSfc 

)V*U *^;K 3L^)VfcE) , ADy>ftSnTWfeAHC, _ 4 7;i^n 

15 y7JWnxh^i/&^) v *;i/$;K c 2 _ 4 r;^/^ <fcu 7-fe^;K :/n 

20 ^Tfe<t^5SfcH611j (D r5Sfc«6Mmj ^2M±(DlM^ttS^ 

, £tte>©3-&, 2loiM*is^t:^LT, 0!);U;£s (c,. 8 ) tjv* 
V> («, hU^^l^>, T-h^^^I/>^i:) » ®M (C, _ 6 ) 7;i/*I/>:*-* 

-CH 2 -0-CH 2 -O- CH 2 - CH 2 -0-CH 2 - CH 2 - 
CH 2 -0-CH 2 - CH 2 -CH 2 - CH 2 -0-C(CH 3 )(CH 3 )-C 
25 H 2 -CH 2 — ^ <if ) , « (C 2 _ 6 ) 7)V*cU>?-* (flK -CH 2 -S-CH 2 
- S - CH 2 -CH 2 -S-CH 2 - CH 2 - CH 2 - S - CH 2 - CH 
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2 - CH 2 - CH 2 -S-C(CH 3 )(CH 3 )-CH 2 - CH 2 — % ( 

C x _ 6 ) T^l^S^*^ (#1, -o-ch 2 -O-, -0-CH 2 -CH 2 -O 
-> -0-'CH 2 - CH 2 - CH 2 -O-tzE) > fg^ (C x _ 6 ) 1/ > V^Or 

(#1J, - S - CH 2 - S-, -S-CH 2 - C H 2 - S - , -S-CH 2 - CH 2 - 

5 ch 2 -s^-fc£) , :**:Wg$fc (c x _ 6 ) 7;^]/>7s; (#1, -o-ch 2 

-NH-, -0-CH 2 -CH 2 -NH-fti') , ^-^->M (C 1 _ 6 ) X;i/*1/ 
>^ (#1, -O- CH 2 -S-, -O- CH 2 -CH 2 -S-&£> , ft ft (C x 
_ 6 ) 7)V*U>T S. S m> -NH-CH 2 -CH 2 -NH-CH 2 -CH 2 - 
CH 2 , fl£$fc (Ci _ 6 ) 7Mk>^7 5; (#!k -NH-CH 2 -NH 

10 -NH-CH 2 -CH 2 — NH-fS.ii) , ^7{&ffl. (C x _ 6 ) 7MU>75 

/ S-CH 2 -NH-, - S - CH 2 - CH 2 -NH-&£) , j&B. (C 2 

_ 6 ) T)V*T~V> ~CH 2 - CH=CH-, -CH 2 -CH 2 - CH=CH 

-> -CH 2 -CH=CH-CH 2 > (C 4 _ 6 ) T i?XX 1/ > ( 

#h -CH=CH-CH = CH-5;t') bTV>T <fc 

20 &^zjiyj zuim^.r^tmm^nx^x'h <t^x;i/*x )i&&Mj&vx^xh <t 
v^) , mm^nx^x%^^Ts. mm^nx^x^^Tzy)v, xT^Hb* 

fctt7 5 KteSnTiATfcd;^;^*^*, .W&Ztix^xb&^mM&tSia 
) * 1 &V>b SMbT^Tfc J^>. 

25 ^LT^tfei^ rgjfe^j iHH An^>fb£fcteM (C, _ 

4 ) r;Pzi*:Wb£ftT^T*>J;v>ft$* (d _ 4 ) t;WP (#k x^;i/ 
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^h^'>^f;i/, ;* h^x^u, xh^x^K ^n^v-x^i/, ^ 

h*5>X5^l/&£) , ADy>ft*fcttfi» (C, _ 4 ) T^^^v-fb^nTV^Tfe 
<kH4£» (C, _ 4 ) T^n^-> M. *h*ris, ih^'X yntf^s^ yh + >> 

n^^v-^h^ri/, :/h^>*h*v\ ;*h*->xh^>^ ih^yih^-X 
#3r : >xh*->, ^h^>iht-x ^h^i/^a^^ xh^'>yD^-x -7 
ntf^r/n ^h^i/yD^->Si!) , ;\u?y (flu ift*&£ 

) , - ha, is?;. i*fc(i2ffl®« (c x _ 4 ) x;i^;K *;i/== 
10 JR (C 2 . 4 ) T;i/*y -fJl/Ttt^nT^Tfei^TS J (flK 75/, ^^75; 

5/1 (0II> l-Knu^, l - t^^y^JK l -fcf^U i?x;i/, 

U/> 4-WWU/, 1-<5^7U;K 4-Th7tHDt;7=M2) & 

15 _LfER 3 ril$nTViT ! bJ;^tt7J^;Hj C5<£®7J^)Hi 

Utt, #»jx.fcf> ;*^;k x^;k ^Ptr^, ^y^Dtr;i/, ;/^;k ^y^K 

s e c-^f^)V, t e r t-:^;K ^>^;K i'V^V^K )V* ^ 

m.m, 3km. svm) , 75a ^/ 7sy, *> mwr 

Be^e/ «ft»7;u^;p) 75^<t^ «g)KT;mr;p) 75/W5tt7;V 
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±I2R 4 tScftlSNR' R 6 33 V* T> R 5 , R 6 Ti$tl§ tlT^T =b cfc H 

(1) 7)V3r)V (MZ.lt, *^)V, X3^K Zfu\Z)V. -iV7u}d)V. ^fJk -fy 

io -f^-jv, s e c-zf^)i.. t e r t ^>^;k -fy^>m ^^-^>^ 

I t 

*L<«<6« (c x _ 6 ) 7)V*)V, $5fc»*b<e«» (c,. 4 ) y;i^;i^£ 

(2) J/^njW ->^.n^D tf;i/, s^nt/^K >^n^>^;K 

(3) 7JV*r~)V (mx.\** TU;Kallyl), ^n^;K 2 -^>^~;i/> 3 
n;Wfc£©iftj<l*2fcV>b 1 0O7MrjV, ft£.V<m&m (C 2 _ 6 ) T;i"ir- 

20 (4) ->^n7J^-^ (Will 2 o^>^-;k 2 o^-fex;K 

is 9 U7 )Wr E-mm-f ens) ; 

(5) (0fl;U£, x^x;k i -yn tf-;u, 2-:/n tf-;u, . 

2-^>^n;i/, 3 -^*^x;i,ft£©^2£2&V>L 1 0 ©T^XJK 
25 £L<te4£^ (C 2 _ 6 ) T;P^-;P^:<i:*«#^&nS) ; 

(6) t^;p=^;1/ 7i-;i^-c, _ 4 7)V*r)V (M, 
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(7) 7U-;v :7x-;k i-7^)VteE&mvf e>n&) ; 

5 c 3 - 7 ^nm*-c, _ 4 TJM^n&gaMitf sns) ; 

±fEbfc (1) 7)]/^)V> (2) ->i7 0 7MJk (3) TJk-ir^K (4) v-^ 
DT;l"Jr~;K (5) 7)V*-)Vs (6) 7 (7) 7V-)V&£T$ (8) 

D7^+;P-7;i/^^f UT^Tfe ckViflSt ITS, AO^> (flU 7? 

10 m, m.m. $km, Bomttii) , -nd, ^7;, 7Km»> lisnx^Tfeiv^ 

(01 » 75/, tyCj _ 4 7J^75;, 5?C X _ 4 7JP^75/, =t V ? 
tFntfn-;K tr^9>?>, tr^Ui?>, ^e;p^U>, g^^l^y >, bTn-;u 
v 5 - Jl/ft t* 0 5 t fc ii 6 lOltt 7 $ y ^ t*) , X7r;Hb*fett7 5Fft 

s 

15 snT^Tfcj^*;^*^;^ (0!K #;^3r->;K c t _ 4 T;m^>-*;w^^ 
;k a/wt^-f/K *sc x _ 4 7^)Vti)vn^ )V. i?c, _ 4 7Ji/*;^ji'A ; 6 
-DVteE) , An^^b^nT^tfeitiC! _ 4 7)V*)V (#1, boyju-tu^^ 

20 Ih + ^f) , C a _ 4 T;i/^l/>> ? ^-^>' (#K -o- ch 2 -o-, -o-c 

h 2 -ch 2 -o-^£) > mm^nx^x%^^7,)v^>7 ^ h c^u. ti^nr 
75;, f h7kHnHo-jk tf^^^>, tr^u^>, ^e;i/*u>, ^^p* 
25 t^bTM^nss^^) , *;i/=uk c 2 _ 4 T^y-OP (#1, 7±^jv, 
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ft r«&.snTV>T"bJ:v>«*!!lU£j &<fctfR 4 t^$ns rg$$ tiT^TfeJ; 
fc?^S?>, KiJ5'^>, h'J77-Jk f7 5^7V 

io Ti*viU4«*^*t-*5*fctt6j|©»»«it*ai3a:2*»*»f sn, »#3r#ijs 

^/U>, K5!/U5?>, tf^U^>, tf^^^>> **"9"5?>, 

o^fnfi 1 i^ui4I^f,t§ 5 t&tt 6 AcD^«jK«XI« J;tf ±C»« 

«, t?^/-;K ?77-jk **rW—)v. Th?v-)vt£E<Di%mw&mm) & 
v>II3iStgj t&tts nt^gt^j ©giSiLTfi, r 4 Testis ri^^nt 
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*)is.)l, Any>fc*;fctt*«fc£nTV>T'b«kv>c 2 _ B t;w* j <i frUE-fr-Z. 
io 2 -^^;w^d i*fcj&t£F*Lv>. r<\ R'oioffti^iitiTtt, s£ -( 

CH 2 ) S -R X CiS*. sttO*fettl$*L, R x ttliSnT^Tfei^Stfc 

»6AiX (fcifcfcr, r 1 T^sna rajas nTv>T*><kv* 5 ^fcft6if»j £ 

15 ' ■€-n-en«si$nTViT'b«fcVi7xii;p» tru^u, tr^i/u^, ^tvu;k 

^nsofx^R 5 , r 6 «d c, _ 6 - x;i^;k 2) c 2 _ 6 x;i^;i;k 3) c 6 

_ i o 7U-;K 4) C 6 _ x o 7U-^-^fJk 5) ttm^S*5J:^6) 

>v (±ibi) , 2) «Any>, Tkms, tfc}ixxT;wktfe}i75 Kfc^nx^T 

20 «b ^^^l)l^^riyJVmxmm^nX^Xh^< , _tSB3) > 4) , 5) #£^6) «An 
25 ±IBR 4 7?^$n^NR 6 R 6 {c:*3ViT> R 5 iR s ^iSp tTNR' R 6 X^fijo $ 
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w/ij^-jk 9-7*sv$?—)Vs -fs^>/>j s>x;k ^-tM/uxji,, ^tvu- 

VitZLfr, tf^S?x;K 7i£fc!x;W 7 if t?x;K ^TifbfxjK i^Tiftf 

5 i oioiisi^y^;, tfnu;i/> -f5^i/u^ hU7^;u;k ^-h^vu^ 

i«7 5 7 , «kD»*b<ttt;nU5?zi;P^:^©5Jl©jm5SS;li!«75/) ^ 

Aoy> cm, 7**, mm* &m* svmtza) , - hn, ->7a tkbix* 

nTV>Tfc«kV>75 y a (0>U 75/, ^y.Ci _ 4 7MJ1^7 5A i?C! _ 4 7)V 

*)i>7s.y, Kn»j5?>, tf^u>*>* tr^^.i?>, t;^'j>, ^^i/^u 

tfn-;K >f 5 ^'/-M 5 Sfctt 6 *OStt75 y & , iXrHlfeS 
75 Ffc-ZtlT^Xb^tUlr-tf^z/Jim [#!k l3)Vtf*rl'))s* C x _ 4 7)VU**s 

20 ©An^XfcTJM^K fcttLlX* 7tfM^->^5 1 ;k ^"n tf^--;!/^-^^^^ 
;k r-fe^u^^x^K ^ntt-;kt^rv'ifMi'0C ! . 3 7jw# ^ 

C x _ 4 h Kn+J/7JW) , WflSnT^TfeJi^C, _ 4 7)VU**s (#k y h 
xh^->, /n^+'X ^h + y, h'J7;ktn^h^'>, hiJ7;ktnih 
25 *~>, ^Jkf + i'C! _ 4 X;i>0^->, ^^A'^-fJl/d _ 4 7)Vnirz/, rh5kF 
Q7 7-W-k fh7kHnH7-;kt + ^^a „ jJn^S^, C 2 _ 4 7 )Vt> 
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^3**^ X^l/^^v-fr^) , 7±^-Mt (C x _ 4 5?7;p3*5^, 1,3- 

)V, -f y^;K sec-^;w, ter t-:/^;K ^>^;k -fy^>f;K * 

mm. Bum) . t^j. ^/ 75;> s? u&m7 

m*; {tfM7fr*M T5yfej;tJ?^ «£»7;i/*;io 7s;msftft7jp 

mfe, R 7 > R 8 0*n-fniLT«, «m$nTViTfecfcViiBimc a _ 6 7 

*j oHK7;^;Hiittt, fs&rar, x^;k ^ntr;i/> -ry^otf^ 

, -fV^jk s ec-^fJK t e r t-^^K ^>3=-JK <V^>f 

25 ±BXT?*$ft5CRfc:fcv>TRT?*;£tt* rii$nT^Tfeck^«7;^ + 
v'Sj ©ffi»7;^ + ">stut}t *h*~>> xh*->, yo^->, :/h*>-fc 



WO 2004/069808 PCT/JP2004/001181 

29 

ZOCi - 6 7^3 * S ft*. 

m rg^i$ftTViT ! fe'cfcVi^7^^;i/*j *5cktf r«gj$nTViT"bJ:Vi<SfR7 

^3*5^*J JWLT^TfcJ^B&S^bTtt, ^JAtf, AD$*> (01, 7y», 
•tt*. *St, 3^*) , 7KH», 75 7, t7 mmrjV^rJV) 75 7, >> ({B*7 

*;PitTit 0ix.tf, _h!E©R 3 T^^ft* r©^$tiTViT ! b«kVi{gi^7;i'^;i/ 
10 ^'JM£C 2 _ 6 7;i^/^;i^#tf <&ft*o 

±fEXT!^£ft*CRK::feV>TRT:^£ft* rg$| £ tiT V>T <fc ^7^71/Sj £ 
l/Tft, R 1 T^£ft* r«iftSftTViT>b«fcVi 5 ^fctt611Sj (D r5£fc«6 
Slij dttLTUTfeiUliltLTO rgg|$ftT^T 1 b«fc^7'>;i/»J iiu 

15 ;i^;p;*;i^-;k *t>5;k /\ny><b^fctt*tt-fh*ftTv>T'b«fcViC a _ 5 7 

XiR 4 ^lTM$n§ 5 *fctt6*5R|&5S*tt3!fa!i:LTttfct A«t!n 
20 Ui?>, *-*1*V"J$?>, ?7 , /U^>, <5^/»J3?X tf^U> ? >, ^E;l/*U> 

, ^^msd >, t?^7^>^^^frfe>ft*. cft&fcm*fc©ttiR©«fc«K:«jfe 
±13^; (i) z 1 -e^£ft* rg^^nxviTfe^vi 5 &tcte 6 m.<D^mmi 
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y-;K rh77-;K tru> ? >, tr^s?>* ei)55», tf'j^> > hU7!/- 

5 -fs^/-^, -rv*yu>, */*+mj>> 7'&5&>* ^t!/ux 

75>, ^^-7^>> kru> ? >> truy> ? >, t?U5>>>> ^>x-r s^y 

10 z 1 -e^£n& rfitfcsnTv>Tfe«fcv> 5 *fctt6 j*©3Sr*sij a, r 1 Twsti 

>IT(i, 7yf> li, JUfc&£K Any >^xmM2tlX^X%&^ C t _ 
Ih'^y, ^n#^->, b'J7Mn^h^~>, hij7WDXb + ^£) & 

2**$f*bv»a«, x 2 &&tfz 2 £^©«&a^#bTv>fcv>c:ia«8F£b<, £fc 

, Z 1 ^611 (8F*-b< «^>if » T?fc£<h#, Z 2 CDg&ftgteX 2 <£>A^& 

S^cZ 1 ttTfiliStltai) /\n^>Hf, 2) AD 

20 y>m^xmm^tix^xh^c 1 _ 4 T)v*)vm&frm) /\ny>m : rxmm^ 

nTUTfecfc^d _ 4 7;W3*va£^bT^T*>£V^>-fc?>;W£b<, %?\Z 
*b^. 

±!BiS (i) z 2 T^n^sS- z 2 a -w 1 - z 2 b -*3cfctf-z 2 a -w 2 
25 - z 2 "-k&v^ z 2 a *5«trxz 2 "o-en^nx^^n^ rg^^tiTViTfej: 
©ssia (R a ) tttft Tkfcjs^ «&£nTv>-cfej;m£ffi (c 
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i _ 6 ) 7)V*f-)V [flU *3^;K x^;k ^ntr;K -fv:/ntf;K y>;K -fv:/ 
5^;U> sec-yfJK ter t-^fJK ^>^;K -TV^>?^> ^^^>^;i^ 

. 5 jk hij7Mn,i?Mf), ^r;fcc 1 _ 6 (0ik ^7;if;K ->t 

6 . -fc)V.s.)V. &m (c 2 _ 5 ) r^^)V. 7u 
b?*-x;K y^u^fcg) , i&m (c 1 _ B ) 

Ttt, (CH 2 ) k i - (k 1 ttl^^U4M) T?i£-gftZ>T )V*U>M 

^r- l/>Stttft «^«-(CH 2 ) k 2 - (CH=CH)- (CH 2 ) k 3 - ( k 2 £ 
cktfk 3 ttra — *fcttl7ioT0 , 1 *fc**2 ^St. fctffb, k 2 £k 3 £©?n« 
15 2.RTT&3) T*£n*7;WerxU>«ft£)&t#W'5ttS. few 1 , W 2 T^^tl 

^-u>m\zm&^mt£^<D7?&nm*'fn-??>b&\,>tf, mxits &m (c, _ 6 ) 

20 ec-^JK ter t ^>^;K -1*V^>?;k ^^ris 

, fg^ (c 3 - 7 ) z/2u7)V*r)V ^^nynt!;k >>^d^;k 

v'i'D^^k ^^D^yjk S^n^^fcg) , 7js;i/^;l/, (C 2 _ 

7 ) T;u*y<;i/ m. :/ntf:tx;K :/^u;i/&£) , x*^;wt;$n 

. 25 S, tK^S, **V> th'n + H5/S, «&SnT^Tfc«fcV>i£» (c, _ 6 ) 
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• (£?£b<tt, C, _ 3 7)\>*)V) , tK^S,. *-*V, tFn + H$;i, (*» 

)V-^^r^)V, Ci _ 4 r^oo^rv'jfr^xji^ fcjwtt-OK t/d _ 4 T;i/^;i/* 

5 «fc^) «» (d _ 6 ) tji^^x -ys^i'^tff.n^. 

iixfJHb$ntv>T%«ki^x*yitbm p(o)(or |! )(or is ) 

&V>b 7 ©;/# P7J^;H$il, R'^cfctKR 1 0 HS^fC^bT 5 b 7 
10 ±IB:£*> R ,2 *5=fcCKR 13 T?^$n^>^micl ftV^b 6 07^^iibttt, * 

15 ifcv>b 6 ©teRT;!'*;^ $ e>(c»*b< &v>b 3<Di&m 

1^— £fc, R 12 *5J:tXR ,3 ttSVifci^-g-bT5^Vib 
7fil*Mt5i^ R ,2 «i:R 13 t^S>MCig^-bT, - (CH 2 ) 2 -(CH 2 

) 3 -(ch 2 ) 4 -T?*snsit*MK0c 2 _ 4 7 2>o mm 

^XT.^^'fb^tlT^Tfe.t^^^^^r^Jl'^CXT.^JI/^ibTtt, f})V^^-^ 
)V&tm.mWL 1 &^b 6 ©T^*;^S££«^i!i$c3&^b 7 ®y^D7MMi 
a^-g-bfcfc©, 00*.^* h*^-t})\>#-)V, X h^v^l/tfx;!/, ^P^v^U 

, sec-7h + y*JWzjl/, t e r t - ^b + yAM-^ 
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s\3rzs)V* Iris )V, */& u^yj-fyJrii-ist} )Vi£~ ;K isi7W\ 
10 Z 2 tl/Ttt, Z 2 a &<fctfZ 2 b (DVi-rn^— *^o, S (O) m (m&O, 1 

^fe«2) *fe«-N (r°.) - (R a \t*mw^£tcumm:Znx^Tb&^{&m. 
c 1 _ 4 r;p*;p*s^*r) Tfi&#a*«g-&^ w#-(ch 2 ) p - <p«i& 

ViU 3©aE-»S^-r) ^fcttZ 2 ^.-CH (OH) -t*52f©IWSK, Z 
2 a &£tfZ 2 b ©V>m*»— ##*0, S (O) m (mttO, l*fc«2) 
15 m&^-C&Q, W*»-(CH, ) p - <pttlfcV>b3©SE»:*5*T> £fcteZ 2 

CH (OH) -Tf&S 2«©*5&*3 6KJf *b<, $6HZ 2 tt-CH 2 -CH 
(OH) -v - S (O) m - CH 2 - (mfctO, 1 £fc«2 ) - 

S (O) m -CH 2 - (m«0, l*fctt2 SiRt") UV>. tOtolt, Z 

2 a ^z 1 £gg-g-LTV> -SOCH 2 -*«*SUVi. 
20 Z 2 a «U $g-&¥. S, SO$fcttS0 2 S^-T^, tfTfeSO*Wtt<, C © 
SO (DiLfc&Mifi (S) ©«b©jW£Utr>. 

z i \z#vyz>z 2 <Dm&®rmte, z 1 H)m^nt^>a>m<Dm^, ■#«©&**?«*: 

. ±«5t (I) R 2 T^StlS r@^$nT^T ! bcl:<, g*« : ?a«4»7'>;& 
25 -^A^Sfctt^-^S/ JMbSnTl^Tfeck^T^ y*j £ ITU l£.frfc2mom 
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fit? -N + R p R p R p , -N + R p R p R q cfecktf-N + R p R' R r ( 

r p , R q fecfcufR r ji J en^a^t« 7K**fctt«jft3i**f) ©n-m©^ 

tt,."?W>K* ^x>m. 3A^S, U>=fm, j**>x;i^>^ ^>i£>x;P 
i7 5 y«cpg^*^bT«, 

(l) w&ZtiT^xi$<k^T)i<*A (mz.it* xf;k ^nt?;u> -f 

15 □ t!;K ,^5 L ;i/, 'fV^k sec-r/^K tert-^fJK ^>3=-;w -TV 

^>^;k ^e^K -xv^i/ftafoc 

(2-1) n<>^D7i^jwt itnf, ^^M^^J;^^J^^^^ii^n^^\ 

>, fh5kh'05 : tt:7> l-:**->b\ tf^U> 5 >^£ ($?£L<teu 6Ii 
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(2-2) m^zuT )v*)v\-x. ^>^>mtm^v, -r>y> -r>^ 

>-l--r;i/, <>y>- 2 --f;i/ft£) , f h7th*ot7^l/> (■«„ f h7k 
Fn^?;? 5 --f ;K rb7tFDt7^V'>-6-'l' <Jf ) ($?£b 

5 (2-3) gr>:? n7;^j>tt, K*»i*fc«2o-ii:ja«os^«5*^b 

T*«U k*->^n [2. 2. U.'NT^K fcfe/^Q [2. 2. 2] ;f7^;K tf 
->^D [3. 2. 1] :*^;K tfv^n [3. 2. 2] (EFSKtt, 

fc$?£L<te, tf~>^0 [2. 2. 1] ^\y^;i/fc£) OD^gt^fbTfC^aS*^ 
10 • JSfcLTHT'bcfcVi ; 

(3) g^^nTViTfecfc^T;!/^-^ m%.tt, T'J;KallyI), i7U^)V_, 2 

>^~;k 3 -A*-tr-;i/&£^iif&2fcv>L l o ©7;^-;K $EP*b<tt{B« ( 
C 2 _ 6 ) 7 )V>T ~)Vt£ £&mi z>nz>) ; 

(4) Mife^tlTViTfe^^^^ nT;i/^r— )V 2 -iy^7 U^>t--)V, 2 
15 -i/^DA^t-Jk 2 -~>^ P^>^r- )V*?-)V, 2-*si7W\*("tZ.)V*7-)Vl3i 

(5) eii$tiTViT i fe<tViT^;p^;i' 7i=jhc, _ 4 t;i^^ (M 

(6) *;i/5;i/*fc«g^$tiT^T i fo t fcViT~>;i/ mmWa 2&v>L 4 ©7 
20 (M. 7-te^;K 7*nbft-*, 7>UJK ^V^'JM£) , ^^ic 

i^^t4©7;^Ji/7x;i/j)s^ (@l *?>7,)V-fo-)V. x^>^;i/7jN-;i/^,jf) 
^ £K*ft l S:^b4 <d 7 )\>n*i/jj )\, (#k * h^f ^#;P7tf-;k ih^y* 

^^Jl/tf-^ (#L ^>^;i/^-^->^;i/^-;u^:^f) &£7&*listf ; 
25 (7) Bift*nT^T'b < fcVi7'J-;P 7i-Jk ^^fcg) ; 

(8) liStlt^Tfei^ill (mZ.lt, 75>, ^*7x.>. fcfO-Jk < 
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$^y-;K if^V—jv. 3=-7\A-;k \Z—;k <y^77-jk 

fb7;/-;k t?ys>>, t!95», t^»j5^>, tru^> ? >, hurv-;v 

/*u-u>, 7^7i?>, *±yy>, ->wj>, -f s^/tru ^>&£©$ggt^ 
io u^>> -f5^/'j>, K9 i /U5?>» tr^/u>, tr^u>?>, t!^>?>> 

S**J|[^lffl*|lfcV*TJBJ«£nS*;&:2 ; §f*b<tt, 5 6 *©#7f 

'77>, tf^Ui^V, fh7th*Dlf7>, f h5k Kn^:frl£^>&£© HH©^ 

, t^'J$>>, =E^*U>, ^^sfrU >fc£©5&V>b7 *©SM* 

20 T3V*»(KbTVi*C"b<fcVi. 

±fBbfc (1) BSI^nTViT'bcfcViT;!/^;!/, (2) ««3nTV>Tt>«fcV>'>* 
D7Jk+Jh (3) S^$nTViT i feJ;Vi7;i/'7--;W, (4) gt&SnT^Tfc «kV> 

->^D7;^-;k (5) e&^n-cviTfcj^T^;^;!/* (6) ©$i£*iti>t 

fccfc^Tv'JK (7) g^^nT^TfecfcViT'J-;!/, (8) gifc£*lTV>T 
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mxmmznx^xh £^&m (c, _ 4 ) x;i^;k(#K tHo^^c, _ 4 t;p* 
jv> ^t/Cx _ 4 r;w^;i/> #;i/#3r~>;i/C ! _ 4 tjv^jv, c x _ 4 T;i/n^->* 
^^-^d _ 4 T;i/^;i/> ^^A^-f^Cj _ 4 T)V*r)i, 7;i/=^;*7 

5 ^A^-fJI/C! _ 4 T)V^r)V, i^d _ 4 TJ^JW^A'^'fJk _ 4 

Ajwtt-fji/C! _ 4 T)i*A, ifnu^y*;^^;^! _ 4 t;p*;k tr^u^/ 
*;i/^-;pc x _ 4 yji^rji. ^e^tku y #;i/#x;i/C x _ 4 T)V^-)V, 
y^M-jPd _ 4 T^MrJUfcC) > An^>{b$*iTv>T i fe<fcv>c 1 - 4 t;p^^ 

~> (#K ^h^v", lk">, ^D^-X ^h^>, h'J7;^O^h + i/, hU 

io 7Mnihmt*) , c, _ 4 t;I/^i^>>?^-^-> C^iJv -o-ch 2 -o-, 

-0-CH 2 -CH 2 -0-&£) , C 2 _ 4 7)\>t>J-()V 

^>x;i'3}N-;p^t*) , 7 *=-)i-{&m. (Cx _ 4 ) y;i/^;i>, c 3 _ 7 v'^nm 
;k ->tv, -hn, tKM*, a^^nTViTfecfcv^^--^^ ;k c 

15 ! _ 4 T)v*)v^Jrt3iE) . mm^nx^x^ &^ts. /» 75;, tyc, 

>> tf^u^>, ^e;i/*u>, ^^i^'j tfn-;i/, 5 e<d 5 £ 

fctt6l©l!K7 5 ^ XX^;Wfc££:«y 5 F4fr2nx\,*Xh&\,*fj 
20 x _ 4 7)V^-)V^))Vn^:^ )\>, i^Cj _ 4 7)V*)VZl JWt^-T )VU E) , j&» (d _ 

4 ) T^n^v'-^^^x;!/, &m. (d _ x 0 ) t^;W^^>-#;i^-;k 
t+VS ($?£L<«, An^>, S\u<!f>4&£nx^XhJ:^&ffl. (Cj . 4 ) 7 
An^Wb^tlT^TfcJ; WSlfc (C x _ 4 ) 7)1-1*1/, 7i-^-tt 
(Ci _ 4 ) 7)V*r)V. C 3 - 7 ^^DTMJK ->T/, 7jcg?S& E) ' ts: E ifi&tf £ 
25 tU LTte, 1 &<^b 3WSf^L^, 

±iE5£ (I) R 2 r«S|$nT^Tfeck< v ii!f^4^7> ; E 
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(1) Any>, *»I*fcttC, _ 7 y^n7J^;^l^Vib3Mb 
TViT*><tViitM^fett^^©<Bii (c, _ 6 ) 7Ji\"¥fr; 

(2) Aay>, An^>te3nTV>TfcJ:v*te» (c : _ 4 ) 7;^^Sfdi7i 
5 -;V-«iR (C,. 4 ) 7)V*)V& 1 &V>L 3Mlt^tfe<t< , HtfitlK^, tt* 

[2. 2. 1] s\-?^)Vts.E) ; 

(3) An$*>, Aay>{b$nT^Tfe<i^lSi (C x _ 4 ) 7J^**fe(iAo 
y><b$tlT^Tfe<fcVi<£IR (C x _ 4 ) 7JV3 + ySl&^U3fitLTViTfeJ; 
V^xr^P-M (C x _ 4 ) T)V*)V ;.' 

15 (4) Any>, AD^rXb^nTViTfe^VifSi^ (Cj _ 4 ) TJ^Jl'SfeBAn 
y>ft£*lTViTfc<fc^{£$fc (C a _ 4 ) TJWn^Sy^ 1 ^Vib S^S^bTViTfei 

(5) An£*>, An^>to$nT<^Tk£W&i^ (C, _ 4 > T)l^)V. /\U5*> 
ik-Ztix^xh&^&B. (C, _ 4 ). T^n^v-, AD^Wb^nt^Tfei^ii 
20 (d _ 4 ) 7Jl/3 + y- (£JK (Ci _ 4 ) 7;pn^'>, 7i-^-ffl (C x _ 4 ) 
TJWK y7; 1 ftV^b S^LT^TfcJ;^ 5 £fc«6 

25 ±fB5£ (I) 4»> R 2 Ti$n5 rg^$tlTViTfe«t<> Sgt/fcllC^bTfiim 
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;w rh7!/-;K tru^>, tru$^>, tru^s?>, hurv 

5 a>&»tfn& i ^rcit2m<D^um^ i 4 s *fctt6i^s 

\ ^/*+mj>> y^^v>. ^\/u>\ ~>>yu>* <f s^/tru ^>&£cd$8 

10 tJ^y'JX tf^U> ? >, t£-*95», ^-^rit> ? >, 7 S?>, ?7y 

15 2©Ei«Ol?i$^UT^IU, Tlftfv-^n [2. 2. 1] s\7*>. Ttfb? 

o [2. 2. 2] *-^*> (***u^» (»*b<«, m.miki&rc\% 
±iabfc^^ii^5S0^^jo^^T?t), tf»ji?>, tfu^> ? >, 

U> f >v K^5S>>» =E)V*V>> ^*SE/l<#U >, 7+PE->#n [2. 2. 2] # 
tfP'J^>, tf^'J>>>, ^EJU^U» WSIV>„ 
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) izacomz. mm, ^it^mm. mm. mm. v>m-&z<Dmmmfr*>mmtsnz> 

m^*>. mm, hU7Mnm y^)vm, ^^m, m&m, 

m, ?x->m, ^a^h, v>^m, *?>7>)v-fc>m, ^>i?>7jv*>m> p-h 

>mtz£(Dm&7^;mfrzmm?tn*^*>teEtfm\i e>n&^ c 

1 - , B r - , I - tzEifiU 

-^o . 

^CJ.-*-O.-*-*0.' 
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mm, 9km, a^fc£) , wm-znx^xh&^i&m. (c 2 _ 4 ) 7)\,*)v, mm 

StlT^TfcJ^M (C, _ 4 ) 7)VU*r*s. «M$ tlT <fc V> 7 x— ;K B 

Si^nT^Tfc^v^y ^fcte^x-^-M (c x _ 4 ) t;i^;k ti^nx 

(#y, 75;, ^eyCi _ 4 7M^75/, vCj _ 4 7^75;, ^ 

hMb^nr^Ttj^v^^^^v^a (flu ^tf^v^K c x _ 4 7;H3^>#;u 
10 Tj^n^i- ;k t^d . 4 yji^-jv^jVA^-r ;k -jc 1 _ 4 T)v^-)Vts)V 

n^-OVUE) , (c x _ 4 ) y;i/n^->-^;u^-;i/, (c 2 
_ 4 ) TJi^y-OK &m (c^ _ 4 ) 7;i/^;i/x;i<3ft-;K agi^tiTViT^ck^ 

20 7-7UX y>/iJ>, 'fS^/KiJS^aSoa*!^ «KatJS ; f*«fc^tt*IH^ 
3&>5#*JK^lffl£lifcV>TJIi*J5fc£n«5a£» fh7kFD77X fh^k^n^t? 

25 ■*fS>7 , 5?>, f7^>, =^7 S J7 S J>. ^*U>, ^sJ-^l/tfc'J tf^>, 
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ft (Cx _ 4 ) t;p^;pj , rti^nx^Tfcii^i (c x _ 4 ) 7)vu^~y\ , 
-«» (c,. 4 ) 7)i*)Vi , r^^$nTViTt)«fcViC 3 - 7 ->^n7;p*;H & 

_ 4 ) 7)V*r)V kh'D^d _ 4 7)V*)V, */7 J Q, x _ 4 7)V*)V, tl 

Jrisjvd _ 4 t;i^;k c t _ 4 T^zi^r->^;i/^^;i/C x _ 4 x;i^;k *;wxt 
15 -r;ud _ 4 t;c, _ 4 T^^i^wt^e-oi/Ci _ 4 

_ 4 7J^^*w : E'fji'C 1 _ 4 t;v*;k tfn u #;i/#x;i/C j _ 4 t;p^;p 
, tr^u ^utfrjwc t _ 4 t;u*;k ^nfcu j *;^-^c x _ 4 7)V*?)V* 

^sT^jfrU SXJVtf— JVd _ 4 T^^tei!) . (C 3 _ x o ) '>^D7M 

;K <gft (C 3 _ a o ) ->^n7J^-JK AD^>fl:SnTVJTfc«k^C l _ 4 7)^ 

£) , 3}s;i/5;K c 2 _ 4 t^*/^ (M> 7tt)V, hf^--;i/?^t*) > c, 

_ 4 7 )V*)V?.)V*— )V >X)lft—)l. x^>x;1/tJn — , c, . 

3 7)1>*U>5?**>' *9-U>i>**5'* x?l/>yt^^^a > *s7 J . 

- ho, 7jcmS, ijftSftT^T%Afr^t-;H (#1, 5 t *-;W, C,. 4 7)V* 
25 , giSntUTfe«k^75/S (00, 75/, 7)V*)V 

7S/, S?d _ 4 7MJV75;, fh7t FDlfD-JK fcf^> ? >, fcf^US? 
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t75;^f) , xxr^*fctt7$ FftSnTtoTfeJ:^*;^^^* (flu 
frfr/VE* fr, ^C,. 4 r)V^r)ViJ)Vn^:^)Vl3:E) , {£$fc (C t _ 4 ) 7)vn**s 

±IB5S: (i) rg^$nTViT i fe.«t<, iMfiLtMf*fci«i 

^TfcJ^^iStlg^gt^j go r^gfjUftfjtisjtj bT^Tfei^iiStUTi* 
, (1) AD^X (2) ->7A (3) tK^*, (4) il)V^iy)Vm. (5) # 
10 JWt^JW*, (6) ft ft (C, _ 4 ) T)V^*>>-t>)ViS~)V, (7) ftM (Cj 

#;i/#x;K (8) a n •ir > > tK^S, i/7;S, (C x _ 4 ) 7 )Vn 

feiViffijR (C,. 4 ) T)\,*)V, (9) ADy>, (Ci _ 4 ) t 

15 ;i/3*i'Tm&£nT^T i kcfcW£$fc (C x _ 4 ) 7;Pn*y, (1 0) Any>, 

tt(c,. 4 ) 7)v*)v. 7km&, i&m (c, _ 4 ) T^a^ifciic, _ 3 

^V'>5?*^5/Tf«SlSnTViT*>J:V>7x— (1 1) AP^>, (Ci _ 

4 ) 7)V*)Vs *WLM. &Wi (C 1 _ 4 ) T^n^r^Sfcttd _ 3 7 
~>Tg^$nT^T ! b<i;v^y *fc{i^7x-;i/-M (Cj _ 4 ) T)l*)V, (1 

20 2) 75>« ft7x>, fcTn— ;K fc!U V>13.E<D 5 6 J*©3fSJJ&«*«!j^ 

±ES (I) + , R 2 *?jR3n«5* (a) T?^Sn*£K::feV>T, R 9 ^itXR 1 

> (l) wmznT^xh&^Tfr^fr (WZ.lt. *?-)V, x^jk ^n^, -f y 
25 zfuHJV. Zf^)V, "fV^k s e c -^^l/, t e r t-r/^K ^>3^K -f 

v^>^;k ^^*^>5^;p, ^\=^'>;u> 'n^;!/, ^-^5 l ;p> /-jk x^;^if© 
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Cj _ x o 7)\>*r)V. $?£b<tefc<6i& (C,. 6 ) 7^ft£«J*tf6ft5) ; 

5 (3) Bm£ftTV>Tfc£V>7;i^-;i, (WZ-lt, T'JJKallylK >7U?-)V, 2-^ 
>x~;K 3 -s\*- : k-)Vt£E<Dm.MWl2l2.^\s 1 0 OJJ^^Jk ,w*k< 
(C 2 _ 6 ) r;i^x;W£:<i:#t^itf £>n&) ; 
. (4) m^tix^xh^^y^ ny;^- ;u (^J^tef, 2 -->^7 D^>^-;i/ % 2 

10 af^^ic3^^b7©^^DT;j/^^;i'^^^^e.n^>) ; 

(5) WWk1*nX^X%£.^7 )l*c~)V (#J;U£, X^~;K l-^U\f.-)V, 2- 

1 0(C7;^-JI/, JifSKtt^ (C 2 _ 6 ) 7)\/*-)ll£aiflmi ; 

(6) B^nT^TfcJ^T^;!/*^ 7 jc C j' _ 4 7)V*)V (M 

(7) mmznx^x*b&^7 o-jv y^-)v, ~5-7^)vuEwm?zn 
&) fttifimtfbti. ±mvt£ (i) mmztiT\,*T>b£^7)i'3r)i>, (2) 

nT^TfeckVi^^ (3) mm-ZtlT^Xb&^TJlstr-A. (4) g 

^^nxviTfeckVi^^DT^dm;!/, (5) mw^^nx^xh^^7)i^-ji. ( 

20 6 ) g&^tlTViTfc £t^T^;M^ (7) g^tlT^Tfcek^T U-;i/ 

£) , "hn, y7/, 7jc^«, B^$nT^T i b £ fci/^^--;i/a («, ^^--;i/> 

C x _ 4 X;i/*;i^:t&£) , lIJtlT^Tfej;^75;i (#L 75;, 

x _ 4 7W75A vC, _ 4 7^75;, x N ^ t K n fcf d — ;K fcf^>> 

25 >, tf^u^>, ; e;P7}n'J>> ^^i^u tfo-;K == ^/-^fc^o 5 * 
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nx^-cb^c ! _ 4 7)V*)V h'j7Ma/fiK ^fjK x^;v&£) 

, An^Wb^nxViTfe J;^C x _ 4 7)Vn*y. (0th ;* N^->, ib^-x MJ 
5 :7;i^o* h*~>, h u 7Mnx h*->&<*f) , 7}s;i/5;i/, c 2 _ 4 y;p^ y < 
r±9-)V, -fu \z-*-)vt£Z) , d _ 4 t;i^;1/x;p*x;p *37>x 

3<@aW£b^ 0 

io . (i) B^^nxviTfe <fcViT;i/^;i/ (09*. *i, *^jk x^;k 7nt:;K -r yy 
ntf;K :/^;k ^y^fjk s ec-:/^;K t e r t-~7?-)V, ^>^;k -iv 
^>^;k *-*^><?)V, s\*ri/)V, s\7^)V, -xpT-fr, y-jv, ^i/frtzZcDC 
i _ ! -o t;i^;k #£l<«^ (Ci _ 5 ) t )v*)vi3iE-t)mvft>nz>) 

jiteawmtf ens) ; 

(3) ffig|£nT^Tfc <£^7;i^x;i> (WAtf, T'JJP (allylK ^D^;K 2- 

^>^-;k 3 -^*-fex;p&££$3jt$t2&v>L l o©x;^^;k $?£L<te4gifc 
(c 2 _ 6 ) T;i/^-;i/^af^#tfe»n^>) ; 
20 (4) mm^nx^xh^^iy^ayjv-tr-ju 2 n^>xx;K 2 

(5) mm^nx^xh^^7^)^)P y^^.)v-c 1 _ 4 t;^^ (#j 

25 (6) *)V-i)V%.tz\-±WWkl£nx^Xh&^7y)V W%.\*> &.mWL 2 ft V> b 4 0D7 
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5 ±tebfc (i) ««i*nTViT%>«fc^7;p4 t ;K (2) wm-2nx^xh£^zsp 

n7)V*r)l, (3) B«*nTViT"fe«t^7^dr — (4) M^^nx^X^^ 
zs# UTJl^r-JU, (5) SifcSnTV>T%> 7 )V*r)V, (6) ®&3*1TV>T 
fccklATv'JK (7) W&2nx\,*Xh&^7 U — ;i'7WUTV>T«b<fcV>fi& 

15 ~>;k c x _ 4 T;pn^'>^;i//j?-;i/, t>)vn^)V, : zjc 1 _ 4 t^^^a^e 
20 *x )VUE) , c,. 4 T;i/^;P7v;!/^x;i/ (#k ^^xji^x^k x^x;!/* 

x;Pfc£) e>:fu Kffc£©8ciLTfcJ:, 1 

25 tfgt&i:) , xhP, y7A 7k$?S> ©&S«nT^T fciV^t- (W, 
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^9 5>>, tf^U^>, : e;1/7^u>, ^^^^U fcfn— ;K fyfzE 

Wb^tiT^TfeJ^c x _ 4 T)V*)\, (flu FU7Md^^;k x^;p 

» hV7 fr-tu^h*^, hU7JVtnih^^t*) , *;1/=uk c 2 _ 4 t;i-* 
m, y-t^Ji, 7u \ur-)vt&E) , c; _ 4 x^^^x^x^ (#k ^ 
10 ^>x;u:fcx;K x*>x;p*x;i<fc£) fc£*m§wrsVu liiotibttt, 1 

tlTit AD^>|f©|^> <«, CI", Br", 1-fSiE) tzE<DmiZ, 

mm, ^t^mm, mm, mm, >m^E<Dmmm^Bmm^n^m^^>, *m 
is , mm, h'j7^D»i, y-rjvm, ^^vm, m^m, -^v^ym, ?x.>m, 

3Ai7f, u>=f«> ;*^>x;i/*>m, o-v>xji*>m, p-h;i/x>x;i/^> . 

fcfc£©#«tt#&KiH3:ri*IBK:i->» 77/l7^>f, 5 >m?£ E0>m& 

T$smfr$&mi£n&m<*>feE&mf*>nz&, s^t%> ci-, Br-,, i 

(i) li$nT^Tfe«tVi7;v^ *3=-;k x^;k :/nt:;K <yy 

^>5 l ;p, ^-f^-fr* -tz^fr, /x;k x->;p&£<z)C 

25 (2) fi&£nT^T ! b«fcV>-># UTJV^JV (MpLlt, i/ 2 U?U\L)V, ist>U??- 
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(3) gM^tlTVaTfecfcViT^y— JV TLUKallyl), 2U?-)V, 2-^ 

yr~)V, 3 -A*-fc-;H&£^3igSc2&V>t, 1 0©7j^-;k $?£L<te<g$fc ( 

c 2 _ 6 ) 7;u^-^fc£3&^tf sns) ; 

5 (4) B|j|$tlTVaTt>«fcVi'>^n7;i/^r-;P (0!lx.fcf, 2 - n^>^-;i/, 2 • 
□ ^•texJK 2 —>^n^>^-;i,*^;i/, 2 - n^^-fe-^^^^^: 
if^^k 3 7 <D : i/9U7)Vtr—)Vl3:£'&mit>n2>) ; 

(5) #^$;p*fctt«&3nTV>T*>J:v»7 , 5/;p (fl^tf, mm$k 2 L 4 <DT 

io i ^ViU4<DT;P^r;i/x;i/7jN-;i/ >*;i^x;k >x;u*^;i/& a) 

-hfBbfc (l) BiftsnT^T'b <£v>:7;!^;k (2) «jfc£n-o>T*>«J: 

15 D7J^;K (3) B&$nTliTfcck^7;i/<ir— ;K (4) fiMfe£*lTV*T*>«fcV> 
->^n7M^JK (5) Blft$nTViT"e>J;VVT^;P, (6) M^StlTV* 

20 , 75A t/C,^ 7M;P75/, _ 4 X;P*;i/7 S >N ^h^hHDtf 

n— ;k tr^^> ? >> ^yy>, ; e;i/*:>J> > ^^J/jKU >, tf □ — ;K 
' 5 *fc«6*©3i^T5 j tea) , ixf MSfc»75 Hflssnx^ 

25 ) , /\ny><fb£nT^Tfc e fcV>C ! _ 4 7)V*)V m> h'J7Mo^^k 
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, xh^>, hU7^tn^h+'>, h u 7Wdi h3r->&£) , #;i/^;K c 2 
_ 4 r^z-Ob t-iz^jk ^nKt=Ma , d _ 4 T;u^;i/x;i/^- 

v^T-i>/sj ^*3tt^emsibTtt> ±iBbfeR 2 T^^n^ rg^^nxvi 

R 2 tltlt (1) B^I$nT^T. i fock< , ^1111)1^4 ifcT^^ Ate £fc 
10 fej-lri/ hMb$nTViXfeJ;ViT5 ;i, (2) li§tit^xt)J;<, Si*Pt/&JB§CT 

^*fc«^-^-> bMfc^nwT&.kv^gfft^iiiSiia, (3) m^nx^x^^^ 
7s.z?;m$ircu (4) w&2nx^xh&^yT-i?;Mx&z>z.t&iff%.v<, 

■2z\z.it?i£.v<w&i£ftx^x>b&^7=-ym, mmznx^x>b&< > §tflt/&jM^ 

20 R 2 iltlt aS; — N R R " £fcte-N + R R ' R " Xi$fZn%& R, R' 

*5J:^r" te^n^nwmiEnx^xh&^mMM&iikTkmm mmmm^,mt^m 
m^^xsmmmm^mt^mm ^.rc\tmm^nx^x%^mm^ w%mm) m 
mm&*7K-t) . wm-znx^xb£<. ^mmf-^^^^it^nx^xh^^ 

25 ±E^4>, R, R' 43<fctfR".T^£*l£ rg^$ tlT V>T J; ^fliKM^TKm 

»j &&zs mm^nx^x%^^mm^,mmmmi ttm g&«R 2 -e^sn 
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te^T^ r^j^r' tLxn e^^nrviTfeckv^^^TKm* (flu -e 
io r" iittt e&snx^Tfc^iig^i^bTKi^ ($f^b<«, ii$nt 

25 (Ss) - (2E) -3- [4' - ( 2 h*->X h^-» -4- (2-*^;Hf 

n u > ? >- i -l, i' -bf7x-;i/- 3 -2-^^-n- [4 
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- [ [ (i -:/ntf;u- iH-f5y>/-JV - 5 --f ;i/) *3\>n x^7^-;W 7 

xX;W] 7i"J^7 5h\ (Ss) - (2E) -3 - [4' - (2-:/h^>Xh* 

-4- [s-t KD^^fc?o<j^>-'i — r;i/- i, i' - 3 

;H -2-^^;i/-N- [4- [ [ ( 1 -^Q tfJI/- 1 h — r 5 — ()V 

5 ) *7)V1 7,)V7<<~)l-\ 7x"Jl/] T^U;i/T5H, (Ss) - . ( 2 E.) - 3- [ 

4- (3- (Tth^^^^l/) tfn Ui?>- l --r;i/) -4' - (2-:/h^>x 
h*>0 -l, l* -H7x-;i/-3-^;H - 2 -^;i/-N- [4- [ [ (i- 
ynt!^- i h-< 5 --f ;io ;*?^] x^:7^x;i/] 

U;PT5H, (Ss) - (2E) -3- [4* - ( 2 - 7 h =|^>X h * -4- [ 

io 3- (* h3^>#;i^x;i/) tfnu^>- l --f )V] - l , l * - tf 7iz;k 3 — r 
;H -2-^^;p-n- [4- [ [ (l -yntf;i,- iH-<syv-;i/- 5 

) X;i/^^x;P] 7i^] 7^UiV75H, (Ss) - (2E) - 3- [ 

4' - (2-7"f*yIh^i/) -4- (3-*;wt : &'r;nfnuy>-i — r;io 
-1,1' - k'7i^- 3 — f;i/] -2-^^;i/-N- [4- [ [ (i-^Dtf;w- 

15 i H--r 5 71^] t^u;p7$f 

, (Ss) - (2E) -3- [4' - (2-7"h^yXh + -» -4- (3-*^)l 

En u 5>>- l --f;iO -l, i' - t*^^x;i/- 3 — r;w] -2-*^;i/-N- [ 
4- c [ (i-^ntr;i^-iH-<5^y-;i/-5--r;i/) ;*?^] *)V7 j -)V\ 

7i-M T^U;PT5h\ (Ss) - (2E) -3- [4' - (2-7*V*yIb 
20 -4- [3- (kFD^y^fJP) fc? P U V>— -1,1* -f7l 

x;w- 3 -2-^^^-N- [4- [ [ ( l -:/□ tf;u- l ^y- 
5 — t )V) 7s)Vy 4 7i^] 7^U^75H, (Ss) - (2 

E) -3- [4' - (2 -^h^S>X -4- (3 -#;i/tf^~>t?P U 

1--T;P) -1,1' -H7i^-3-^^] -2-^^;i/-N- [4- [•[ ( 1 - 

25 ynhf;i/- 1 H--r 5 --r;u) X)i7 4 71-JH 

U^7$ K^<k^ne.Oi?77f^t7-, 
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(Ss) - (2E) -3- [5- [4- (2 -^h^'>X 7i"M -2- 

(3 -^^;i/tr n u i?>- i ->r;io tfu 3 ;u] -2-*^;i/-N- [4 

- [ [ (i -^nt?>- ih — r 5 — r;u) ^;i/7^-jp] 7 

i-JW 7^'J^75F, (Ss) - (2E) -3- [2- [ 3 - (7-fe h ^ 
5 ) fcfa U 5?>- 1 — T;i/] -5- [4-(2-yh^->Ib^-»7i^] fc?U>>>- 

3--r;p] - 2 -*^;p-n- [4- [ c (i -zfu\f)v- ih--t a^i/-^- 5 
--r;i/) x;i/:7^-;n 7i-M t^ujwtsk, (ss) - ( 2 e) - 

3- [5- [4- (2-7*h^yIh^i/) 7i-M -2- [3- (kh'D^^ 

tfnu >?>- 1 --r;i/] t? u 3 -2-^^;i^-n- [4- [ [ 
10 (1 -^ntrji/- ih-<5^>/-jv- 5 --010 7:n-;i/ 

(S) - (2E) -3- [4' - (2-7*h+5/Xh^-» -4- lfnU> ? >- 1 - 
-OP- 1,1* -^71-^-3-1"*] — N — [4- [ [ (1 -7*0 tf^- 1 H--f 

15 (S) - (2E) -3- [4* - (2-7*b+yXh + -» - 4 - ( 3 , 4 - i?* 

trnu^>-i — r;io-i,i' - tf^x-ji/- 3 -2-*^;i/-N- [4 

- [ [ ( 1 -r/n tr;p- 1 H--r s.?v—)V- 5 --r;p) ^)Vy^zDV\ 7 

i-M 7^U;i/T^F> (S) - (2E) -3- [5- [4- (2-7'h^yXh 

7x-iW - 2-trnue?>-i — r;nf ue?>-3 — on 

20 N — [4- [ [ (l-7 , nHJl/-lH-'f5^/-Jl'-5-f^) ^f^l/] 7>;i/^^ 
x:;i/] 7HM T^U;i/T^h% (S) - (2E) -3- [6- [4- (2-^h 
*>-Xh^» 7iXJk] - 1 1 , 2, 3, 4-rh7th*D + ;U>- 

8--r;i/] - 2 -^^;w-n- [4- [ [ ( i -fu i h-< 5^/— 5 
--r;tO x;!/?^ - 2 -7^ UJt'TS F 

25 fc£ 0 



WO 2004/069808 PCT/JP2004/001181 

53 

l<, Mz-&Mmm.mt<Dm.. tus^oi, mmmtvm., mmmt<Dm, m.& 

5 ens. W8^S£<Z>t£©$?jgfc0J£LT«, i^.«HU^^7 5> 4 h U X 

^75>, tf'Jv>, fc?3>J>, I^;-Jl/75>, i?l^;-JV7$X MJX 
>, y->^D^y^75>, N, N'-^>^JH5 : l/>i?7S 

■ x^7^>, u> ? >, ^-;i/x^>^t*t©m^#tf en, Stt7 5 /m<h©i£© 
15 #S893©5*; (i) T*sn* - fls-&»tt» 7Kfti%TfeoT ! fock<> **»in;*oTt) 

20 icfcD, (S) (R.) 

25 ijoTK^^^^dLT^-g-^ (i) izmk-rzfc&yo, wmmiz^ot^K^mtaa^ 
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4k&M (i) ®75 s&tfx.^ 3-tfv-r;Wfc* 7^x;wb, ^>w$;*j^- 
;Mb, (5 -*3\>l'- 2 -t+v- l , 3-mvi'>-4-fW ^h^>*JP 

5 fb, tert-»ft*nfcMft£) ; <fb-£r^ (I) 7 S'JWb* 7 

;i^;Wb, D^-fb, laa^b^n^ft:^ (au (i) ©7K»a£*«7-fe3 1 ;i' 

fb> h^r;Wb, ^n/iy-f ;wb* tfMo-f;wb> tJ-^rjWb, 7vu;Hb^ 
T^-;Wb> ^^^7 5 7 ;*^;i/;fr;i/#:^;Wb;^fc*b^%&£) ; ib^#j (I) 
©*;i^jJ?^^;PS*txx^;wb> 75 hMbStifcfb-grt; («, fb-a-ti (i) ©a;^ 

;i/jj?-;i/^-^~>x^;pxx^;Hb, 7^ u swxxrJMb, ( 5 2 
y-i, 3 i/>- 4 — r;i/) ^f;nxf;wb, s^o^e^:*-^* 
' ;i^x;px3^xx^;wb> ^^7 5 Ffbsnfcfb ;#^tfe>ns- 
15 6 ©>fb teg <fcoT4b^t> (I) ^MiTr^^T^. 

^fe, \t&m (i) 0^DF7ym je;u#0 i 9 9 o^fii rg^taogs^j m 

7#^^tf-l 6 31*5 1 9 8HC!Bm£nT^£<fc-5&, £S#J#ifrab-&#J ( 
I) C^bt5%OT**-3TfeJ:^. 

>fb-&#» (I) teH^TcSt (00, 3 H, ,4 C, 35 S-, ,2S I&<H) ft£-t?li?Igfc£*lTV> 
20 Xh^^ 0 

5t (i) ir^^n^^b-g-^^fc^-e^^^mji^^^T^^-r. 

it (I) T^^n^'fb'&tl^fc^^O^^g^^^^^S^cfcoTMitT^^o #j 
®^«#l§¥8 - 7 3 4 7 6^^$Bt|B®CD^^*fe«^n^2pDfe^fe^ioTM 

25 
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)V$~)\, mX\t, 7^)V, 7u\Z*d.)Vl3.Z) > *JVS.)l>, 7 x. 

(MZ.it, *^;K x^;k :/nfcf;K -fv^ntrjk tert-:/^;^ 

;P X^;K 7°U\f.)V, -iV7°U\i)V, 7*^)U, tert-^^fc^ 

)i>#-)i <.MZ.it* 7tt)\,. ^Dtft-Mf) > sfc^s;!^ 7i-M^^;p 
25 #x;k c 7 _ i o 7 7j^;w*'>*M-ji/ (fcifctf. ^>>>;i/3-*~>#;i^x 
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5 j£ [0tJ*.fcf, ^Of^f^ 7 • #)V-~7X • -f > • ^ • ^57 hij- (J.F 

.W.McOmiee, ^U±A^U^) fcl3«©#8c] WmKZtl&ifi* iS^ftirbTH 

10 fiTF©BB«fcfclr*T, 5£ (I) , (la), (lb), (II) :fej;tf (III) 7?« 

$ns{b-&%«-en-eti^-n^©^<£^*T#t-fb'&#j (i) , <b-&^ (i a) , it 

(I b) , it&W (I i) :fc«kt*fb#ft(iii)£v>"5 ctfcfc*. 
[Afc] 

fti'&ft (I) fct, KTCit^Cfot, ft;-gr#j (ID tit&M (in) <h£S 
15 E£fc«k D, WarTSC 




(II) §75>li# (III) i:K«Sf5Ctfc±!J 

*t£r^ (I) ft«arr*. 

it&m (id t-fb-^ti (no ©«f-&s«ttas©^^ , 5 i K'&^#a!ic«k0fTton* 

20 o ffi*©^»©^feK:fi£A««fc<, fll&tf M. Bodansky :fe£ 
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XS M. A. Ondetti m. ^T^F ; X (Peptide Synthesis) , <>^ — it-f 

X>7., x j. — a — 9 , 1 9 6 6^;F. M. Finn ;fe«ktf K. Hofmann • ^nH 
>X (The Proteins) , H2#, H .Nenrath, R. L. Hill MM, TX'rS.y? ~?V 

7, <i>2. , -zl-b-z; 1 9 7 6^ ; mmm^mm \*&&<D&m£& 

*fl§Vi«*St, ^;W3j?-;P^< BHb«7n*£> DCC/HONB^i* 

©fl^ WSC& y7/'J>tvI^ (DEPC) SfflViS^S^fttfens. 

wt. -iv7^)v&im., *s tert- ^jvmwt. ^y^>^;p^m, ( P - 

20 <») , igttTSF, gttX7r;P (M> ^Ih + J/iJ>tIXf;K 3? 7 

, fittftxxf^ (#k 2 - tf'j )V3-7sT)V, 2-^>y 
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tf&n*. Kfoumi*. mis®- 2 ov^vms ot^ »^v<^m- 1 

LB mi 




2a' 



® 75y<b5!S l| I T 

©It* (l'> R 8 

<D ft:^ (i-2) -e^^^n^R 2 a ' d^J i SI 3 i 7 5 >ist 5 , 
ft-g-ife (1-2) tAn^>ft:7;^;p*fci4Any>Yb79;w^;i'i:*R^s** 

>4k&M (Ci _ 6 ) 7;i^;p&£) tfcttAny>fl:7 7^*;p (#J, Apy>fi; 

(SIR (Cj.4) 7M;i/-7i- ;i/fr£) fcMfc^to (1-2) l^jHl^ttlt 
»1^6 5^ffl^«. aKEJfctt, Tfiltt»iSE, h;px>, ^>-fc?>, 

15 H (DMF) , ^^Wt^SFf, &%>WZZL*l*><DM&mm<0*T?fT5 Z. 

t#&„ Rj&i&^«> 1&1 ov-fc^hmi 6 o < ccDms$BH-e, #*b<wt*&2 0^ 

fc^Um 2 £J6B#lffl«miSM&V>L#?Jl 0 OPff^ 0?£L<teif$2 

20 © fc&m (1-2) T^fc$n^>R 2 a * ifimx\*ft2WL7 3. >m&~e&z>m&. 
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it&m (i-2) t/\uv>ik7)v*)\'&rz\%;\uv>fcT^)v*)V£*Rfoi£^z> 
uttuD, 3ftfl5sn&fls^» (i' ) £«srr* c^-e, ad^ 

fytt.Tjfr^-frmt'&m ( i - 2) i^nc»i/Ta#»i*s 2t;n^s. £ 
5 (DKmz, j&nicjei;, ^jw*fre>3^;i/*ig<z>Mjx5P;i/7i=>, vtvfu 

b^Px^T 5 >, TKSMfcU^A. zkJlMb:*- MJ A, th'J^^h 

*~>F, th'J'JAlh^i'H, ^m^-b'J^A, ««;fry#A, M**th'J«> 
A^S^StbTmJn-r^dtfCt 0, £ Sfca^b:*- h U ?A, 3«jMb# 'J *7A^ 

, v^h^v'X^, 1 , 4 -3>:fr3rU->, h;l/X>, ^>-£>, ^r>'lx>, ^^DD 

*^>, ^an*;i/A, i,2-y^Doi^>, ^fMMTSF (dmf) , 
^^^;ux;i/jfc^^ h (dmso) , tru> ? >#> & *v>«£n 

oi*w'fft>n*. #H/fcte$?£L< ^tttfx (^AtM*, r;i/rf># 

<D (1-2) TigfrSnSR 2 a ' 5&««A«*2»7 5>g|*T?»*»'&> 

fls-&«U (1-2) t7;i/Th IMb^t* h U T-fe h U £A, 

20 ->T>-fb7K^^b7jN^^^-h»J^A, *fc«7K^b*^m^-h U«^A#©«7cWT5y 
Klo#«ET, EJfc3"&*c£K:«ktK 3 8Hb£tifc*b-&4&i (I* ) Slltsci 

WfcWTS^ DO^^>, i/nn^A, l,2-^^ODI^>, f h7tHD77> 
25 (THF) , jH-fJV, T-fehXhU^, ^^f;^M75 

t* (dmf) ^ »*^tt;:n6©ffl^»aE©+T?ff -5 itms. *ummk& 
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m (1-2) 1 ^WCMITI!) 1 2 t^ifflV^. EJ6tt«flr#&0 , Cj&>6*?J8 

^^tt^x (0d*«3s** 7;i^=f><?) »H^T-efTt»n^o 

@ (1-2) T^fD^tl^R 2 a " ^flitf^;V7^ ^3^75> 

5 'SatT?&*»^ SfefcteZ 2 &m%.&7s)V7 4 F8a£T&**-&, fb-&#> (1-2) 

®£/gv>5«£-, ^F^tt^ift, ^^^d^^>, ^npsfr^A, 1,2-^n 

s Attune «ft?fr 5 2:t*tT?€?<5. K-fti5Wtt'fb-&» (1-2) l ^e;i> 
t^bTiei^SS^HflfflHS. a#-»7 8*C^6i»8 0*C W$b 

15 < 5 Ot^S 2 5"C) (DiSSiBHT, #?lll^W^6#9 4 O^Kfxfen*. 

it&m (i-2) T^t3$n^>z 2 wja^^7^ FssT^si^, -e 

tlg#^^lCD7j^> #!J;U£0j ima, I., ed. , Catalytic Asymmetric Synthesis, 2000, 
Wiley-VCH(New York)|B«©*fe*fctt-enfclpt Ufc*fefc«k 0 > )fcfffitt?5:7;V7 
-f-A'SSttSftt* (I* ) S8It5i:tjl»T?tS. 
20 [CS] 
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fc&m (iv) iz&tfZVte. /\ny>if mm, a , x;P*x 

5 CD fl^tf (IV) t!3i75 >SKlSS**JltfcJ;D, 4 M^fc^^ ( 

i* ) zmmtzz o ^j^«h;i/x>, ^>if> 

(DMF) , ^Wt^5H«, 35 § V>« CI ft S ©iB'&*«*©*TfT 5 
f 3i75>tt, (IV) 1 t;H:MlT*5 1 7&>S 3 ^^flH* 

10 S. OTCftV^bi&l 2 O'CCfiKlfilBT, i^lB#M^ViU^4 OftlHJfr. 

fen^o #kj&«#*l<«, cai&Krg*, r;i'=f>*) 

TTfrfc>ft£. 

<2> <b-&4fe (IV) ti3i*7>7^>$H^t5J:<hlCj;i3, 4Ms£ftfc<ffc<& 

hU;P, 7^fMJl/A7$ F (DMF) <ff, &3 V>«£ft S©S^»*K©4'TfT 5 
dt^TtS. I3i5js7 7^>it fl^tf (IV) 1 : 6JH:MITI5IH^2 : 6^ 

Mfrfcti*. *S/Stt$?^b<«, TOttjtfx (fll&fcTSS*, T;W=f>«) S 
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(D ib&m (iv) h&imn.^\sW,2mT^yfc&m^t£\^*-)WkGim£*K 

5 fls^-* (IV) l^JH^LT, 3tM^§„ .dOSJfcte, & 

Jp-r^d tf-cfcO, c? s> a ^ikj- h u a, 3^te# U A^fc^Jn-rsctteiJ; 

kFD7 7>, WJH-fM ^^h^r^X^>, i , 4 -> ? ^-^-y->, h;px> 

^WM75 H (DMF) , v^^^^^^^^v^H (DMSO) , tf'J> ? >^, 
15 &2>WZZti*><DM&mm<Z> r P Tff5 ut*5Tf5. SJfcttlQ- 1 0 'Cft: V> L*«J 1 8 

«?F?gtt#X (fldAKTSfc*, 7;i/=f>«) ^HStTTfffcflS. 
[D*£] 
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dMb^rt) (v) Kt,rttAny>i? (J**, a**<ff). , x;!/*x;i,3- =*^>® ( 
.•] fcfllAfcr Suzuki C7U— M«7U-M7< K*fcH7'J 

5 ; A. Suzuki 5, Synth. Commun. 1981, 11, 5 1 3] fc#L, X 1 ^ft-g^* 
o TO—)V*Vm** it^m (V) l^HcMlT, ft<S*&V*U 1 . Sft^WBV** 

^b-&« (V) BUl^7^^Ai!SS (^Dnk'7(hU7i-;i/*X7^ 

10 »/t7^«>A^ ©#3E7\ 7U— /W7i:3 t l'>fl:^W£©XXIir^fiJ& CK. S. Y. 
Lau £>, J. Org. Chem. , 1 9 8 1, 4 6, 2 2 8 0 ; J. W. Til ley, S. Zawoisky 
£>, J. Org. Chem., 1 9 8 8, 5 3, 3 8 6] X 1 #t-C = C-£^b, T 

. (v) l^E^icittbT, a*, ft«&v>u 2®:e)vm^z>z.ttz&Q 

<2>fls-&4& (v) [itvVtt^iissb, ^©ia^«±fHii^iic«^*-rc ] sea*. 

'tf Mitsunobu m^MtVX, MPlU b U 7x-J^^ 7 * > i7^*M> 
&^X^;i/£/!H>fcX~-r;Wb&JS ; 0. Mitsunobu 6, Synthesis., 198 1, 1] 
KtfU x-^^^^iT^-fbi^a' * XfettiTTS Mt§7^ 
20 3-;wb^4fe*fc«:7:t/-;ufc^4&tt, (v) l tjuc^bx, ftM&nu 

x-fi^^ft§ft^tt(r ' 4b-&^ (V) iA7^ F (1£<fb> * 
lb, 3*fb*> {b£^, b*/U-btt.&®s *~/V- b\k&mtzE<Dfcfomkf5®£ 
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ui?>, jmmsu^a, Jkmikj-bwi*, frwtfci-bvy&, y^mittiv^^s 

2-hUtfA* b^F. th'J'^Alh^v'F, MthU-^A, U "^A, M 

m7Km^-h.U^A^^mStbT^iJfl-1-^^tfcJ;D , £ <>> £ 3 <^Mb:f- h U ^7 A, 3 

l , 4 -> ? ^-^r-y->, h;i/X>, ^>-fe*>, 3r->l/>, >^nci*^>, ^Dn 
t}n;I/A, i,2-^ani^>, i?/ H (dmf) , ^^^^x;^*; 

*->F (DMSO) , tfU>>>^> &3^te£n6©^M<£>4»T^-5 ut^Tf 

&o s^a^i- 1 or&^b i 8 oxxDummm-e, &)imm?3i^v®4 ommnt> 
io n&o *fc> *s^«$f*u<«, ^stt^x cw^«^^> Tju^ym) nmwr 

(D^-g-tJ (V) [5£<£, V' ^m^^nTViTfeiVi^Jl/^X^SfcH^XTjNX^A^ 

It Wittig RJS CA. Maercker, Org. React. , 1 4, 2 7 0 ( 1 9 6 5 ) } 4> Witti 
15 g-Homer-Emmons KJfo CJ. Boutagy, R. Thomas, Chem. Rev., 74, 87 (1974 

(V) l^EjH^l/t, !5fi^^Ul. sm=E)Vm^^o 




•© try— i?stt.Kfo 



CD TSi^fhEfB 




C0NH-Z-Z-R ; 



2b 
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5 out nafffcn&o ^«tej«> eg***, ^x^^i-f;!/, 1,4- 

h;i/x>, ^>-tf>, =^>l/>, >^nti*^>, ^nD^A, 1,2 

10 5 >{b < 3^- hlt&W 1 ^JHC^bT, ffilfc^U S^JVm^&o 

Z<DK)fcfc. i&miZfoV, S9f t JUA^ 5 3 itjPggO h 'J If JV7 5 >, If US? 
>. zK^b^hU^A, TjcSHb^U^A, th'J^A^h + yH, th'J^AXh^ 
Mth'J^A, lfttt*U^A«*Jfttt[ffll**4nT<6Jltfc«kD» RttfcS* 
*jtfr$i3-§Cl MJfeSJfctt, W&fcT* *9 X.? 

s^x^^x-^;!/, s?* h3^>x^>, 1 , 4 -s^*-tf->, h;i/x>, ^>if^, 3=- 

5h* (DMF) , S^^X^aM 1 ^ F (DMSO) , KiJS»*, *SV>ttJ:n5 
OM&mi&O tp-Vft 5 Z £jfctt*90'Cfc^L 1 5 0'C©ffikttH"T?> ft 

20 ll$MfcV>b*&5 OlSMfrfon*. ^S/S^^* L < (M^LfcT 

(vi) tst, v"tt75/*^b, m<Dmm$±.mLmMm&mTo ] * 

u ^7-s>>ft^(r ' ' )*»mctm*. s-7;w--fyw 
25 uTfc&m\t, fc&m (vi) 1 tji/i:MLT, m^mu^^^^^^m^^o 
zL<DRmu, feitjsi;, ^^^jn^ e 3 igt^gg® h ij x?ji/7 5 >, tfus> 
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*Jiff ?FSH4»i«, mxtts 

5 $?xf^x-r;i/, >?^h^^x^>, 1 , 4 ->^*lt>, h;i/X>, «^>-t?>, ^ 
5H (DMF) , P*^)l<X)\/*3ri/ P (DMSO) , tf U > ? >^> *<5W4J:n& 

10 ^P5i, T;i/rf>#) #H^T-Cfr^n^>. 

{f}^IttTfflU§ (I I -1) &*n©>£*£ #BB¥1 1 - 2 6 3 7 

15 6 4^^iWi 2 0 0 1 - 0 2 6 5 8 6^|RCIB«©MS: f) 

i 
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tss*, r 1 1 iter _ 4 T)v*r)vm*. x 1 £>£^x 2 te^e-n^njM* {/\ny> 

fl^fcl (VII) & *3S©#ffiT7$>flS'&»ti(6'&SlSte#b> (VI I 

i) s«srr*c:£rt*T?£*. ^«a«i*^aj?>»x^5 i ;p (ix) a, ^-g-* (v r 

I I) &|ff&t;f Wittig fcjfo CA. Maercker, Org. React., 14, 270 (1965 
) ] Wi ttig-Horner-Bmmons [J. Boutagy, R. Thomas, Chem. Rev., 7 4, 8 

7 (1974) ) tetf*rnifc«kDffiifif a it^m (ix) &0g*.fcrs 
ii') *«js-r*ji t^Tffs. 

HJfBttKiLTJB^* (I I-l) it, ^O^S (0ULfcT, 8 - 7 3 4 7 

6^^$B^«fcWii2 001-05898 8 *f&*Kf:i IE £) *fctt*nfc 
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£/&5£ iii. 

"o^N-Z^-Z^-R 2 (XD 

H.N-Z^Z 2 -* 2 Oll-D 

io <fc^.®7c, &m7kmikm\z&z>m.7t, &m*mmt&m\z&.2>n,7t, ^^^>^^.n 
(xi) *W7cM-vmm-r%z\t\z&r)fttDnz>.o MTcgatb-na, Mtc^, 

7jcm^^^mT;U^ U&JS C0U v 7R^b*^Hi:7- h> U <?A> TK^^^^m 
U9^A^) s 7jc^bX;i^x^AU5f ^A&£<D&^7K*^b^^ frmitj- b V 
15 #Afr<i:<D&Jl7jcSi'fb^, ^*IXXfb-£^ (TKiit h U 7 xXJl/XX^) , -ytrAik 
M$&{b^&£©:&Jii:fe£tf&flit, /^>"^A, o^^A^:t"©li 
^itti £ tKSI £ £ m to % SMMtc^J & J; # 7 £a*3£ & n £ 
A, n^^A^^©^^JHM^<i:7j<^i:S^^^,g|MM7n, Mtc$c&£<£>& 

20 ^TffT^n^. iiltltti, ^>i£>, h;i/x>, ^->l^>, ^ao* 

7>A> is^-fb^m, ^i?nn^^>, i,2-^?Dni^>, i,i,2,2-fh7 
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iiRLTffl^ens. Kjfcum\%®- 2 ov-fr^vm 1 5 or, t< \zmox:^v 

5 , mmmm. urn, Fmii, ?a^h?77 j-fcziz&Q^mmm-tzzt 
±toik&m ( 1 - 1 ) , vc^m ( 1 - 2 ) , ^-^^ ( 1 ' ) > ih^m ( 1 " ) & * 

mt&m d" ' ) #5BW©5£ (I) -c*$ti*ft:'&«*fc«-€-©ift (RT 

, w§lt^ (i) T^sfts^tttv^*^ ^0i*i^ (i) T^snsfc 

\t^uy^m. &mm^^(Dm^mMtvxmn^rzu^mnm\zn^^z\h^ 

wmmwm^zn. mwwm\z&ttz>mmm. mnnu u&m. mmm ■, m^mn\z 
20 UMM<Dit?mtemt lift mxit^m. mm. d-?^f-^ 
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10 ;iA^.'Jh*r;i/7;^-;K #U fc?x;i/fcf a U H>> AJ^^y^^WD- 

&£^tf£>ns. w^j©$Fjg^^jibT«s >mm. .wmm^ mmm, 

^m#i!xx^;HW, ^od^;-jk ^>^7;hj— ;k ^x^^ur;^ — 
20 (i) Tig£n3>fb£t>£fcte^-©i£&, stifcccR^M, #fc 

25 (i) T*sn*^b^tt*fctt*©ift*-&^r-r*Bsssiiftj*«itt 

, ccr 5^tnmtvT, mz.t*A i d s ^mthmM&j: z*a i d s (omt&mft Ml 
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<D^£^WT£l§mffi/»te^ffiJt;tfit£;li (GVHD; Graft Versus Host Disease) *s 

15 ffi'&mw. ffi<t*0k, &mmm> *»#u-:a mesg, 

»0fc&, ffil^, , n¥M2£Jg <)&>if&«*, B&k. 

tt&ifo^, *j3i#>, m#>» M-#fii«> m£ji£#> 
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, m#>. *&3r>m, m&m&Ms m&v>am. &£> , 

>v>^ ffimm&mmmtm. (als) , A>5P>h>i?8g?ei, ^^^w^i^*, 
t>w( y7 x.)VY-^zi7m. fs.ii) . mnmm .(5m ta,&/v. 7)\>u-)v®l' 

5 , #IMt^±> (Mm«£OTi®gl£<z>p$ 

io ttiwsg, ^ , M&L<gmm<Dmm&&zfm&m mm&m. mnmm, snmvt* 

jfatt*-&tr«ttii>^, m>bm> *mm> mm. stmBp^mmm^s stm • sfu.mj&ft 
otttut (tsLfrmmMmnms fc&*z&mn<D&it, skmm 

, iiiifbi, mffimmmfcmtzZ) , ;H/u#*tcifiif.ssi - s^f, -r 
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ten**, nnftjETtjijE, ma*, A»Ar4^s.(M^^i^*> mm*m, t 

Hftffil^ THfSJS* OTJUMU , 9M« ttteSfctffitei^ ittftJK 

.10 JB**S* t-fiyMH, *3>*>*K MMl«« It • lift 

15 tt, fci^ttf, HDLitfjjggl [^^U^JfcBHMMMk CETPBti, LPL 
iSttflSlfcfc£] , H I V0i^i0^l» • Mi [5?H^> (zidovudine) , 

(dicanosine) , if;i'i^^tf> (zalci tabine) ^5> r > ? > (lamivudine) „ 
(stavudine) , 7M3\*)V (abacavir) , 7^7* (adefovir) , 7 
f7*t!;l/ Wtf^r^JV (adefovir dipivoxil) > 7*i?Zf$?> ^F^risJV (foz 

20 ivudine tidoxil) ^HOlKiXSlMXBiAI. *t£^tf> (nevirapine) , t"? 
\Z)Vi?> (delavirdine) , JL7r\fU>y (efavirenz) , oH'J H (loviride) > 
-fA/^l/ (immunocal) > W^5X (oltipraz) &£-©#«K#3SilEW*lfi# 
ftj, U-^^-lf^ (saquinavir) , 'JhttJP (ritonavir) , -f (indinavi 
r) , (nelfinavir) , TA^l/tk'^ (amprenavir) , /f'JtlfJP ( 

25 palinavir) , =7zy^\f.)V (lasinavir) , nfcf^E;!/ (lopinavir) &t'©^Df7- 
•ifBB«l|] , NMG-CoAl7ci$iil : t'J;U^f>, 7hD/U^?X 
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y>/U3'5 1 >> -1 $ n7.$?->s D/U^f>, 7;WU^f> 
, ( + ) -3R, 5S-7- [4- (4-7jVtn7xZJP) - 6 --f V If 
2- (N-^fJP-N-^^>7M^7S;) tf 'J 5> 5 >- 5 -3, 5 
-7kPD^>-6 (E) -^^>m^t\ T b t?-tt&]ffi$?&^|g [^n^U 

^DJl/v'^iJ>?X xJl'7it^> 1 **^>fr<H] , •Y$^A">7X^?> 

.10 #] , ^7^>">A^M^ (^;i/^TifA^) ^ ^U-fen~-;K n g >i7>T7- If E 

15 ^n^v-y^- ifffii$iJ^J [ (Cox- I, Cox- I IiM&l) 0iJ;U£, -fel/ 
n^v'T', D7i3^->7, T7.tr U ^foitUf^il^, ^n7it^, 

> yptf^->m^^ ny ?V>, XX h U , y-T7t'J>, -3^>m 
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5 (7HhO, ^7ir:h^>, Xbh-Of) , fcfD^>;*jA, yj-ju 

Ift77f7A, ttty^^x 7>tf->u>ft£) , (+f-;i/7 
t^J> ^jftttttftK tt^^^X3«&2) > (7^^>^> ftft^nyy 

is mm m, 75/wt>« , u>ii« *'ji>*x77f^u>f] , 
\??$.>M im* t*^s>B a , b 2 , b 6 , b x 2 , c«t] , im^i*;^> [ 

ff#iiR*W[aii^KfflVi6n*±jiii»i [«, AV7 , i/^», V7hx^f> 
20 «] ngf&ttftx, tmiSK [^u^y-;u, y#^5ux a^^dx^a 
, h;w*»J s />, AJW\'5>K^nji/7i^>», A#n;7i>, £n;u*uv 
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7-7 7U» , xammm , &L&mmM im. tPA, cm*?-- if] , mssn^ 

;nt>^» , ^^ntfi?> , '>n7^« C/i/*-;i/) , gp 

I I b / I I I a^taS (l/^-T'n) ] > tfiv^M [<5^^5>, ^n5^55> 

x^+f-tf >, It5 7>t'J>, ii-7^nf>j>, x;i/tfUF, -7 1/^>|?7^ 
Hf'JtXh, X>k*1*/^X, -f7y7Xh, 7-ff7xX f^7it?>, 

7±?x3 l >, xtf±x^>> msttwvfr, if7>)i*7sb*mw 

15 > -fc^hn^XK 7x + V7xt'7>, I/Uf>, ?z/7S.>. b 5 h\ 

^t5;77-y>y-« h;9^*U-ABfe» 77^hf7x>&2] , tan 

U>3W (#a*fcf, Ute-f hntf^A, ftft7;i/hnhf'7A, JUb^v'bntr^ 

TXtfU>, 7th7577x>, -7707xt^tb l J7A, -Y^n 
20 7i>, -f>F^^'>>, D^y^n7x>thU')A > v s *Mr*9V>1S.E) . & 

wihm&&zsffijfc'bmm [7x>tth'j-7A, ffitt^of-fvc mn&s^iiiss 

T>^hP>bf>I I I, 301/^/1 U h U r7A> 7Mhn/N*X #^*+J— 
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5 h«>;PKfX7D^y>, MyyD^D+tX Sln/7nW>, 

io 7x-;wji/*>, u 77>k ~>'J > <5>tt^-f ^* c-f F**frus>>, 
7->^ntf;K tf ^ ^ tf > , ^>y^nfMt*] , ©KH I VI [$>F:/S», s> 

15 -r->>, 7SijyX 7 7-^y>, '>y^-f'>>, r- h^it-f £ U >, sf-=^> 

^>U>, ?*Jk>'J>, t770f>, -fe^TtfU^, t77D!J'7>, -&7T7 
CUK t77l^=lr-»> t7DW>, t7 7HD4yJW t777>h'-Jk -fe 
7tf 7A, t7D^->A 1 t7tf7A, t7*f7AA^tfJK t7n^yA 

20 7*-fe^;k t7i?-;V, •k7^hlx>tr^^^;K t7^^$?A, t7t75F, 
t77D^>, izy^y^^A^ t7#^->A7"n^rt5 : JK -fe^tfDA, -fe 7 * 
•fe^xtfA> t7XD;7X ±7 *?*S—)V* ±7 S. / 7 X> -fe^**^ 
±77'^9V>. 7 3' : 6*t7, 7Dm7, t7 7 , /'J>, -te7*3^> 
A, -fe7*^7'/>> t7f^yA, ^^r-^^^^A, ^X±^< X^7 7 

25 -tf5>>, 7XM^ttASfctt*n5©S, ^ U t*7)W >, ^^v-v^^f [5? 
t-t;i"t7*'7>Wtf-f (J. Antibiotics) , 3 8, 877-88 
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5 ( 1 9 8 5 ) ] fc 2] , 

2] , jftlMlil [6-0- (N-^DDTt^M^Wjl/) 7? 

-;k i/>^±>, w\*.=-^./-;w ^x^5P>, 7>>*^v>, ^u^;i/U^>, i& 

10 , Mh^^JXfX »t*>y^X5 : ->> It-fU/r*>, v^D^X^r 

t-f7s^?>, hun-7-re/» , ®^fv±^y)V\i>, tfn-;i/x h u >&2, <E> 
uy^-Mi* (#J, ^;i/xi^-v'-;i,, -f h ^n-fV.-JV, TV—frmt&m [2 

20 - [ (1R, 2R) -2- (2, )V-*U7 x.~)V) -2-fcHD + y-l- 

*?-)V-3- (1H-1, 2, 4-hU7 > /-JV-l — f;iO 7°U)d)l] -4- [4 
- (2, 2, 3, 3-f h57jl/ta7n^-» 7iXjk 3 - (2H, 4H) - 

i, 2, 4-hU7yo>] , ©^•ttt)vn5.ymmmw cm* bv-t-yh-fr) s 
©x*/ tj>*j>&mMV£ m. %x#yT>*r>, fk-4 6 3, v-x*/#> 
25 V» ft2] , [ii^o^nY^X ^o^DM^^X hU7D 
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$t»*ag [^^nynn\ tttxfv>, y>vyyv~ju. *y?uy°7 
5 5F, ei^>-trtf>, yy^^-jy, ^n^hu>« 

*-felM?<>, yo^5H, Hr*7?V—J\r* X^^r- K XJUf'J h*, -fc 

10 >>7-t?A*A, D7f/tA, rt^if/IA, ^CUl^Tiftf^v'^ ^^ifA'A, 

U-^/^A, ^n^+M/^A, #a^7i£A*A, :/ n T -t£/\° A , x^/^A, !7;]^7 
if A' A, t Kn*^i?>&£] ,.^iIi:i?VH7 5H, 'JH*-fX M^x 
5>>, »l?7l/*-<-F> m^^^->l/^>, St75tyn>, *5<fctf 0»E»r8L 

H^A> JMb:**>'bntrr>A, JMb^hntr 7A, t-^-7^U>, 7$/7^U 

^DtifiJ^ith^A, h7-7^F, l/fcfU^XK 7>ls*r*J-S ^X, 

i 

, 7*I/F->;d>, h Knn;i/5 L i/>, 7°ntt>i^7D^'/x ^ntf^->^ 

teTffii&fcSI [f£*l¥*KJ3& (rPl/^-fK) , U2i^n*->>:J-hU»>A (^^-^> 
S) , Utfnzi^th'J^A (t-fn-x fnz» 7 n— 
25 i: yi/F^^oV (7°UH-» , □A7t7*l/h'- , /n>t hU^A (7*UKz 
» , n/\^>^^5 1 ^^ > l/^xyn>^-hu^A (yjh/FD-W , 1**9 
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try-r^yx, ^yyvr^y^ ^fJHvmt*) , #^«®rlg 

V~>>. Y*W?/>. 7°yV^>. x^i/>>, v^WfrteE) , 

, bf>Fn-;K 7t7*hn-;K 7f;D-Jk lfyynn^, ;*h7nn-;i/ 
zsiy&3-*>*ji>#;tfiM ^ts)VP\f.y. ~)vnv\f.>, -y;i/^ 

>mm& (M, *K77^>, xiJ7i?X hh'77^>, bh*77 

, ®ACEBI#m [T^-fe^'J;i/> ^yh^'J^, ->^1f:/U;W 

♦ 

20 -h> ] , wizm iWs aceel*ss, (T^vuxt^yu^ (u-^-x) & 

K ^n7^7*7-N7;i/Sxe7A, i"j;7^7*7-h> 7 7 -{T'v-htzE 
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, mh^^tth'J^A, X£ «7 ^>-£j&Hijt|S#|£, CETPRB*!!, 2- 
[4- (2-^fJP-2-7i-;^D^">) 7i-JH ^Dfcf^->^ 
5 If [^5 Ail/ • 7> F • 7 r-Ti'a-f ^ • T'l'f^ > (Chem. Pharm. Bu 
11), 38, 2792-2796 (1990) ]& 2], #g|&?&^2iS : ^JV^^A 

7;P77*^->H-Jk (7;V7 7D-Mt*) , *;k>h>Jt-^ (o*jHn-;i/ 
) <80 , 

tf^5>K 2 , fc?^5>K 2 SJ^U [0!U ^tfhl/7> (if?*-) s EX* 

X*>^$S#J <X^Kn*-I*&£) , 7'nX3'^7>^>E2 1 7y$M ( 
0!K 7yftth'J^) , (BMP) , ^^iBJ^i«?»HT (FG 

15 f) , jk^m^aMmmm'f- (pdgf) , h7>x7*-$>^iaf (tgf- 
js) , -f>xu>l^iif-i^J;^2 (igf-1, -2) , a^ ; KJ3i^;p ; e> 

(PTH) , 3-ny/1tllI^iEP-Al - 3 7 6 1 9 7 -£§-&$g, E P - A 1 - 4 
6 0 4 8 8^m<fc^EP-A 1 - 7 1 9 7 8 2 ^&$BfEtfe © (00, (2 R 

, 4S) - (-) -N- [4- (>?x h^>*X7jsg;^^;i/) -l, 2 

20 , 4, 5-fh7kFo-4-^f;i/-7, 8 - * ^ >^^*^r^ - 5 - V - 3 

& : fcf^S >A, , >A 2 feiOWl^ f J — ;K (Dt*^5 >D!Hi : 

, £ - h37xo- ;k r - h37in- ;k <5 - hn^zn n— xn^>&d l 
25 - a - F3 7iD-JK @tf^ 5 >K3i : t£^5>K, , K, , K 3 43<fc£KK 4 , (D 
Mm (tf^5>M) &£] , lf^5>l>U»# [bf* 5 ><3D 09*5*, 5, 
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I 

l-a-hh*n+->3V'A;k>7in-;^i*©t^5>D3 5, 
>x-x;i/^jk>7xD-;^ot^5>D 2 Mm fate El , &JA4E*feftU tfv 

tVA'5>, i?^h^r>'>. >?d , ^r~>>, * 3> S' > , 7th'>KC, G - X 
>077>?»5:£] . ^ft5««m : ^»ATP-K«HP||, Na-H^ilfi 

n^Ut'JX 58gK V VJUfFfcg) , ACEgfH (M^.«±f2cDACEE§i 

t'J7^, 75/7>f 'J , ttftft*H?, W*£» fHfefe**, [ 

09*.fi£, ^6/ ?Uj—)lffifc (m, ffiTNF - affifa, mi L- 1 2 trtfls tal L- 
6tfi#. JSICAM-IlltflE, fiCD 4in[#:^) , nJfcttH::/*- (flU *m<l$T 
NF-a l/-fe:7°^-3|) > ?>rt*7%E.V13>Y ( I L - I Ut7*^-7>^^-7 h 

20 mi. mnrnm^mm im, ^^^sx dv^^-jw , jbjK&m* 

25 ;K ^mX7a:F , J>, IS^f JH7iH'J>, 7n^5^fh\ ?n7i7/- 

tf3^u^5>, ^n^7.^>, 7"nh^o-jK •fV7*nfk^-JK 
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y)V5*fKA, An^y^A, h^if/^A, 7n 

A71/UM$, &**p^-;K h'J^n*Xth U SAfcC] , tt*tfj!li5J:tf$fi 

n-r Hffl 7°l/F^;n>, 5 S *'V'*9V>* ****V>m) > ( 

m^J (00, h;l/^^^H, ^n;V7°o/Uh', ^U^ntf^5h\ 7th^t5F 
, h^lf 5 b\ ^U^>^Sh\ tfV7V-)l>tzZ) , fcf^T^-f H3W (09* mm 
15 ^h^;i/5>, ISS7'*^5 >fc£) > 

ni?4fV£r\r>* ^>7j)l. ka-Y'J>, ^U5^ 

, 7X?;>, ;t^3>, f7^'J>s, -fxi?u>»fc£] , Mftiimm (« 

*t^J&*as (ftl'Ja-7nl/'JX »»^-fel^U>, RKi'D^^y ] 
25 &£\ H^fa^f h'TOii [7th7$/7xX 7ittf>, X^>lf5 H 
» 7.;i/b!U>> 7>^fcf'J>, 5^*Ux>, T7.fc!U>> ^7itA8« 7f7it 
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>* •OF^S'V, -f^D7iX ^h7'D7iX ^Th7P7i>, ^-^O^r 
-fe>, Hr*-V-?U*J>, 7Mfc!7 , 07i> 1 7i>7*7iX 7'7;7'D7x> 1 

^^^^ >t!^ , />> ^>X7o7n>, 7n7ij;-Jk U >3m± h U # 

t7"D^>, ^^^p 7 > 0m • m&mmmm i 

T5h\ 7^>J>, ->^>V*U>, UF*-f>, ^7i-^k^> 

hO, ^^r->l/5 1 >, 7 P n/1^i/>, 7l/*-f-F, fc?7l^#-fXh\ 7xZ h 

-r>&£) , emrnm (flu ya^yn-jK 7^71^70-^ 7"7iha-^ 

15 > >i777'l/7n-;k 7f7-JVv 7t7'hD-;K ^h7"Dn-;K tfy^PD 
. -7K K>Kn-;K *;i/ftn-;k xn^n-jufc^) , # U «^ >*7PM 

>, u M^7**i">, aM^h?*^ >* mm* trn*-r >, mm?*: 

n-ft^y. mm**i'Zf7uf]'( >s 75 7^Ifl!I5 1 ;K *4=-feU-if-f >] fc£ 

25 ] % b. £#j&s^|g [®f Aiii (flu x-x;u, ao^>, M^<b^m> -f 
71/7 >> X > 771/7 » , <2>»Aijff&g£ (0>U an»*-^5>> Hn^y K-7K 9^ 
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s<>**-)li- b U ^75 5— ^± h 'J ^>hA'^k^-;0 &£] ] , 

mWP&tiiM [W\n;i/7 7>, ±d;u^^>, ±n^y , «ft 

/15 «fctff*:/3>5 yfSiE(Dt3^U^^ yum *S«fctfPDEE&SiS&£] > fUS 

>SSxt7yj;P (W-^-x) > Ca^fciSI [#J> TADi?t!>, ^n^tf 

^7^'JA7, 7*mr-?V>s ttuwtjhfll, $£*g;*;Wfc;&ag^n :/ u >, xu 

i'nj^iJFX ^D7xtSH, O^ASF* ^7Jk7h\ Vh7 
15 h'JA5K, **^/>, *b?V>, 7DtSF, , # U 

v&uw&%mm utfa/7^h>, K'j7Afk>&^) ] > mm^-^m (am 



WO 2004/069808 PCT/JP2004/001181 

86 

s mm © mmm zmnfr, 2 msi± omn * m nt \z % v> \zm ran & & v> * 

. , ®.tttik, wrnmm., mm<D^(Dmzmm*ftt£^^^%mw<Dnmzmv, ^-n 
±i2is^m^%s:A 1 d s -^Bfrf&^^y&cfctKA i d s ommmnnmn t vxm v> 
. /&a (#i50kg) u§Dffi» ess (i) •vmznzfc&mtVT, ms 

*61 0 0 0mg, £F£U<«ij$l 0*£> 6 0 OmgT&D, $ £> K£F * b < tei® 1 
0&V>L 3 0 OmgTSD, tOfc^f 5?5;HL 1 5 OmgT^O, 1 

#S5 0kg) USfcOSttM [it (I) ti$n§ft^«tLT, *$5*S1 
20 OOOmg, £F£L< 10*560 OmgT^O, $ £ L < tt&J 1 0 

t3 0 0mg?*D, tt)fcttff*t<tt#ai5ftV>l/15 0mgT*D, lBSfc 

±125*; (i) T^^n^{b^t>*fett^co^<i:m^'g-^>-&T^vie>n§, m§is*t^ 

;J7DX^U>, ^i'OiJA^, ^/\'^<v->, X^D-f h\ 7*f7-*7 , J >* $37 
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*f^^a<z)ffl^> s^o^^s* s#(D^sfCcfc oafcaa*, mu&j§-<Dm 

(#fi5 0kg) lA^feD^'t*^ (I) T«$n§fb^#] tlTI9 
5^6l 0 0 0mg, $?£b<te$Jl 0^560 OmgT&D, £ 6> fcff * b < 
10. r04V»l/3 0 0mgT*D, £ D :btt#? * V < 1 5 &V> b 1 50 m g 0 , 

i Bmtcv i * i @s^a2*5 3@c^mW§. te©siaiifc*»*'& 

l/2&±, J»2fcV»b3«#T©ttHT38Mft£ft*. 2iSfctt^tl 
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ivtim%i&&zfmm'r%z£&®±-vg2>. mm. ^akm^^Mmmmmmmiz 

lmMtVXCCRl^mMtVXmO . 0 2ft^b5 0mg/kg, ffSKttO. 
0 5*V^3 Omg/kg, $ £> IdJfFi; D < « 0 . lfi^b 1 Omg/k gSSTfe 

5 ^neco^fflfi^ i b#?j 1 3 <D&m& v ^ 0 m&u&bs c 

, »#b$wk mmmm. *nz&zwtt<Dm<D&m&mmi,T&: 

io mm\zmfa?zfam&fzujh%LMmz±&*&m<DH i v«5*j£^i»»£iag&iq;JLT 

^c, 5* (i) x^n^it^m^rcu^(Dm.u. mu^mmmmm^^ny^. 

f7- £IE#3iJ©i3:-^*te> 0)J;U£, att©«#*©*&:L/2 0 0&V>bl/2J2U: 

20 , m2fc^is 3feuT<DmmxM&m$it<nz>o 

i?F^>: lOOmg 
i?^ 7 12 5ftlr»l/2 0 0mg 

25 if;i/~>^k*> : 0. 7 5mg 
7S^y>: 1 5 Omg 
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7. 30&^b40mg 
+Mf : 6 0 Omg 

UhtHJk 6 0 0mg 
-f y~?j-\i)V : 8 0 Omg 
5 ^^7^ttf;i/: 7 5 Omg 

(Dj&A (#i5 0Kg) 5£ (I) T?*Sn*'fb'&«»*fctt-€-©tft*9_l 0 

^:Ul/3 0 0mg$, ^h*^>^!5 0ft^l2 0 Omg tf^OIlT, IrJ— 

io fcs^-r*. ^n-^nra i$ lt %>«*;< . *fei2^MoPt 

©J&A (#fi5 OKg) U^fcD> 5£ ( I) T?*^*fc^fcS&tt*©ttU& 1 0 
3 0 Omg <£, 1i-+tt';H«J3 0 Oft^Ul 2 0 Omgtf fflOflT, |WJ — 

15 ©R?WgE&*^Tia:#UTt)«fcVi. 

20 (s) -4- [ [ (i-^n^-iH-<5.^/-;i/-5-'fji/) x^:? 

T^'J > • V- p - hM<;i/-D-I5fIl 7K*n^ (0. 8 9g) KIN 
• mm (5ml) £Jn*, SIlf^TifflLfc. *I(C2 5 %mWt% U*A#*$fc ( 
5ml) £;&n*.. i®I^-2-^n;V-JP (4 : 1) T3®«lffiL&. W«SJg' 

25 mntLT (S) -4- [ [ (1 -^ntf;i/- 1 H — fS^/-^-5-^) ;* 3=- 



WO 2004/069808 PCT/JP2004/001181 

90 

(2E) -3- [4~7MA>- 1 — (JU- 4' - + -1, 

1' -tf7x-^-3-^M T-bV)VWL (4 5 0mg) ©THF (10ml) 
fc, ifiTrM^t-Jl- (0. 11ml) RtfDMF ( 1 «) -Sin*. 1 l$|B!Jft#bfc 
o «JET«l!&«, (30ml) »Jft£, (S) -4- [ [ (1-^nfcf 

5 i H--r 5 -<;u) *;i/:7^ yzu^c/h'Jxf 

;i/T5> (0. 8 5ml) 0THF (2 0ml) ©ffiJBttfcM-eSrF Lfc. Ml? 

10 H^#lSt£LT (S) - (2E) -3- [4 -TifA°>- 1 4 ' - (2-^ 
h^Ih^i') -1, 1' - \£7x.—JV- 3 -<;!/] — N — [4- [ [ (1-^D 

tr;p- i h-< 5 -<;i/) ^5^] x;w] 7i-M tzvji 

T5h* (fls-frfcl) (6 7. 7mg) 

1 H-NMR (300MHz, CDCl 3 )<50.90 (3H, t, J=7.2Hz), 0.91 (3H, t, J=7.5Hz), 1.31- 

15 1.46 (2H, m), 1.51-1.88 (12H, m), 3.23-3.26 (4H, m), 3.56 (2H, t, J=6.8Hz), 
3.76-3. 84 (4H, m) , 4. 02 (1H, d, J=14. 1 Hz), 4.10-4.18 (3H, m), 6. 52-6. 58 (2H, 

m), 6.98 (2H, d, J=9.0Hz), 7.15 (IH, d, J=8.4Hz), 7.35 (2H, d, J=8.7Hz), 

7. 45-7.50 (4H, m) , 7.64 (1H, d, J=2. 1 Hz), 7.79 (2H, d, J=8. 7 Hz), 8.05 (1H, 
s), 8.22 (1H, d, J=15.3 Hz). 

20 mmm2 uk&®2<Dmm) 

(S) -4- [ [ ( 1 - yo t!;l/- 1 H--T 5 yV—Jl- 5 — ()l>) 7,)V7 
4 ~M 7-y > • >?-p- h;p*-i';i'-D-iB5Bft*fe lTKft* (0. 9 3g) (:in 

mm (5mi) »»x^;uT?ataufc. ^m\z 2 ^%mstti^)u^mw. c 

5ml) £i0*_, SSX?;i/-2-^D/V-^ (4 : 1) T?30ifflbfc, «Jf 
Wtl/t (S) -4- [ [ (1 -^D^ - 1 H-<5^V-;i/- 5-<;w 
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(2E) -3- [4 -Tif/t>- 1 — T 4 * - (2-^h + ->lh + >') -1, 

i' -tf7x-;i/- 3 --r;i'] - 2 -pWi/T^ u;vtt (o. 48g) ©thf (i 

omi) mmzs mm-cmttt-jis (o. 1 2m d mdmf a so zhqtli 

5 . 5B#P f gfi|#bfc. METIM, T H F (3 0ml) »»E£, (S) - 4- 

[ [ ( ; i-ynif;i,-iH-^5^;-;i/-5-^ji/) *^)V~\ X)i>y4=m) 7~ 

U >2fet*h UI^7 5 > ( 0. 8 9ml) ©THF (30ml) 0«ifcSfiT 
Sb, ffiW^IIIlSilT (S) - (2E) -3 - [4 -TifA°>- 1 --f 

4' - (2 -r/h^v-x b*>>) - l, i' -t'7x^-3 — r;P] -2-*^;i/ 

-N- [ 4 - I [ (1 — y°U }£)]/ — lH-'f 5 pf */—)]/— 5 — < j» 

7x-;H 7^U^75F Ut&W2) (7 7. 2mg) £#fc„ 
15 1 H-NMR (300MHz, CDC1 3 ) <5 0. 92 (3H, t, J=7.5Hz), 0.93 (3H, t, J=7.4Hz), 1.32- 
1.45 (2H, m), 1.48-1.84 (12H, m) , 2.26 (3H, d, J=1.2 Hz), 3.22-3.26 
(4H, m), 3.55 (2H, t, J=6.8Hz), 3.77-3.83 (4H, m) , 4.04 (1H, d, J=14.1 
Hz), 4.11 (1H, d, J=14. 1 Hz) , 4.16 (2H, t, ,J=5.0 Hz), 6.60 (1H, s) , 6.99 (2H 
, d, J=9.0Hz), 7.13 (1H, d, J=8. 1 Hz), 7.37-7.48 (7H, m), 7.60 (1H, s), 7.7 
20 6-7.86 (3H, m) . 

IR (KBr) 3102, 1669, 1590, 1518, 1489, 1456, 1397, 1312, 1246, 1121, 1047, 82 
2 cm - ' 

mmm3 (M3©iji) 

(s) -4- [ [ (i -^ntr;p- ih-< 5 — r;V) *)i>y 

25 4— T— U > • 9 J- p - h;WJl/-D-l5iI 1 7jc^n^J (0. 9 5g) fCIN 
ill? (5ml) *1mlL, iilWitULfc. *m\z 2 5 U -^AtK^^ ( 
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5ml) fcJP*., mWLX-^fr- 2-7uA;-)V (4:1) T3Hiattltfc. ftfltJt 

iJliLT (S) -4- C C (1 -Zfu\Z)V- 1H--T 5-^)1) 

5 (2E) -3- [4 -7 > /^J>- 1 --f 4* - ( 2 - :/ h =^~>X h =^~» -1, 
1 ' -H7x-;H 3-<;i/] 7* U;H* (0. 50g) OTHF (10ml) 

fc, ^taT->3.-j7^^a u f (o. io6mi) mmf ( i m) ^ia^immm 

WVfro KJfoM&M* (S) -4- C [ ( 1 -7°U tfJU- 1 H--i ^yV-Jl- 5 - 

7-u>st;hux^7$> (o. 92ml) ot 

10 HF (2 0ml) (DM^K^ia^TUfco 4 B TeHl^M^ T^JU^-H^X 

^u#^;k itx?;!/) -eti-mmmv. n^oy^^mmti^x (s) - (2E) 

-3- [4-7^>-l--fJV-4' - (2-7h*->Ih*'» -1, 1' -tf 
15 7i^-3-^M — N — [4- [ [ (1 -7°nif;u- 1 H-^ 5 - 

-T;W) X)ly-(-M T^U;i/T5F (fc^3) (2 8 0mg 

) £#fco 

[a] D = - 1 4 7. 7° (c = 0. 467%, X^/— ;V»»0 
1 H-NMR (300MHz, CDC1 3 )<5 0.90 (3H, t, J=7.5Hz), 0.94 (3H, t, J=7.5Hz), 1.33- 
20 1. 44 (2H, in), 1.50-1.82 (14H, m), 3.20-3.29 (4H, m), 3.56 (2H, t, J=6.6Hz), 
3. 76-3.83 (4H, m), 4.01 (1H, d, J=13.8Hz), 4.10-4.18 (3H, m) , 6.53 (1H, d, J 
= 15.5 Hz), 6.57 (1H, s) , 6.98 (2H, d, J=9.0Hz), 7.21 (1H, d, J=8.7Hz), 7.34 
(2H, d, J=8.7Hz), 7.45-7.51 (4H, m), 7.63 (1H, d, J=2. 1 Hz), 7.79 (2H, d, J 
=8.7 Hz), 8.20 (1H, s), 8.29 (1H, d, J=15.5Hz). 
25 IR (KBr) 3102, 1686, 1590, 1534, 1491, 1453, 1397, 1343, 1248, 1167, 1121, 10 
47, 829 cm' 1 
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7iMfttiT C 41 H 52 N 4 0 4 S-0.5H 2 0 Calcd. C, 69.76 ; H, 7.57 ; N, 7.94 : Found. C, 
69.73 ; H, 7.45 ; N, 7.97. 

(s) -4- [ c (i --?u\Z)v- lH-'f^^'/-^- 5--r;p) 
5 -r x;w] t-u > • 5?- p - h;M--r ^-D-ietl 1 tK?p#i (o. 9 3g) jcin 
%r (5mi) *ipA, liifiKiffiifc. TfcJitc 2 5 %mkfj U ^AtK»* ( 

5ml) Sin*., (4:1) T3@ifflbfc. til 

ftltLT (S) -4- [ [ (1 -7U\Z)V- lH-^5^/-^- 5-<;W 

(2E) -3 - [4' - (2-:/h*->Xh4^» -4-(i?-fV^75;)-l 
, 1' - t*7xZJV- 3 - 7^'J;i^ (0. 5 0 g) CDTHF (10ml) g 

m\z, M-C^3.C7K^nU F (0. 10ml) TOMF ( 1 iff) Sin* 1 

#bfc 0 Kfou&m* (s) -4- c (l-yntfjp- i H--r 5 — r 

15 )V) 7>)Vysf~)Vl 7-'J>R^h'Jl^75> (0. 89ml) OTH 

F (3 0ml) ©KiBifcfcMTSi'TLfc. aiT?2 0fif|«|jtm zKftiPAWRX 

->U*y;K »Slf^) fiMill/, tfiCD^fMtl/T (S) - (2E) 
20 -3- [4' - + -4-(^V^73;)- 1,. 1' - 

t'7i^- 3 --r;H — n— [4- [ [ ( l - yn tf;i/- l h-< 5 5 - 
<;i/) 7s)V? 4 x;io 7i-;p] 7i"J;P75F (ik<er®4) (179. 3 

mg) 

[a] D =- 1 5 1 . 2° (c = 0. 491%, JL# J — JVmW 

25 1 H-NMR (200MHz, CDC1 3 ) <5 0. 86-0. 97 (18H, m), 1.31-1.47 (2H, m), 1.51-1.93 

(6H, m), 2.86 (4H, d, J=7.4Hz), 3.56 (2H, t, J=6. 6 Hz), 3.74-3.84 (4H, 
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m), 4.01 (1H, d, J=14.4Hz), 4.09-4.19 (3H, m), 6.57 (1H, d, J=15.4Hz), 6.5 
9 (1H, s), 6.98 (2H, d, J=8. 6 Hz), 7.19 (1H, d, J=8. 8 Hz), 7.34 (2H, d, J=8.4 

Hz), 7.46-7.52 (4H, m) , 7.67 (1H, d, J=2.2 Hz), 7.80 (2H, d, J=8. 8 Hz) , 8. 14 

(1H, s), 8.28 (1H d, J=15.4 Hz). 
5 IR (KBr) 3103, 1686 1624, 1591, 1489, 1466, 1399, 1343, 1250, 1167, 1121, 108 
8, 1047, 997, 831 cm" 1 

7tmft$T C4 2 H 56 N 4 0 4 S-0. 5H 2 0 Calcd. C, 69.87 ; H, 7.96 ; N, 7.76 : Found. C, 
69. 77 ; H, 7.79 ; N, 7.57. 

mmms orbits ©gfit) 

io (s) -4- C [ (i -yot!;i/- iH--f5^y-;i/- 5--r;i/) x)Vy 

7-u> • >*-p- bji^r-f )v--D-m^mm.i7kmw (o. 9 5 g ) kin 
mm (5mi) wm^A-zmmvtc *m\z.2 5%mfc-ftwj±*mwi. ( 

5ml) &m%-. ^1^-2-^/1;^ (4:1) T 3 HJttffi bfc. fil 

15 WWtVT (S) -4- [ [ ( 1 -7U \Z)V- 1 H--f ^?V-)V- 5 )V) 

(2E) - 3- [4' - (2 -Zf h^">Ih^» -4- C-rv^^;i/ C/ntf;!,) 
7-5/] -1, 1' -^7x^-3-^^] 7>7V)Vm. (0. 5 0 g) OTHF ( 
10ml) mmz, ifit^i^Sl^niJ K (0. 106ml) TOMF ( 1 ?jf ) 

20 fcjn*. immm.wvtz e Kmu&m* (s) -4- c [ (i -:/at?;p- ih-<$ 

5 -<;i/) 7- , J>Wh'Jx5 1 ;P7$> (o. 

92ml) OTHF (30ml) ©J»»$ftfcM"T?i&Tbifc. MT 2 0 l^|BJJI^« 
*T?ife#U SfEK^*^* AT?tt«Lfc. «JET*I8«* ^S^i77A^ovh^ 
(S) - (2E) -3- [4' - (2-yh + '>Xh + y) -4- [-fV^P C/ 
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ne;w) 757] -l, l' - \f.y^~)V- 3--r;U] — N— [4- [ [ d-^nt 

)v- i h — r 3^/— 5 --r;w) *g=-;io xjvy^=-)V\ 7i-*] t^u^t 

SF Ub^5) (17 5. Omg) 
[a] D =-145. 3° (c = 0. 487%, X^y— ;W&»D 
5 1 H-NMR (200MHz, CDC1 3 ) 5 0. 79-0. 97 (15H, m) , 1.30-1.86 (9H, m), 2.87-3.00 
(4H, m), 3.56 (2H, t, J=6.8Hz), 3.74-3.84 (4H, m) , 4.01 (1H, d, J=13.8 
Hz), 4.10r4.19 (3H, m), 6.58 (1H, s), 6.60 (1H, d, J=15.6Hz), 6.98 (2H, d, 
J=8.8 Hz), 7.16 (1H, d, 1=8.4 Hz), 7.34 (2H, d, J=8.8Hz), 7.45-7.50 (4H, m), 
7.67 (1H, d, J=2.2Hz), 7.80 (2H, d, J=8.8Hz), 8.26 (1H, d, 1=15.6 Hz), 8.2 
10 8 (1H, s). 

IR (KBr) 3104, 1686, 1624, 1591, 1537, 1487, 1399, 1343, 1250, 1169, 1119, 10 
88, 1049, 824 cm" 1 

7Ci!t##f C 41 H 54 N 4 0 4 S-0.5H 2 0 Calcd. C, 69.56 ; H, 7.83 ; N, 7.91 : Found. C, 
69.47 ; H, 7.82 ; N, 7.93. 
15 nMM6 «b^#»6®«3B) 

(s) -4- [ [ ( i - yo tf;i/- i h--< ^yv-Ji- 5 --f ;i/) xjvy 
7- U > • S J— p — hJV^r-i'jU—D — SHii?^ 1 7Kfn#j (1. 8 8g) KIN 

mm (iomi) MifjvtittiLfc, 7&m\z 2 5 %®.mt> u o&Tkmwt 
(iomi) mwt^jv- 2 -yunj—)v (4 : 1 ) -e3mmmvt£ B m 

Sftiltlt (S) -4- [ [ (i-y°u¥)i- iH--f 5--r;u) . 

^5 L ;i/] X;i/7^x;U] 7-U>Wc. (2E) -3- [4' - (2-7"F^->X 
h*-» -4- t-fV^l/ (^5^;W) 75/] -1, 1* -tf7x-;P-3-f^ 
] 7# U;Hft ( 1 . 0 g) ©THF (1 Oml) MTfS'j.^K^ O 'J K ( 

25 0. 2 3 ml) MMF (lift) *JP*. 1 l$|ffl«#Lfc. (S) -4 

- [ [ ( 1 -zfu 1 H--f 5 --ou) ^ju^xjio 7 
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-ij >%.tfh U 3 > (1. 84ml) <DTHF (20ml) (DllftlcSl 

5 • tt»U ffe©#lflStUT (S) - (2E) - 3- [4' - (2-^b*->X 

-4- kv^jp (*^;» 75/3 -l. i' - t*7xzji/- 3 --r;w 
] -N- [4- [ [ (i - ^DK^-iH-'fs^/- ;v- 5--r;p) 

^ 7x-JH 7 5"J^75F (<ffc-&4& 6 ) (3 6 2mg) 

[a] D =-1 5 8. l e ( c = 0 . 4 7 3%, X^/-;i/ig$D 
10 1 H-NMR (200MHz, CDC1 3 ) <5 0: 85-0. 97 (12H, m) , 1.30-1.47 (4H, m), 1.52-1.78 

(2H, m), 1.84-2.00 (1H, m), 2.73 (3H, s), 2.79 (2H, d, J=7.4Hz), 3.56 (2H, 
t, J=6.6 Hz), 3.74-3.84 (4H, m) , 3.99 (1H, d, J = 14.4Hz), 4.11-4.19 

(3H, m), 6.56 (1H, s) 6.65 (1H, d, J=15.8Hz), 6.97 (2H, d, J=8.8Hz), 7.13 
(1H, d, J=8.4 Hz), 7.32 (2H, d, J=8. 8 Hz), 7. 43-7.52 (4H, m) , 7.64 (1H, d, J= 
15 2.2 Hz), 7.80 (2H, d, J=8.8Hz), 8.22 (1H, d, J=15.8Hz), 8.63 
(1H, s). 

IR (KBr) 3098, 1684, 1591, 1534, 1491, 1343, 1250, 1169, 1123, 1047, 826 
cm" 1 

7Ci5i##T C 39 H 5 oN4O 4 S-0. 5H 2 0 Calcd. C, 68. 89 ; H, 7.56 ; N, 8.24 : Found. C, 
20 68.83 ; H, 7.40 ; N, 8.14. 

(s) -4- c c ( 1 - ya trju- 1 h-< 5 yv—jv- 5 --r ;i/) *)vy 

y~ U > • V-t>- bfrX-OV-D-mEWtl&l -fcfaty (1. 8 2 g) tlN 
mm (10ml) *iOA, Wmx^^TjftffiUfeo TfCJBfc 2 5Xi»UK*U«>A**« 

25 (10ml) *jp*., «x^;p- 2-yn;v-;P (4 : i) -e3inttffibfeo # 
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Iftllibt (S) -4- [ [ (1 -7U 1 H--T S.?V-)l>- 5 --f ;10 

*3=-;H tjw^x^] xx U (2E) -3 - [4 -x-t?A*>- i --f ;u 

-4' - -1, 1' -H7irjl/-3-<JH -2-X5P 

^T^'J^^ (1. 0 g) OTHF (10ml) mWZ, tiST^a^li' n U F ( 
5 0. 2 1ml) RtfDMF ( 1 ffi) ttMX 1 P#^J3I# b fe a ^Jfc*I"&%£ (S) -4 

- [ [ (i-^nt!;i/-iH-'f5^/-;i'-5 — ( )V) x;u:7^x;i,] x 

XU >K.tfh Ux^;|/X5 > (1. 7 6ml) OTHF (20ml ) <D^S$§?£K:^ 
io SS^7A^vh^7^- (i&Xtt~>U;*7y;K «x^;W t# 

StUtMb, «fi©^liH«tUT (S) - (2E) -3- [4-TifA°>- 1 -1- 

;i/-4' - (2 - :/h=^>x b*-» -1, i' - tf^ix;)/- 3 -2-x 
5f-;u-n- [4- [ c (i -7u¥)i- iH-<5^y-;v- 5 — f ^) x 

7xnj|/] 7i"J^75F (ft;-&tl7) (2 7 8mg).*§fc. 
15 [a] D =-12 3. 7° (c = 0. 49 4%, X^y-;i/^^) 

1 H-NMR (200MHz, CDC 1 3 ) 5 0.92 (3H, t, J=7.5Hz), 0.93 (3H, t, J=7.3Hz), 1.23 
(3H, t, 1=7.4 Hz), 1.29-1.48 (2H, m) , 1.52-1.85 (12H, m) , 2.73 (2H, 
q, J=7. 4 Hz), 3.20-3.25 (4H, m) , 3.55 (2H, t, J=6.8Hz), 3.76-3.83 (4H, 
m), 4.02 (1H, d, J=14.0Hz), 4.07-4.19 (3H, m) , 6.61 (1H, s), 6.99 (2H, 
20 d, J=8. 6 Hz), 7.12 (1H, d, J=8.4Hz), 7. 36-7.49 (8H, m), 7.78 (2H, d, J=8. 8 
Hz), 7.90 (1H, s). 

IR (KBr) 3085, 1671, 1590, 1518, 1489, 1399, 1316, 1246, 1123, 1047, 820 
cm" 1 

TCfU^flr C 42 H 54 N 4 0 4 S-0. 5Hj0 Calcd. C, 70.07 ; H, 7.70 ; N, 7.78 : Found. C, 
25 70.10 ; H, 7.74 ; N, 7.70. 
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(S) -4- [ [ ( 1 -7U 1 5 ~^)V) 3,)V7 

-fX;H 7~ U > • v 5 - P- Ml/^^-D 1 7iari'#J (1. 5 8g) £1N 
It (10ml) £JJD*., ffiUlf^itULife. TKStC 2 5 U 6 AjJc#* 

(1 Oml) *2JD*» ftRlf^- 2-^d;V-J1/ (4:1) T 3 Uliflil ffl b . ^ 

IfMibx (s) -4- [ [ (l.-^ntr;!/- iH--rs^y-;i/-5--r;i/) 

XxU>£#fco (2E) -3- C4' - (2-:/h=\r~>X 

h=^» -4- [x^;i> (^y:7^;i/) 75;] - i, i* - t'7i^- 3 — r;w 

] T^U^m (0. 7 1 g) OTHF (10ml) »tfcKl> MTJ^S^D'J H 
10 (0. 14ml) RffDMF ( 1 JR) Sin*. ll$IW«#Lfc. SM^i^5fc©7- 
U >&tf h U X^;i/T 5 >, ( 1 . 5ml) OTHF (20ml) Ofltifftlc 0 
Tbfc. M*T? 2 0 1$ 7K£fln^PMX:^TJ*ffiLfco W*8«£5%Hm 

15 ffeCMIftlilt (S) - (2E) -3- [4' - (2-7"h + '>Ih 

*>-) -4- [x^;i/ wyw) 75 y ] -i, i' - h*7iz;i/- 3 — r 
— n— [4- [ [.(l-^o tr;i/- ih-^5 5 — r;iO *?-)V\ 

x;H 7i-JH 7i"J^75H (<fb-£^8) (2 5 0. 6mg) 
[a] D =-156. 9° (c = 0. 485%, ;—)VmW.) 
20 1 H-NMR (200MHz, CDC1 3 ) 5 0. 85-0. 97 (12H, m) , 1.04 (3H, t, J=7.0Hz), 1.29-1.48 
(2H, m), 1.51-1.87 (5H, m), 2.87 (2H, d, J=7.4Hz), 3.06 (2H, q, J=7.0Hz), 
3.56 (2H, t, J=6.6 Hz), 3.74-3. 84 (4H, m), 4.00 (1H, d, J=14.2Hz), 4.10-4.19 
(3H, m), 6.58 (1H, s), 6.61 (1H, d, J=15.4Hz), 6.98 (2H, d, J=8.8Hz), 7.15 
(1H, d, J=8.6Hz), 7.33 (2H, d, J=8.6Hz), 7.44-7.52 (4H, m), 7.67 (1H, d, J ' 
25 =2.2 Hz), 7.79 (2H, d, J=8. 6 Hz), 8.25 (1H, d, J = 15.4 Hz), 8.38 (1H, s) . 

IR (KBr) 3103, 1684, 1591, 1534, 1489, 1399, 1345, 1250, 1169, 1123, 1047, 82 
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6 cm" 1 

7n3ii##f C 4o H 52 N 4 O4S-0. 5H 2 0 Calcd. C, 69. 23 ; H, 7.70 ; N, 8.07 : Found. C, 
69.13 ; H, 7.65 ; N, 7.82. 
£%H9 (fl:<&«9©«$ft) 
5 (S) -4- [•"[ (1 -^DlfJI/- lH-<$^/-JK 5 --HI/) *^)V1 X)17 

j t~\) y • >?- p - h)v*'()v-D-m&mm.ifcm®i a. 6 4g) k in 

mm (10ml) *tBA, BlX^ifflUfc. 7KJ1KI2 5XJtt»*U^A*»* 
(10ml) fcftl*., lflx?JI/-2-^n;V-;V (4 : 1). 3 [nlJiiiffi Lfco # 

io H^tiStbT (s) -4 - [ [ U-:/ntf^-iH-<$^/-;k-5--r;p) 

7— U (2E) -3- [4' - 

-4-tf<u^>-i — oi'-i, l' - k'7izj[/- 3 -<;H tau/p 

& (0. 8 0 g) CTHF (1 Oml) OtT^i^t^DU H (0. 17 

ml) RtKDMF (1») £Jjn*-, OfCO. 5I$|H. £fiTMI$M«#Lfc. 

15 (s) -4- [ [ d-yntf^-i H — ^f 5 5fV—)V— 5 -<;i/) 

] T^?^ 7— U >3fc££h 'JJf^7 5 > (1. 6ml) CDTHF (20ml 

20 B»lfjHi^;-^:»«lfM : 9 9) T#$Mt®iL, n&<D#M,MMM £ 
LT (S) - (2E) -3- [4* - (2-:/h=^>Xh^» -4-tf^Ui*>- 
l-f^-l, 1* - t'7xZJk- 3 ;P] — N — [4- [ [ (l-^Dtf;i/-l 

H--r s.?\r—)V- 5 --r;i/) x;i/7w x;p] 7i^] 7^u;u7$k ( 

^-&»9) (4 10. 5mg) £#fc„ 
25 [a] „=-155. 1° (c = 0. 5 0 4%, 

1 H-NMR (200MHz, CDC 1 3 ) 5 0.89 (3H, t, J=7.4 Hz), 0.94 (3H, t, J=7.2Hz), 1.30- 
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1.86 (12H, m), 2.89-3.00 (4H, m), 3.56 (2H, t, J=6.6 Hz), 3.75-3.84 
(4H, m), 4.00 (1H, d, J=13.8Hz), 4.10-4.19 (3H, m), 6.57 (1H, s) , 6.66 
(1H, d, J=15.3 Hz), 6.97 (2H, d, J=8.6Hz), 7.09 (1H, d, J=8.4Hz), 7.33 (2H 
, d, J=8.4Hz>, 7.43-7. 53 (4H, m), 7.66 (IH, d, J=2.6Hz), 7.80 (2H, d, J=8. 4 
5 Hz), 8.17 (1H, d, J=15.3 Hz), 8.25-8.45 (1H, m) . 

IR (KBr) 3031, 1684, 1590, 1534, 1489, 1343, 1250, 1231, 1169, 1123, 1044, 82 
0 cm' 1 

7cmfr$T C 39 H 48 N 4 0 4 S-0. 5H 2 0 Calcd. C, 69.10 ; H, 7.29 ; N, 8.26 : Found. C, 
69.12 ; H, 7.25 ; N, 8.13. 

io mmmio at^mioomm) 

(s) -4- [ [ (i -^uM)V- i H--r s^/-^- 5 xjvy. 

y-o y • v-p- hjiyt-r )v-D-mGWtmi7kmm a. 5 8 g ) kin 
m.m (lomi) *t®x. w&x.^)\,-vmmvtco ykmiz 2 5 %&mt> u ^a*^^ 

(1 Om 1 ) ^iJPx, iiX^JV- 2 -^n/V- )V (4:1) *t? 3 IHJft fctj Ufe„ W 

ifiStLT (S) -4- [ [ ( 1 --Tu \f.)V- 1 H-< S^ 1 /-;!/- 5 --1)1) 
*^Jl] y-V>%&tCo (2E) - 3- [4 '- (2-^h^>X 




- 4 - tf^u v>- i --r;u- i , i' - t'^i-;!/- 3 - 2 

3^7^ ij^ft (0. 80g) JDTHF (10ml) 8«t, OtT'>aC?ti/OiJ 
20 H (0. 17ml) R^DMF ( 1 ?ffi) *tt\X. 0tT3 ifitl. 5 l$M 

m&vtc. Kmm&m*. (s) -4- c c (l-yn^-iH-f 5^/-^- 

5 ->f ;u) *3=-;KI t->j >&tf h 'Jxws> (i. 5 3m 1 ) 

OTHF (2 0ml) O TDTWTl/fc. M"? 2 O H#M«#»> 7j<£;&g*_ 

ttaSttS/'ja^K BWfcx^) tfio^MItUT (S) - ( 
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2E) -3- [4* - + - 4 - tf^ >J i? > - 1 - -f )V - 1 , 

1* - h*7x-jl/- 3 — f;Kl - 2 -*^JU-N- [4- [ [ (1 -7u¥)V- IH 

■ — -f 3 5 — -f ;p) ^^;H ^;P7^-;w] T^u;i/T5H at; 

^11 0) (3 4 3. 7mg) £#fc 0 
5 [a] D =- 1 3 4. 0° (c = 0. 487%, X^/— ;!/$£*&) 

1 H-NMR (200MHz, CDC1 3 ) (5 0. 92 (3H, t, J=7.5Hz), 0.93 (3H, t, J=7. 2 Hz) , 1.28- 
1.81 (12H, m), 2.29 (3H, d, H.OEz), 2.86-2.98 (4H, m) , 3.55 (2H, 

t, J=6.6 Hz), 3. 76-3.83 (4H, m) , 4.00-4.19 (4H, m) , 6.60 (1H, s) , 6.99 (2H, 
d, J=8. 8 Hz), 7.09 (1H, d, J=9.2Hz), 7.31-7.49 (7H, m), 7.54-7.60 (1H, m), 7 
10 .77 (2H, d, J=8. 8 Hz), 7.82 (1H, s) . 

IR (KBr) 3032, 1661, 1591, 1522, 1487, 1453, 1310, 1233, 1178, 1125, 1042, 82 
0 cm"' 

7Z^frtir C 40 H 50 N<0 4 S-1. 25H 2 0 Calcd. C, 68.10 ; H, 7^50 ; N, 7.94 -.Found. C, 
68.13 ; H, 7.40 ; N, 7.87. 

15 ut&m 1 1 (omm 

(s) -4- [ [ (i - ^n^- ih — r5^v-;i/- 5 — nv) x>vy 

7-V > • v 5 - P - h;W^-D-IESHl*ft« (1. 2 7g) C IN 

mm. (iomi) *joa, iSxf;i/T»fflUfc. ikmiz2 5 xmwtxv v&ykmwt 

(1 Oml) ^iJPAv BSlf^-2-^n;V-;i/ (4:1) T 3 mjftUl Lfco W 

iwitiT (s) -4- [ c (i-^ntr;p- ih — f5^/-^- 5 — r;p) 

XJl-7^jP] 7->J>£#fc. (2E) -3- [4' - (2-^h^yI 

-4-tfpu >>>- i --r;p- i, i' - t*7i-^- 3 --r;u] t^u;i> 

1? (0. 60g) CTHF (10ml) **Efc, 0 tJT^ D U F (0. 14 

25 ml) &tfDMF < 1 SO £Jn*, OICTll^Ma^bfc. KJfcjl'&<»*, (S) -4 



WO 2004/069808 PCT/JP2004/001181 

102 

— U >&tfh U.I^rS > (1. 23ml) OTHF (30ml) OMMmizOX: 

5 /-Jkffg|Xf;H : 4 9) T^iMt, ^©^iiiltlT (S) - (2 
E) -3- C4' - (2 H3^>X h^rv-) -4-tfD»J> ? >-l — f JP — 1 , 1 

' - H7i-jv- 3 --r ;u] -N- [4- [ [ ( i -7°d tf i h — r==yv-;v 
-5-<;i/) *;i^^x;i,] 7izjW 7^U^75H (<ffc<&% l l ) (2 

3mg) 

10 1 H-NMR (200MHz, CDCI 3 ) <5 0. 91 (3H, t, J=7.4Hz), 0.94 (3H, t, J=7.0Hz), 1.28- 
1.49 (6H, m), 1.90-2.01 (4H, m), 3.29-3.41 (4H, m) , 3.56 (2H, t, J=6.6 Hz), 3 
.74-3.84 (4H, m) , 3.99-4.19 (4H, m), 6.71 (1H, d, J=15.4Hz), 6.59 (1H, s), 6 
.93 (1H, d, J=8.4 Hz), 6.98 (2H, d, J=8. 6 Hz), 7.33-7.49 (6H, m), 7.59 (1H, d 
, J=2.6Hz), 7.79 (2H, d, J=8.6Hz), 7.84 (1H, s), 8.20 (1H, d, J=15.4Hz). 

15 mmmi2 at^m 1 2 ©agjg) 

(S) -4- [ C ( 1 -^n \d)V- 1 H--r 5 --f;W xjly 

7-'J > • -J- p - hM-f^-D-MI 1 7&mm (1. 6 4g) KIN 
mm (10ml) ^JnA, Sil^TltBlfc. 7jc®(C2 5 ^eS^U ^AtK^ 
(10ml) Sftl5 : ;i/-2-7'D/V-Jl/ (4:1) T? 3 [HiJfl tU b „ * 

iMiitt (s) -4- [ [ (1 -fuvji,- iH-fs^;-^- 5-- f;w 
j*3=-;p] 7-U>Wc ( (2E) - 3- [4' - (2-:/h*~>x 

h*-» — 4 — t?P»Ji ? > — 1 — -fJl/— 1, 1' - tf?o:x;i/- 3 --r;!/] - 2 
^;i/T^ ij;^ (0. 80g) ©THF (10ml) OtT^a^S^DiJ 
25 K (0. 18ml) MDMF (lift) ZllQz.. OWmffl. ^S&T 0 . 5 mmUW 
hfco fcJfcM&<®I$:, (S) -4- [ [ (1 - yohf;U- lH-<5 yV—Jl- 5 - 
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-f;l/> T-U >&.TfY UI^7^ > (1. 5 8ml) OT 

HF (30ml) OlMCOtDTiTbfc. SiaT 2 0 B5M8i#«, 7jc£iJt];Li£& 

5 *tts>u*y;i/, »»x^;io t?#.»*iI«U ffec^ifMtbx (s) - (2 

E) -3- [4' - + -4-t?nUv?>- 1--(JV- 1, 1 

' -tf7i-;v-3-<M - 2 -^^;i/-N- [4- [ [ ( i -yn tf;u- i h- 

#11 2) (4 8 8. 3mg) 

10 [a] D =-123. 0° (c = 0. 5 3 8%, I^/-J|/M) 

1 H-NMR (300MHz, CDC1 3 ) <5 0. 91 (3H, t, J=7.4Hz), 0.93 (3H, t, J=7. 1 Hz), 1.29- 
1.47 (2H, m), 1.51-1.78 (4H, m) , 1. 87-1. 99 (4H, m) , 2.20 (3H, d, J=1.2Hz), 3 
.30-3.41 (4H, m), 3.55 (2H, t, J=6.6Hz), 3.76-3.83 (4H, m), 4.02 (1H; d, J=l 
4.4 Hz), 4.08-4.18 (3H, m), 6.56 (1H, s), 6.91 (1H, d, J=8.4Hz), 6.98 (2H, d 

15 , J=9.0 Hz), 7.33-7. 48 (7H, m) , 7.63 (1H, s) , 7. 78 (2H, d, J=8.8Hz), 7.85 (1 
H, s). 

IR (KBr) 3029, 1667, 1603, 1590, 1520, 1497, 1489, 1397, 1314, 1246, 1121, 91 
2, 743 cm" 1 

7cmfr$T C 39 H 48 N 4 0 4 S-0. 5H 2 0 Calcd. C, 69.10 ; H, 7.29 ; N, 8.26 : Found. C, 
20 68. 97 ; H, 7.24 ; N, 8.07. 

mmm 1 3 ut^m 1 3 <dmm) 

(S) -4- [ [ (1 — ynfcf;!/— 1H — f S. y V — )V— 5 ^)V1 X)17 

7-u > - s?-p- b)v*-t )v-D-mEmm.i*mm a. 59g) ci 
Nit (iomi) mm^jmmmvr^. 7km iz 2 5 %fcm.\k-r h y 

25 Tfcftft (1 0ml) *JPA, iSSX^JV- 2 -7*D/V-;i/ (4:1) T$tt}Lfc 0 
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-4 - [ [ (i -^ntr;i/- i h — (s.^'Z-fr- 5 --f ;io 

] 7->)>*%tCo (2E) -3 - [4' - (2-y^->Ih^-» -4- (4- 

*3 L jHi^u> ? >- i --f ;u) -l, i' - k*7x-^- 3 7^u;i/m.(o 

. 8 0g) ^itfDMF (lfljf) OTHF (10ml) 0tt>>a^t^D 
5 UF (0. 17 6ml) fctn*., ilT 1 . 5 P5fW«#b&. (S) -4 

- [ [ (i -^otr;i/- iH--r 5 ->r;i/) ^i^w x;h 7 

— U >43cfctKh »JX^;UT5 > ( 1 . 5 2ml) OTHF (20ml) M&VllZ 0 "C 

-JkBtlfJH : 4 9) T#8ifii»U ffi©#IfftRtlT (S) - (2E 
) -3- [4* - (2-7h + ->Ih^y) -4- (4 -^^I/fcf^'J 1 

)V) -l. l' -t'7i^-3-<;H — N — [4- [ [ (l -yptf;i/- 1 H- 
< s^!/- 5 — f;iO x;v:7^-;n 7nW 7i?u;i^7SP (fb-g- 

15 mi 3) (1 lmg) 

1 H-NMR (200MHz, CDC1 3 ) <5 0. 87-1. 03 (9H, m) , 1.31-1.82 (11H, m) , 2.62-2.81 

(2H, ni), 3.13-3.26 (2H, m) , 3.56 (2H, t, 1=6.8 Hz), 3.75-3.84 (4H, m) , 3.97- 
4.19 (4H, m), 6.55-6. 65 (2H, m), 6.99 (2H, d, J=9.0Hz), 7.10 (1H, d, J=8. 8 H 
z), 7.35 (2H, d, J=8. 8 Hz) , 7.45-7.52 (4H, m) , 7.65-7.69 (1H, m), 7.80 (2H, d 

20 , J=8.8Hz), 8.17 (1H, d, J=15.4Hz). 

(s) -4- [ [ ( i - ^u\±)V- i H--r 5 -^;i/) *^)V] 7,)vy 

j -)V\ 7-u > • *?- p - hjv^-f )i-D-m^mm.i^mm a . i9g) m 

N£& (10ml) *JdA, ^xfJl'TitilLfc. TKJlfc 2 5 %fcWt4fcj~ h 'J ^2* 
25 ?KM (10ml ) '&tn%.* S^SX?;!/- 2-7*OAV-^ (4:1) TftttBLfco 
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-4- [ [ (i-^ntr;w- ih — r s.^v-)v-5 — uv) x)\,7j~)v 

] TX'J>£#fc. (2E) -3- [4' - (2-^h^ri/lh^-» -4- (4- 

^^Ptf^U i --f ;w -l, l" - tf^zt-ju- 3 -2-^^^^ 

^ (0. 6 0 g) *3<fctfDMF ( 1 ?&) OTHF (10ml) »JKIC, CCT? 

5 ->a!)^DiJF(0. 1 2m 1 ) *iOA, lltl QftmmWVfto fij6*fcTH 
F (2 0ml) ^ck^DMF (4ml) &JQ*., $ 6 lmmMW b &. £<Dig$!£ 

, (s) -4- [ c (i -yntf;i/- ih-<$^/-jh 5--r;p) 

7^ x;l/] T— U >*5J:CXh U I?;i/7 5> (1. 15ml) OTHF (20ml) 

io i o %mwt*mm, swtk> fiamft«*i?t5fe^b, 

bfe. ffiRTmmm* ^«*7A^D7h^77^- (ttL3£tt^u*y;p, tux 
^;v) -vftmmmv, tfi©#sfMtiT (s) - (2E) -3 - i4' - (2 

-r/h^v-x h*-» -4- (4-*^;nf^u^>- 1 -<;p) -1, i' 

3 - 2 -^3^- n- [4- [ [ ( 1 — ~fxi - m-'f s^ 1 / 
15 -;p-5--r;p) x;!/^ x;i/] t^u;ptsf (Ib^i4) 

( 5 3 6. 6mg) 

[a] D =-131. 6° (c = 0. 4 7 2%, X^/ — ;|/jt?&) 
1 H-NMR (200MHz, CDC1 3 ) 6 0.92 (3H, t, J=7.3Hz), 0.93 (3H, t, J=7. 2 Hz) , 0. 99 
(3H, d, J=6.2 Hz), 1.26-1.81 (11H, m), 2.29 (3H, s), 2.61-2.79 (2H, 

20 m), 3.12-3.25 (2H, m), 3.55 (2H, t, J=6.6Hz), 3.75-3.83 (4H, m), 4.03 (1H, 
d, J=14. 2 Hz), .4.08-4. 19 (3H, m), 6.61 (1H, s), 7.00 (2H, d, J=8.4Hz), 7.09 
(1H, d, J=9.2Hz), 7.37-7.56 (8H, m) , 7.78 (2H, d, J=8.8Hz), 7.82 (1H, s) . 
IR (KBr) 3185, 1669, 1607, 1590, 1518, 1487, 1312, 1248, 1225, 1121, 823cm" 1 
7C^i##f C 4l H 52 N 4 0 4 S-0. 5H 2 0 Calcd. C, 69.76 ; H, 7.57 ; N, 7.94 : Found. C, 

25 69.73 ; H, 7.62 ; N, 7.85. 
HJ60!ll5 Ub-etVo 1 5 (DMM) 
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(s) -4- [ [ (i -yatr;i/- iH--r s-^jv) xji? 

4 T-U > • ^- p - h;^-f^-D-ffi5»«l*iftHft (1. 5 9g) (CI 

n&m domi) &m%., itx? mvtc 0 #.m\z2 sxzKRfl^Mj^A 

y^mW. (1 0ml) *$aZ.- 2 -^D/ty-^ (4 : 1 ) T?#j£i}b7£o 

-4- [ [ (i-7 p nif;i/-iH-^5^/-;i,-5-'f;i/) 

] T-U (2E) - 3 - [4' - (2-^h + yIh + ^) — 4 — tf □ • J 

i --r;p- i , i* - tf7xn;i/- 3 — -2-x^;pt^u;^ (o. 

8 0 g) *ckO!DMF (0. 1ml) 0THF (10ml) MfC, Ott->a^i 
10 *nUF (0. 17 5ml) £Jn;L> ilTl. 5 B#IW8l#bfc* (S 

) -4- c c (i ~^u\d)v- ih-< 5 — r;p) . x;i/7^- 

;W] 7=U >&J;tffc?U (1. 4 8ml) OTHF (30ml) jg-^fcOTCT 

S'TUfc. *fflT?2 oi^MJK#a, 7K^Jn^pmx^;i/Tftttiibfe 0 *r$&Ji£i o% 

SU tfi0#ftiiltlt (S) - (2E) -3- C4' - (2-7'h + >'lh 

*v0 - 4 - trn 'J i?>- i --r;i/- i , i' - k*^oc-;p- 3 -^r;i/] 
;i/-N- [4- [ [ ( i -^n \d)v- i h — r s.y*s—jv- 5 --op) 

yj-JVl 7^~)V\ T^'J;PT5H (ft-&<»15) (917. 6mg) 
20 1 H-NMR (200MHz, CDC1 3 ) 5 0.91 (3H, t, J=7. 5 Hz), 0.93 (3H, t, J=7. 1 Hz), 1.22 
(3H, t, J=7.5 Hz), 1.30-1.48 (2H, m), 1. 55-1. 79 (4H, m), 1.86-2.01 (4H, m), 2 
.70 (2H, q, J=7.5Hz), 3.21-3.32 (4H, m) , 3.55 (2H, t, J=6.6Hz), 3.77-3. 84 ( 
4H, m), 4.01 (1H, d, J = 14.2Hz), 4.07-4.19 (3H, m), 6.56 (1H, s), 6.91 (1H, d 
, J=8.4Hz), 6.99 (2H, d, J=8.8Hz), 7. 34-7.48 (8H, m), 7.79 (2H, d, J=8. 8 Hz 
25 ), 7.99 (1H, s). 

Ttmftlft C 40 H 60 N 4 0 4 S-0. 5H 2 0 Calcd. C, 70.35 ; H, 7.38 ; N, 8.20 : Found. C, 
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70.31 ; H, 7.63 ; N, 8.20. 

mmm 1 6 at^m n) 

(s) -4- c [ (i-^ntjk-iH — ( 5--c juy 

t-u> • .5?- p - hjis*^ )v-D-m&mm.i7kmw a. 64g) m 

5 Nit (10ml) £*1U*., TOx^T&tH Lfc 8 7KJ1{3 2 5 %7K$Hb^ h U # A 

tK^^ (l Omi) Sim*., ft»ifjp-2-^n;v-;i/ (4 : 1) TtttHbfco 

-4- [ [ (1 -yntf;V- 1 H--f 5 — 7,)V7-<=.)1 

] 7X>J >£#fc 0 (2E) -3- [4' - (2-^h^>Ih^» -4- (2- 

10 ^^;ptr a u i?>- i --r;i/> -i, i* -if7x-;i'-3-'fM 7*u;pr (o 

» 

. 80g) 35J;££DMF (0. 1ml) ©THF (20ml) OtTv'a'i' 

n^nuH (o. i8mi) sin a, siaTi. 5 bspwui#u&. zomm*. (S 

) -4- [ [ (i-yntr;i,-iH — r 5 --r;V) x)Vy ^~ 

Jll T-U Ui?> (1. 52ml) ©THF (20ml) O^T? 

SI4ii7A^D?h^77>f- (4K»tt^u*y;K gmx^— x^y — jv 

. : Wlf;H : 4 9) T?^«»§»b, ffeOMIUIiLT (S s) - (2 E) 
-3- [4' - (2-7*htyih^^) -4- (2 -^^;ptfo ijv 5 ^- l --r;i/ 

20 ) -1, 1* - \f.yx.~)V- 3 — N — [4- [ [ ( 1 -7°U\i)V- 1 H-rl' 
1 6) (9 7 6mg) 

[a] D = - 1 5 5. 4° (c = 0 . 525%, X^y— ;W§&) 
1 H-NMR (200MHz, CDC1 3 )<?0.89 (3H, t, J=7.3Hz), 0.94 (3H, t, J=7.3Hz), 1.11 
25 (3H, d, J=6.0 Hz), 1 . 29-1. 49 . (2H, m), .1.53-2.01 (7H, m), 2.08-2.28 (1H, m), 2 
. 93-3.08 (iH, m), 3. 56 (2H, t, J=6.6Hz), 3.64-3.84 (6H, m), 3.99 (1H, d, J = l 
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4.2 Hz), 4.07-4.19 (3H, m) , 6.54 (1H, s), 6.56 (1H, d, . J=15. 4 Hz) , 6.97 (2H, 
d, J=8. 8 Hz), 6.99 (1H, d, J=8.4Hz), 7.32 (2H, d, J=8.8Hz), 7.42-7.49 (4H, 
m), 7.59 (1H, d, J=2. 2 Hz), 7.80 (2H, d, J=8.8 
Hz), 8.13 (1H, d, J=15.4 Hz), 8.74-8.78 (1H, m) . 
5 TC^^tf C 3 jH 4 jN 4 0 4 S-0. 5H 2 0 Calcd. C, 69.10 ; H, 7.29 ; N, 8.26 : Found. C, 

68. 96 ; H, 7.43 ; N, 8.21. 

mmm 1 7 at^m 1 7 ©»ao 

(S) -4- [ [ ( 1 — ~?tt M)]/— 1 H — f 5 — )]/— 5 — -f )V) 7,)V7 
4- A] T-U > • 5>-p- MM--f;i'-D-iB5»*lJjcSltt (1. 5 9g) CI 
10 Ni&m (10ml) SSlfJ^itfltfc. *lfc25X*»ftth'Jfi 

TkiM (l 0ml) zhutl. mwt^fr- 2 -Zfunj-)V (4 : 1) TfattJbfc. 

,-4- [ c (i-^Dtf;i/-iH--r^^v , >-;i'-5--r;i/) x;v7^^ 

] 7->J>£#fc c (2E) -3- [4' - (2-yh^yIb^-» -4- (2- 

15 *^;nf n u i --010 -1, 1' - t*7i-^- 3 -2-* ^7 

9V)VWt (0. 8 0g) *5j;tKDMF (0. 1ml) OTHF (2 0ml) 
0tt->a^n'JH (0. 17 5ml) &in*., SIT1. 5B#MJft#Ufc. £ 

(S) -4- [ [ (i -y°u tf;p- l h — r s^/-^ - 5 — r;i/) 

7s)Vyj~)V~\ >&£iO?fc!'J (1. 48ml) CTHF (2 0ml) 

ilfjHi^;-jki|lfJH : 4 9) -C#«««U tfiCilf'MtL 
T (Ss) - (2E) -3- [4' - (2-y'h + yIh + -» -4- (2-^^;i/ 

25 tf □ u >>>- i --r;io -l, i* -t'7i^-3-f^] -2-^^;p-n- [ 
4- [ [ (i -^ptf;i/- lH-'f s^fi/— 5--r;w >5=-;H 7;;i/^^-;i/] 
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7i-JH TP.VfrTS.}* Ut&mi 7) (4 2 7mg) 
[o] D =-137. 9° (c = 0. 5 0 1%, 
1 H-NMR (200MHz, CDC1 3 ) <5 0. 89 (3H, t, J=7.3Hz), 0.93 (3H, t, J=7.4Hz), 1.12 
(3H, d, J=5.8Hz), 1.26-1.46 (2H, m), 1.51-1.95 (7H, m), 2.10-2.27 (4H, m), 2 
5 .84-3.04 (1H, m), 3.45-3.63 (3H, m) , 3.73-3.91 (5H, m), 4.03 (1H, d, J=13. 2 H 
z), 4.08-4.18 (3H, m) , 6.56 (1H, s), 6.96 (1H, d, J=8.4Hz), 6.98 (2H, d, J=8 
.4 Hz), 7.35-7.53 (8H, m) , 7.78 (2H, d, J=8.4Hz), 7.82 (1H, s). 
IR (KBr) 3026, 1669, 1590, 1518, 1489, 1312, 1248, 1119, 820 cm" 1 
7CiH##f C 40 H 5 oN 4 0 4 S-0. 5H 2 0 Calcd. C, 69.43 ; H, 7.43 ; N, 8.10 : Found. C, 
10 69.24 ; H, 7. 73 ; N, 7.97. 

. mmm 1 8 at^m 1 8 ©aiao 

(S) -4- [ [ (1-^DW-1H — r ^&V—)V- 5 --iJV) 7>)V7 

7—v> • s?-p- bjv^-i )v--D-m^m^i^mm a. 6 3g) \z i 

Nll'(lOml) Sin A, tlifJl'TililLfe, tKJIK: 2 5 %7kSHb?- h 'J ^ A 
15 (10ml) *M?L, SHx^-2-^n/V-;i/ (4:1) TftttBbfeo 

#«»*»»:fcift*Tifei£U ATfftttbfc. *JET«3»'b, (S) 

-4- [ [ ( i -7u tr;p- i h--i* 5 --r;i/) x^r^x^ 

] 7i'J>Sf&. (2E) -3- [4' - (2-yh + ->lh^ri/) -4-^^^ 
U >- 4 --f ;U- 1 , 1' -k'7i-;P-3--fJl/] T^U^m (0. 80g) ^J: 
20 tfDMF (0. lml) OTHF (20ml) HMftfc:, OV,-?^ =lVW.9 qiJF (0 
. 18ml) Sim*, ilTl. 5I^M«t«sUfc.- t©»«*, (S) -4- [ [ ( 

i -7"d tr;u- l H'--rs^/-;w- 5 — r;u) ^g^] x^^^ x;io txij>& 

«ktffc?D^> (1. 52ml) OTHF (20ml) I^ftCOtTiTbfc, 

T2<mra«#8K 7K£2ra*@mx^T»ffiUfc. tiisiox^sm * 
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*)Vl : 4 9) T4HMI«U H6©#ftMftbT (S) - (2 E) - 3 - [4 
' - (2-^f*>>Ih^» — 4 — ^E:^7fc U >-4 — ()]/- 1, 1 * -h:7x^;i/ 

- 3 - < ;H — n — [4- [ [ (i -^ntr;i/- i H->r 5 * 

7i-M t^u^t^h (Mis) (i. n g ) 

5 fee 

[o] D =-15 8. 3° (c = 0. 5 5 1%, 
1 H-NMR (200MHz, CDC1, ) <5 0. 88 (3H, t, J=7.3Hz), 0.94 (3H, t, J=7.3Hz), 1.31- 
1.49 (2H, m), 1.56-1. 80 (4H, m), 2. 92-3.05 (4H, m), 3.57 (2H, t, J=6. 6 Hz), 3 
.80-3.98 (8H, m), 4.11-4.23 (4H, m) , 6.48 (1H, s), 6.73 (1H, d, J=13.7Hz), 6 
10 .96 (2H, d, J=8.4Hz), 7.10 (1H, d, J=8.4Hz), 7.30 (2H, d, J=8. 8 Hz) , 7. 43 (2 
H, d, J=8.8 Hz), 7. 50-7.55 (2H, m), 7.63 (1H, d, J=1.8Hz), 7.80 (2H, d, J=8. 
8 Hz), 8.19 (1H, d, J=15.7 Hz), 9. 23-9.34 (1H, m) . 

TtmftVi C 38 H 4S N 4 0 5 S-0. 5H 2 0 Calcd. C, 67.13 ; H, 6.97 ; N, 8.24 : Found. C, 
67.07 ; H, 7.10 ; N, 7.97. . 

15 mmmi 9 at-smi 90mm) 

(s) -4- [ [ (l ^7u\d)i>- 1H--T 5 --r;p) xfry 

j 7- u y • s?-p - h;i/t^;i/-D-I5ilSl Tkfn^ ( 1 . 69g)'Ci 

Nmm Qomi) ztiQX. mwt^iis-zffimvrco 7^m\z2 5%7kwt<kj-bvy& 
y^mrn (1 om 1 ) itifji^- 2 -^dav-;i/ (4 : 1 ) -eattiLfco 
20 mmm&mm&myimm&v. mm^^^^o^-v^mvrco mmrmmv, (s) 

-4- [ [ (i.-yntr;i/- 1 H--r5^y-;p- 5 --r;i/) 

] T-U>^#fc. (2E) -3- [4' - (2-^h^'>Xh^>') -4- [*3=- 
)V C/Dtf;P) 75;] -1, 1' -k*7i-JP-3 — Oil 7?7V)Vm (0. 8 0 
g) &J;tfDMF (0. 1ml) CTHF (20ml) mWZ. 0 a.Om? U 

25 UK (0. 18ml) £iQ*., MT'2^Wbfc. (S) -4- [ 

[ ( 1 - ^a tf;i/- 1 h-< 5 5 - *;i/:7^;P] 7-U 
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>*5cfc^trU^> (1. 5 7ml) CD T H F (20ml) M&®>\Z 0 XI tUTlfc. 
7j<, fi#7K, &*o:§d£7kTi»U wm^?*^* AtttbL ^ffiTM^, ^ 

5 . x^;i/ 1:49) -z?^ii)p»s3b> n&o&mmmm.ti'X cs) - (2 e) - 3 - c 

4' - (2-7h^Il^^» -4- l*^)V C7u\f.)V) 75;] -1, 1' - 

tf 73: -ju- 3 --r;H -N- [4- [ [ ( 1 - 1 5 5 

7i-jW 7i?u;V75H ab£-#ji9) (1. 1 

7 g) £#fcc 

10 [a] D =-16 1. 9° (c = 0. 4 8 6 %, / — )VmW.) 

1 H-NMR (200MHz, CDC1 3 ) <5 0. 85-0. 97 (9H, m), 1. 32-1.47 (2H, m) , 1.52-1.81 (6H, 
m), 2.77 (3H, s), 2.91-2.98 (2H, m), 3.57 (2H, t, J=6. 6 Hz), 3. 75-3.85 (4H, m 
), 3:99 (1H, d, J=14. 6 Hz), 4.12-4.19 (3H, m), 6.55 (1H, s), 6.66 (1H, d, J=l 
5.8 Hz), 6.97 (2H, d, J=8.'8Hz), 7.12 (1H, d, J=8. 6 Hz) , 7.32 (2H, d, J=8. 8 H 

15 z), 7.43-7.52 (4H, m) , 7.63 (1H, d, J=2.2Hz), 7.80 (2H, d, J=8.8Hz), 8.18 ( 
1H, d, J=15.8Hz), 8. 64-8.75 (1H, m) . 

TGf^flr C 38 H48N 4 0 4 S-0. 25H 2 0. Calcd. C, 69.01 ; H, 7.39 ; N, 8.47 :Found. C, 
69.17 ; H, 7.70 ; N, 8.30. 

mmm 2 0 0 omm) 

20 (S) - 4 - [ [ ( 1 -^D tf;P- lH--f5^/-^- 5 )V) 7,)V7 

j-)vi 7-u > • s?-p- bfr*^ )is-D-m&%fcm.i7km<®} (1. 59g) i;i 

Ni&M (10ml) StJPtU ^X^;i/Ttt/±}bfc. 7km\Z 2 5 %7^mti- b U 
Tkmm (10ml) ^iJPAs (4:1) Tttffibfc, 

^mm*mm±m.7k-eyt&v. gti-rn^^A^ibL m&rmmv. (s) 

25 -4- [ [ (l-^n^-lH-f5^;-Jl/-5 — Ol/) K)V7J-)V 
] 7-U 
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(2E) -3- [4' - (2-yf^'>Ib + -» -4- (3 -*^;Utf^U 5?>- 
l-jfr) -1, 1 ' - lf7x-;p- 3 -<i)V\ ~T>7 VfrWL (0 . 8 0g)&<fctXD 
MF (0.1ml) OTHF (20ml) mmz, OtT?->a^t^ □ U F (0 . 1 

7 5mi) ^un^> ifiTi. 5mmm.wvtc. z-vrnm*. (s) -4- [ [ (1 

5 -y*u tf;i/- 1 H-< 5 ?^—)V- 5 x;i/:7^ y-U>&£ 

T*\ZW> (1. 4 8ml) ©THF (20ml) OtTtlTUfc. M*C 

6 4ftiwjft#«, TK^joAitif^ifflifc. t iisi o %ti*«, tk, 

10 MfiltbT (Ss) - (2E) -3- [4' - (2-^h + ->lh^-» -4 

- (3 -*?\>nf^u >>>- i --r -l, i' -t7izjv- 3 — r ;n -n- 
[4- [ [ (i -zfu\i)v- i H--r ;p- 5 --r;i/) x)P7^- ;i/ 

] 7i^iH 7^'J;P75F (M2 0) (1. 0 3 g) £^fc„ 
[o] D =-158. 3° (c = 0. 5 0 8%> X^;-J» 

15 1 H-NMR (200MHz, CDC1 3 ) 6 0. 85-0. 97 (9H, m) , 1. 30-1.49 (2H, m), 1.55-2. 04 (9H, 
m), 2. 33-2.44 (1H, m), 2.52-2.73 (1H, m), 3.04-3.21 (2H, m) , 3.56 (2H, t, J=6 
.6 Hz), 3.75-3. 84 (4H, m) , 3.99 (1H, d, J=14.4Hz), 4.11-4.19 (3H, m), 6.55 ( 
1H, s), 6.69(1H, d, J=15.6 Hz), 6.97 (2H, d, J=8.8Hz), 7.09 (1H, d,J=8.4Hz 
), 7.33 (2H, d, J=8. 8 Hz), 7.43-7. 53 (4H, m) , 7.65 (1H, d, J=2.2Hz), 7.80 (2 

20 H, d, J=8.8Hz), 8.16 (1H, d, J=15.6Hz), 8.47-8.60 (1H, m) . 

TC^^W C 40 H 60 N 4 0 4 S-0. 5H 2 0 Calcd. C, 69.43 ; H, 7.43 ; N, 8.10 : Found. C, 
69. 58 ; H, 7.44 ; N, 7.92. 

mmm 2 1 ut^m 2 1 ®«&) 

(s) -4- [ [ ( 1 -yn tr;i/- 1 h--t 5 -<;i^) x^y 
25 ^-W 7-'J> • $>-p- h;i/*-f;u-D-iB5Bfttai7Kln* (l. 5 9 g) \zi 

nm (iomi) sjd** mwt^jwitomisfZo ?km\z2 sx^mt^-bvuA 
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7jc« (1 0ml) Sim*, mm^)V- 2 - fUKS—Jl, (4 : 1) TttftLfco 

-4- [ t (i-^nt:;p-iH-i'5.^/-^-5 — r;iO x;p:7^-;i, 

] 7-U>£#fc. (2E) -3- C4' - -4- (2- 

5 *^/Hf"<»js»- i --r;i^) -l, l' -tf7x-;p- 3--r;p] (o 

. 8 0 g) :fe<fctfDMF (0. 1ml) CDTH F (20ml) mWz. O'CTv'a^ 
K^nUK (0. 17 5ml) £2jp*., M.T? 1 . 5 BaM«#Ufc. EOfciftS, ( 
s) - 4 - [ [ (i-^ntf;i/-iH-f5^7-;p-5-<;w xfryj 

7-U >&<fctf t!U >>> (1 . 4 8ml) (DTHF (20ml) iB^tofcOt; 

1Mb, Hfi©^I»StLT (Ss) - (2E) -3- [4* - 
">Xh + -» -4- (2 -^^;Utf^iJ^>- 1 -- OW -1, 1' -tf7x"j!/- 
15 3--f;U] -N- C4- [ [ ( 1 - ^ntf^- 1 H-'f 3/!/-^- 5 - <f^) 

;H *;p:7^-;h 7i-;n k (it^2 1) (o. 9 9 g) 

o 

[a] D = - 1 5 6. 9° ( c = 0 . 495%, X^/— 
1 H-NMR (200MHz, CDC1 3 ) 6 0. 85-0. 97 (9H, m), 1.28-1.97 (12H, m), 2.54-2.75 
20 (1H, m), 2. 93-3. 24 (2H, m) , 3.57 (2H, t, J=6.6Hz), 3.74-3.85 (4H, m), 3.99 
(1H, d, J=14.4Hz), 4.11-4.19 (3H, m), 6.56 (1H, s) , 6.69 (1H, d, J=15.8Hz), 
6.98 (2H, d, J=8. 8 Hz), 7.18 (1H, d, J=8.0Hz), 7.32 (2H, d, J=8.4Hz), 7.4 
5-7.54 (4H, m), 7.69 (1H, d, J=2.2Hz), 7.81 (2H, d, J=8. 4 
Hz), 8.35 (1H, d, J=15.8Hz), 8.63 (1H, br s). 
25 Ttmftffi C 40 H 50 N 4 0 4 S-0. 5H 2 0 Calcd. C, 69.43 ; H, 7.43 ; N, 8.10 : Found. C, 
69.17 ; H, 7,. 42 ; N, 7.90. 



WO 2004/069808 PCT/JP2004/001181 

114 

(S) -4- [ [ (1 -Zfu\d)\,- 1 H — tS.?V-)V— 5 — *^)V] 7,)V7 

7~v y • p - hJV^r-f JV-D-m^En^iJk^im (l. 0 2g) \z l 

NittR (7. Oml) Stn*., MxfJl/tatBbfc. 7fc*fc 2 5 %7kM1k± b U ^ 
5 (7. Oml) £in>L> WWtX.^)l- 2 - T'O/W — )V (4:1) TjftttJL 

s) - 4 - [ [ ( i -^n tf;i/- ih-T5^;-;I/- 5 -^;i/) *^;i/r xfry* 

T-U>^#fc. (2E) -3- [4' - (2 -!?h3r^X h*~» -4- ( 
3 -*3\>Hfn»JS»- 1 -<;P) -1, 1* -t'7i-;i/-3-fjl/] 

10 (0. 50g) &<£tfDMF (0. 1ml) 0THF (10ml) »Jjfcte, OtT-> 

a^DiJH (0. 11ml) Sim** 0 < CT40^f»Ufc. ( 

s) - 4 - [ [ (i -zfu\Z)V- i H--r 5^/-^- 5 --r;i/) *5p;i/] x;^^ 

T-'J >43«fctftf US?> (0. 9 5ml) OTHF (20ml) M&miZOX; 

- : StlfJH : 4 9) tfiO*ftIMtLt (S s ) - ( 

2E) -3- [4' - (2-7*h^->Ih^y) -4- ( 3 - ;* ^;Hf O U 1 

--r;i/) -l, i' - 3 — r;n -n- [4- [ [ ( 1 -:/a t?;p- 1 

20 H-<5^y-^- 5 x;i/7^x;n 7x-M t^u;i/T5F ( 

ft^2 2) (5 11mg) Wc. 

[o] D =-164. 8° (c = 0. 4 8 4%, I^y-Jl/M) 
1 H-NMR (200MHz, CDC1 3 )<50.87 (3H, t, J=7.3Hz), 0.93 (3H, t, J=7.3Hz), 1.11 
(3H, d, J=6.6 Hz), 1.30-1. 49 (2H, m), 1.55-1.82 (5H, m), 1.98-2. 44 (2H, m), 2 
25 .98-3.07 (1H, m), 3.28-3.51 (3H, m), 3.56 (2H, t, J=6.6Hz), 3.74-3. 84 (4H, i 
), 3.97 (1H, d, J=14.4Hz), 4.13-4.19 (3H, m), 6.50 (1H, d, J=15.0Hz), 6.52 



WO 2004/069808 PCT/JP2004/001181 

115 

(1H,. s), 6.86 (1H, d, J=8. 8 Hz), 6.95 (2H, A, J=8.8Hz), 7.30 (2H, d, J=8. 8 H 

z), 7.40-7.53 (5H, m) , 7.80 (2H, d, J8.8Hz), 8.17 (1H, d, J=15.0Hz), 9.09 ( 
1H, s). 

2 3 (4t&® 2 3 (DUm.) 

5 (s) -4- [ [ (i -zfu i h->t 5 --r ;io x;i^7 
4~)vi 7-u > • b)v^-ov-D-m^smm.i7^mm (i. 5 9 g > k 1 

NM (10. 0ml) ^iDA, TOx^Jl'^ttmL^c 7Kil^2 5 %7Km.i£-f- h U 
•?AtK}M (1 0. 0ml) 2-^funy-)V (4 :.l) Ttt 

10 , (s) -4- [ [ ( i -^n tr;i^- i H--r 5 --r;i/) *5F;i>] 

7X«J>£#7Co (2E) -3- [4* - (2-^h^>Ih^-» -4 

- ( 3 — j^^^fcf o ij>?>- i — f;W'- l, l ' - ¥7^~)l- 3 -< ;H - 2- 

pWl'T^ U;i/» (0. 80g) 43<£t£DMF (0. 1ml) OTHF (20ml) 
mmz, OtT?->a^i^niJF (0. 17ml) fcJP*.* SfiTl. 5l$IHliIfc#U 
15 fee CO^iS, (S) -4- [ [ ( 1 - :/D fcf;P- lH-^5^y-JI/- 5 --{)], 
) 4 7X»J >&<fctffc!U S*> (1. 4 8ml) ©THF (2 0 

mi) ^g^tco'CT^Tbfe, Mt?2 on#iM#^ TK^Jn^^x^^-ettm 

20 ;K SiX^-^X^/^kitXf;!/! : 4 9) T'#Hft;«§2U n&<D#£kMW 
SttT (Ss) - (2E) -3- [4' - (2-^^>/lh^» -4- (3- 
^^;i/fcf P U>?>- 1 -<)!/) -1, 1* - t:7xUk 3 — ( )V] - 2 

n — [4- [ [ (i -yntr;i^- ih-<s^7-;k 5-<m x^7^ 

x;|/] T^U;i/T5K (fb^2 3) (9 9 0mg) £#fco 

25 [a] D =- 1 3 2 . 3° (c = 0. 4 9 8%, X*>>-;P»80 

1 H-NMR (200MHz, CDC1 3 )60.91 (3H, t, J=7.4Hz), 0.93 (3H, t, J=7.1 Hz), 1.11 
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(3H, d, J=6.6Hz), 1.30.-1.48 (2H, m) , 1.55-1.84 (5H, m), 1. 98-2.44 (5H, m), 2 

.88-2.96 (1H, m), 3.17-3.48 (3H, m) , 3.55 (2H, t, J=6.6Hz), 3.76-3.83 (4H, m 

), 4.02 (1H, d, J = 14.2 Hz), 4.08-4.18 (3H, m), 6.56 (1H, s), 6.87 (1H, d, J=8 

.6 Hz), 6.98 (2H, d, J=8. 8 Hz), 7.32-7.47 (7H, m) , 7.63 (1H, s), 7.78 (2H, d, 
5 J=8.8 Hz), 7.86 (1H, s). 

mmm 2 4 ut&m 2 4 

(S) -4- [ [ (1 -ZfuVfr- 1H — f )V- 5 — f )V) 7,)Vy 

t-u> • s?-p- b;v^--r;p-D-M5m±^i7K?D#j (1. 5 3 g) fci 

Nit (10. Oml) Mx^;H?»tiiLfc. 7KBJC2 S^TKm^fb^-hU 

10 t>A7K^^(10. Oml) $j)PA> Mx^-2-7 p O/V-;V (4 : 1) Ti 

, (s) -4- [ [ ( i -zfu tf;i/- i H--r ^?V—)V- 5 --r ;iO tjp 

7^-^] T-'J>^#feo (2E) -3- [4* - (2-^h + '>Ih^y) -4 
- (3 h^vlfD U V>- 1 --OI0 -1, 1' - ¥7x.~)V- 3 -<f ;H -2 
15 -^^;PT^U;^ (0. 8 0 g) &J;tfDMF (0. 1ml) ©THF (20ml 
) mWZ, OtT'>a^^nUF (0. 17ml) MT1. 5B#^jt^ 

Lfec z<Dmm*. (s) -4- c c ( i -^nfcf)!/- 1 h--t s.?v-*- 5 --r 

;10 ^^)l/] 7JP7^^] 7 — U >*3cktftf U >>> (1. 42ml) CTHF (2 

omi) mGWizowmT^rc. tsi?4 BP^tstf^, TK^ip^^x^ji/Ttftm 
20 bfc. i o %@^m7jc^, tk> s#tk> ^?p^7K-e^L, mm-*?*^ 

;k g^i?x^;i/^x^ : ^x^;h : 4 9) T#j§t¥f«!iu n&oifr&mm 

RtLT (Ss) - (2E) -3- [4' - ( 2 - 7 h *->X h*~» -4- (3- 

^ h*~>tra u v>— i — r;u) -i, i* -tf^x-;i/- 3 --r;u] -2-*^;p 
25 -N- [4- [ [ ( i -y°u i H--r 5 --r;io tji^ 

^ x;U] 7i-M 7^U^75F (ft^*2 4) (0. 7 6 g) £#fco 
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[a] D = - 1 2 7 . 6° (c = 0 . 488%, jl? /—J^mW 
1 H-NMR (200MHz, CDC1 3 ) d 0. 91 (3H, t, J=7.5Hz), 0.93 (3H, t, J=7.4Hz), 1.28- 
1.48 (2H, m), 1.51-1.83 (4H, m), 2. 03-2.23 (5H, m), 3.12-3.51 (7H, m) , 3.55 ( 
2H, t,. J=6.6Hz), 3.75-3.83 (4H, m), 3.95-4.19 (5H, m), 6.59 (1H, s), 6.93 (1 
5 H, d, J=8. 8 Hz), 6.99 (2H, d, J=9.0Hz), 7.35-7. 48 (7H, m) , 7.57 (1H, s), 7. 7 
8 (2H, d, J=8.8 Hz), 7.95 (1H, s) . 

mmm 2 5 ut^m 2 5 num.) 

(S) -4- [ C (1 --7u\f.)V- 1 5 -^()V) ^^)V1 *)V7 

7-U > • V- P- hJW^-D-ISill 7jcfP^ (1. 8 0g) \Z1 
10 Nl&m (10. Oml) StXf^Tittilfc, TKSfC 2 5 %7Km^b^- h U 

V2±7Y.mm (10. 0ml) &1JQ?L, 2 -r/a/W-^ (4 : 1) T?«J 

Wb&, **Ji*«lSlA«[*T?!fc}iH>, SftKT^*^ ATftjftbfc. MffiTML 
, (s) -4- C [ ( 1 -^a hf;u- 1 H--f 5 --f;io 

TxU>£#fc 0 (2E) - 3- [4- [3- (X-feb^» fcfnU> ? > 
15 - 1 - -f;U- 4 ' - (2-^F + ->Ih + y) ] -1, 1' - fcf? 3 - -f Jl 

] T^'J;^ (1. Og) &J;tfDMF (0. 1ml) ©THF (20ml) mmz' 
, OtTv-a^^niJ F (0. 2 0ml)'$iPi> 0tT2^fWUfc. 

(s) -4- [ [ (i -^atf;i/- i h--( 5 --r;P) 

7>)V7J-)V\ 7-U U >>> (1. 6 8ml) ©THF (2 0ml) *g<& 

20 ^^o-CT^Tbfeo iST?3Bf B lim 7K^tin^^mx^;n?tttBbfeo ^r$&Ji 
)V) x^mmmv, tfiffl#MiiLT'(s) - (2E) -3- [4- [3- ( 

T-feh^vO tfPU> ? >- 1 --r;i/-4' - (2-7h + '>xh + -» -1, 1' - 

25 if7xz;p-3-f;H -2-^g l ;i/-N- [4- c c (1 -yotr;i/- 1 H--r 5 
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5 ) (7 3 9. 3 mg) 

[o] D =-127. 5° (c = 0. 493%, X^/— ;H8S0 
1 H-NMR (200MHz, CDC1 3 ) 50.91 (3H, t, J=7. 6 Hz), 0.93 (3H, t, J=7. 1 Hz), 1.25- 
1.46 (2H, m), 1.51-1.83 (4H, m) , 2.00-2.35 (8H, m), 3. i 7-3. 31 (2H, m) , 3.42-3 
5 .67 (4H, m), 3.76-3.83 (4H, m), 4.02 (1H, d, J=14. 2 Hz), 4.08-4.19 (3H, m), 5 
. 26-5. 36 (1H, m), 6.57 (1H, s), 6.92 (1H, d, 1=8. 6 Hz), 6.99 (2H, d, J=8. 8 Hz 
), 7.35-7.48 (7H, m) , 7.63 (1H, s), 7.78 (2H, d, J=8. 8 Hz), 7.86 (1H, s). 

mmm 2 6 at^m 2 6 <d*m) 

(S) - (2E) -3- [4- [3- (T-feh^-» fcfn»J i>>- 1 ' - 

10 (2-^h + ^Xh+^» -1, 1' - h*7i-Jl/- 3 -2-^^;i/-N- 

C4- [ [ (1 -;/n t!;i,- 1 H--f 5-<;i/) X)V7-<-)l 

] 7i-M 7 9 5 F (6 4 Omg) CI^/-^ (10ml) mm)Z, MM. 

1? 1 N?Kmit± h 'J ^AtK^ (1. 5ml) £in;Lfc. 2 0 P^31j$^ M 

15 #1, inv^^^AT^ibfc. mfcTmm'&. mm*%7&? whiffy ^ 
1 - (^*tt->u^7^;i/, : iix^ju : 49) T#it*iistb, 

MSitT (Ss) - (2E) -.3- [4' - (2-yh + ^Ih^-» -4- [ 
3-th*n+ytfnus?>-i-'f;v-i, 1' -t* 7^ — )l- 3 -2-^ 

^;i/-N- [4- [ [ (l-^DW-lH-'f>^/-Jl'-5-^Jl/) X 
20 )17^~)^] 7i-iH 7^7'J^75H ('fb-&#j2 6) (5 0 Omg) £#fco 
[a] D = - 1 3 1. 4° (c = 0. 4 8 8 %, JL? S—)imm) 

'H-NMR (200MHz, CDC1 3 ) 50.89 (3H, t, J=7. 8 Hz) 0.93 (3H, t, J=7.0Hz), 1.29-1 

.49 (2H, m), 1. 54-1. 82 (4H, m), 1.91-2.32 (5H, m), 3.12-3.38 (3H, m), 3.42-3. 

59 (3H, m), 3. 73-3.83 (4H, m) , 3.99 (1H, d, J=14.4Hz), 4.06-4.18 (3H, m), 4. 
25 46-4.56 (1H, m), 6.50 (1H, s), 6.94 (1H, d, J=8. 0 Hz), 6.99 (2H, d, J=8. 8 Hz) 

, 7.30 (2H, d, J=8.4Hz), 7.36-7.48 (5H, m) , 7.55 (1H, s), 7.79 (2H, d, J=8.4 
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Hz), 8.32-8.39 (1H, m) . 
mMM2 7 2 7 ODlgjg) 

<s) - 4- [ [ (i -zfu\d)i- lH-r^^;-^- 5--r;i/) 
^x;u] T3iu > • v^-p- h;i/^-<;u-D-M5mmi7KW^ (l. 0 3g) £ l 

5 N^®? (8. 0ml) I^X^T^m Lfc 0 7KJB£ 2 5 %7K$S<b:J- h U £ 

AtK^ (8. 0ml) SriPTt, |fSx^-'2-/n;v-jl/ (4 : 1) TiHlL 

S) -4- [ [ ( l -y°u tr;p- i h — r 5 XJVyj 
7-'J>^#fc. (2E) -3- [4' - (2-^h^->Ih^» -4- ( 

io ih- tr^/-;i/- l --r;iO -1, i' ^-ji- 3 frl -2-*^;i/X 

^ U;l/g? (0. 50g) *3<ktfDMF (0. 1ml) ©THF (10ml) #»cfc, 
Ot^a^i^D'JH (0. 0 9 4ml) SJDtU ^TlPtM 2$Lfco 

(s) -4- [ [ ( i -~?u \i)v- i H--r 5 --r;io x 

fryj-jl,] T-'J >&£tffcry (o. 9 6ml) OTHF (20ml) m^¥a 

15 (co'CT^Tb^. ^®Ti8i^r^#^, TK^jq^^mx^Tttmbfc. &mmz 

X^;-;kSllfJH : 4 9) T^HSMML, ^p^H^St £ bT (S) - 
(2E) -3- [4' - -4- ( 1 H - tf 7 »/-^- 1 - 

20 -f;w -i, i' - tf:7:n-;u- 3 -'-r;H -2-^^;i/-N- [4- [ [ (l-y 

ptf;p- i h--t 5 --r ;i/) xjiyj-jn y^-jui t^u 

(ft^2 7) (4 3 3mg)£#fc. 
la] D =- 1 3 6 . 3° (c = 0. 4 8 4%, X*/— ;W$$Bt) 
1 H-NMR (200MHz, CDC1 3 )<50.93 (3H, t, J=7.4Hz), 0.94 (3H, t, J=7.4Hz)> 1.29- 
25 1.47 (2H, m), 1.55-1.82 (4H, m), 2.11 (3H, d, . J=l . 4 Hz) , 3.56 (2H, t, J=6. 6 H 
z), 3.74-3. 85 (4H, m), 4.02 (1H, d, J=14.2Hz), 4.07-4.21 (3H, 
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m), 6.50 (1H, t, J=2.2 Hz), 6.58 (1H, s), 7.04 (2H, d, J=8. 8 Hz), 7.22-7.29 

(1H, m), 7.35 (2H, d, J=8.4Hz), 7.47-7.80 (10H, m), 7.96 (1H, s). 

(S) -4- [ [ (1 --fu 1 H — T 5 --O10 ^^)V1 X)V7 

5 t-U > • 5?-p- h;i/^-r;i/-D-^5®!iSi7Kfiit/ (1. 4 8g) tc 1 

NSt (10. Oml) Sin*.* IfUxfJ^lffiLfc. 2 5 %frWtiki- b »J 

(10. Oml) *JP*., ftftl^l/- 2 -^D/^/— ;W (4:1) 

, (s) -4- [ [ (i -^ntf;i/- lH-'fs^/-^- 5 --nio 

10 7XU (2E) - 3- [6 - [4 - ( 2 :- Zf b *">X h 

7i-M -l-^^^-l, 2, 3, 4-fh7kFD^;U>-8->f;H 7 ;7 
U Jl'R (0. 7 0 g) 3o <fct£D M F (0. 1ml) 0THF (10ml) 0 
tT>/a^^n'J H (0. 16ml) *jq*., DMF (5 

ml) cfecfctfTHF ( 2 Om 1 ) &ijn*.;fctft. (S) -4- C [ (1-7 

15 ntf^-iH-'f5^/-;i/-5-f^) t.)V74~)V\ yxy tr 

U> ? > (1. 3 8ml) (DTHF (20ml) MtOICTiTlfc, ^fiT? 2 0 

20 : 4 9) -Vftmmmis. tfiOiitlt (S) - (2E) -3- [6- [4- (2 
-7h^->Xh^-» 7i-M -l-^^^-l, 2, 3, 4-f h7tHD^; 

u>-8--r;n -n- [4- [ [ ( 1 -7"d tr;i/- 1 h--t 5 --ov 

)' Xfryj-JH 7i-M - 2 UJ1/7 5 H (M2 8) (7 8 4 

. 5mg) 

25 [a] D =-l 15. 4° (c = 0. 525%, X^y— 

1 H-NMR (200MHz, CDC1 3 ) 5 0. 88 (3H, t, J=7.3Hz), 0.94 (3H, t, J=7.2Hz), 1.29- 
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1.49 (2H, m), 1. 55-1. 77 (4H, m), 1.81-1.96 (2H, m), 2.80-2.86 (5H, m), 3.12-3 
.22 (2H, m), 3.56 (2H, t, J=6.6 Hz), 3.74-3.84 (4H, m), 3.98 (1H, d, J=13.8H 
z), 4.11-4.18 (3H, m), 6.56 (1H, s)', 6.63 (1H, d, J=16.5 Hz), 6.95 (2H, d, J= 
8.8 Hz), 7.21 (1H, d, J=2. 2 Hz), 7.32 (2H, d, J=8. 6 Hz), 7.40-7.48 (4H, m), 7 
5 .80 (2H, d, J=8.6 Hz), 8.05 (1H, d, J=16.5Hz), 

8.73 (1H, s). 
mMM2 9 (ik&W 2 9 (DUfe) 

(S) -4- [ [ ( 1 -yn t?;i/- 1 H--f S.yV-)V- 5 -<1)V) *?-)V] 

u> • i^-p- h)v*-( )v-t)-m^mm.i7kmm a. 2 3g) \zi 
io Nmm (8. omi) tiifj^imife. 7km\z 2 5 %y^m^t± h u ^ 

&7kmm (8. Oml) £JP;L, Mx^-2-^DAV-;V (4:1) Tttfflb 

s) -4- [ [ ( 1 -^ntfjp- 1 h--t 5 --r;i/) 

7-U>£#fco (2E) -3- [6- [4- (2-^h^yIh^i/) 7 x 
15 2, 3, 4-^ h7h Ha^/ U >- 8 — ( )V1 -2-* 

^)VTi7 VJVm (0. 6 0 g) *5<fcrKDMF (0. lml) OTHF (10ml) j§ 
ttfc, OtT->a')llSi'OiJK (0. 12 4ml) £#D*., 0 <CT: 1 Bt^it^Ufe. 

(S) -4 - C [ (1 -?U\>fr- lH-f5^/-JH 5 — f -HO ;* 
;W] X;P7^ n>] T-'J U ( 1 . 15ml) OTHF (2 0ml) 

Wt3-^)V^2L? : «X^;H :4 9) T#gt¥li$S! L> tfiOMffliL 

T (S) - (2E) -3- [6- [4- (2 -^h^>-X h^-» 7i-W - 1 - 

25 *3^u-i, 2, 3, 4 -7- l>5k h'n^; u >- 8 — f - 2 -^^;u-n- [ 
4- [ [ ( i -yp tf;i/- i H--r 5 --r ;i/) *9=-;io T.fry* 
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7i^] - 2-7^U^75 K (ftW2 9) (4 6 1mg) £fcfc. 
[a] D =-134. 2° ( c = 0 . 495%, X^/ — JV»W 

1 H-NMR (200MHz, CDC1 3 ) 60.91 (3H, t, J=7.4Hz), 0.93 (3H, t, J=7.4Hz), 1.31- 

1.45 (2H, m), 1.56-1.89 (4H, m), 1.84-1.95 (2H, m) , 2.26 (3H, d, J=1.2 Hz), 2 
5 .78 (3H, s), 2.84-2.88 (2H, m) , 3.16-3.19 (2H, m), 3.55 (2H, t, J=6.6Hz), 3. 

75-3.82 (4H, m), 4.03 (1H, d, J=14. 1 Hz), 4.07-4.17 (3H, m), 6.57 (1H, s), 6. 
' 97 (2H, d, J=9.2Hz), 7.21 (1H, d, J=1.8Hz), 7.27 (1H, d, J=l. 8 Hz) , 7. 35 (2 

H, d, J=8.6 Hz), 7.42-7.45 (4H, m), 7.77 (2H, d, J=8. 6 Hz), 7.96 (1H, s). 

mmm 3 0 ut&m 3 0 , it&w 3 1 omm) 

10 (Ss) - (2E) -3- [4' - (2 -fh^r^JL h*-» -4- (3-*5^;Hf 

□ 'Ji?>-i-^;i/) - i,.r -k*7i-jp-3-fM - 2 -*5P;i/-N- [4 

- [ C (i-7nid)V- 1 H-< 5 5 — (jl) 7,)Vy j -)V1 y 

i-;H 7^'J^75K (M2 3) (5 7 Omg) SrCHIRALPAK AD 
(5 Omm I Dx 5 0 OmmL) &m^X%^frm X^y-;], : 2-y° 

15 n/w-;u= 7 : 3) bfc 0 ni^^iill^s U »j|Si^;-jn:»»«, o. 4 

5fim07^M-T5ilfc. ^5^^?*|gb, ^2 3©21®^77f Wt7 

— [f(rB# : mfm-l (te-&4£j3 0) (1 7 Omg, 99. 6 %d e) , 
'&mft . : i?77f 1x^^-2 (ft^3 1) (173mg, 9 8. OXde) ] $# 

20 4t&®3 0 [o] D =-64. 6° (c = 0. 502%, X^ / —JVmW 

3 1 [a] D = - 1 9 7 . 1° (c = 0. 520%, X^y— ;H»*fe) 
3 1 iit^m 3 2 <DUm 

(s) -4- ( ( (i-7 , oH;K$^/-jp-5-f;H ;*^;i/) x;io 

7-U > • 3>-P- h;U*-f ;i/-D-ffi5Kift • — 7jc*nt> (1 . 0 1 g) S^ii^Jl/ 
25 (10ml), 1 NM (5. 1 7 m 1 ) Lfc. *JBfc 2 5 %^i£;*7 

U OAtK^ (5.17ml) *}®A.tz'&2-7uK;—)V-Wm.X- : ?)\' (1:4)1? 
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T«$Sil (S) -4- ( ( (i -yntf;u-T5^^/-;i/- 5 

) x;^^ x;iO 7x'j>£#fc. (2E) -3- [4' - (2 -T/b^v-x h*-» 
5 -4- [ (2 h^->X^;W) (*3=\J1/) 75;] -1, 1' - f7ilf - 3 --r 
;P] Ti7VJVm ( 5 0 Omg) h7kF077> (10ml) MdDMF^- 

lg»p^.fc^, ox;\z$>^7:mk-**w n> (o.i33mi) £2jd*.£:. Mcibt 
^H^T3 0MI$Lfci, £<z>Mi& (S) -4- ( ( (l-ynW5y . 

5 — OV) 7,)V7J-)V) TxU> v t!U> 5 > (2.46ml) (Dir 

10 h7tHn77> (l 0ml) Wl:, O'C^ ^m^fflmT^*5ViT^Tbfe„^m^ 

h^?^- mm^)v-**? ;-)v : tiifji/= 3 : 1 0 0) TfrMmmv, . 

15 ffiOT^^TXtLT (S) - (2E) -3- [4' - (2-7*h^->lh^v' 
) -4- [ (2-^b^v-X^^) (*^;V) 75/] -1,1' -tf7i^;P-3- 

-r;i/] -N- [4- [ [ ( i -?u \f.)v- i H--r s^i/— ^- 5 -<;i/) ;*^;v<] 

X;i/7^x;H 7i-M 77'J;V75F ( 5 2 7mg) ({b^#l3 2) 

1 H-NMR (300MHz, CDC1 3 ) 5 0.88-0.96 (6H, m), 1.34-1.46 (2H, m), 1.57-1.79 (4H 

20 , m), 2.87 (3H, s), 3.18 (2H, t, J=5.7Hz), 3.43 (3H, s), 3.56 (2H, t, J=6.9 
Hz), 3.69 (2H, t, J=5.7Hz), 3.77 (2H, t, J=7. 5 Hz) , 3.82 (2H, t, J=4.5Hz), 
4.03 (1H, d, J=14.1 Hz), 4.11 (1H, d, J=14. 1 Hz), 4.17 (2H, t, J=4.5Hz), 6.6 
1-6.67 (2H, m), 7.00 (2H, d, J=8.7Hz), 7.18 (1H, d, J=8.4Hz), 7.36 (2H, d, 
J=8.7 Hz), 7.46-7.54 (4H, m) , 7.70 (1H, d, J=2. 1 Hz), 7.79 (2H, d, J=8. 7 Hz), 

25 8.13 (1H, d, J=16.2Hz), 8.56 (1H, s). 

7ciii##r C 38 H 4S N 4 0 s S-0. 25H 2 0 Calcd. C, 67.38 ; H, 7.22 ; N, 8.27 ; Found. C, 
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67.08 ; H, 7.62 ; N, 8. 16. 
[ot] D =-158.1° (C=0.322* in ethanol) 

(s) -4- ( ( U -y°u^jv^ s^V-fr- 5--r;W 
5 t-U y • s>-p- h;i/t-r;i/-D-i5St • —imm (6 3 6mg) Mxf , 

;i/ (1 0m 1 ) , 1 Nitm (3.24ml) K^?U7c|£#?£Lfc.7KJf K 2 5 
^U^AtKM (3.2 4ml) £Jq;tfc^2 -:/n/W — ^-S^X?^ (1 : 4) 

io (s) -4- ( ( ( i -:/atr;w 3^7-^- 5 --r;u) ^^v) xjuyj 

7->J>£#7c„ (2E) -3- [4' - -4- 
3^1/ [ (l-^f^-lH-K5!/-^-4-'f^) 75;] -1, 1' -t? 

7xXJV- 3 ;H 7^U;i/flfc (3 5 0mg) C^DD^^> (2 0ml) 
ICDMFS— «Jn^.fc«^ OtCfe^TttflSt^U-U^ (0.0 8 3ml) SJP^fc. 
15 i}ltMlTa^I^T3 O^tfcf , (S) - 4 - .( ( (.1-7 

□ t:;H5^/-;v-5-<f;i/) ^-^io x^^njio t-u>, H'Jy> (1.5 

4nil) (DrhvtFuy 5> (2 0ml) mWz, 0°C, g^fflSlTfC^HTflS 
Ttfc.iS(Cll,T3iPII#bfci, 7j<£fln^T@mx3^TttfflLfc.^tiJl£ 
1 0 %^7KM"e2IU, ^fP^m7K^^-hU^A7K^T2|U, f&fn&^KT? 1 HI 

hK^&zu^yv^y (Mi?;^/^;-^ : ^1?^= 1 : 12) t 

ttMmmV, ^©7^7 7X^11 (S) - (2E) -3- [4' - (2-^h 
+ ylh+y) -4- [ ( 1 — ^^-)V— 1 H — \Zy V—fr — 4 —*i)V) 

jvi 75 y ] -1,1' - tf7xx;i/- 3 --r;i/] -n- [4- [ [ (1 -7u\z)v- 

( 3 2 8 m g ) (fl^ty 3 3 ) £#fc. 
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1 H-NMR (300MHz, CDC1 3 ) 6 0.86-0.96 (6H, m), 1.34-1.47 (2H, m), 1. 58-1.78 (4H 
, m), 2.71 (3H, s), 3.57 (2H, t, J=6.6Hz), 3.77-3. 84 (4H, m), 3.88 (3H, s), 
3.95 (2H, s), 3.99 (1H, d, J=13.8Hz), 4.13-4.18 (3H, m), 6.54 (1H, s), 6.71' 
(1H, d, J=15.6Hz), 6.98 (2H, d, J=8.4Hz), 7.07 (1H, d, J=8:4Hz), 7.32 (2H, 
5 d, J=8.7Hz), 7.38 (1H, s), 7.44-7.51 (5H, m) , 7.66 (1H, d, 1=2. 1 Hz), 7.80 
(2H, d, J=8.7Hz), 8.27 (1H, d, J=15.6Hz), 8.87 (1H, s) . 

TC^^-tlf C 40 H 48 N 6 0 4 S-0. 75H 2 0 Calcd. C, 66.50 ; H, 6.91 ; N, 11.63 ;Found. C, 
66.59 ; H, 7.02 ; N, 11.52. 
Ca] D =-147.3° (C=0 . 3 9 85K in ethanol) 

io mmms3 uk&m 3 4 vmm) 

(s) -4- ( ( (1 -^ntr^fs^y-;!/- 5 

y-V y . v-p - h;w^-D-I5tS • — (4 2 4mg) ^ifii? 

^ (5ml) , lNtt (2.13ml) «^Lfcl£#$tb7c.7j<Jf \Z 2 5 %mMt} 
•J ^AtKM (2.13ml) ^jDAfcf 2-^D/t;-Jl/-«xf^ (1:4)7? 

15 2tnttmbfeo ^mm^t>^xmm^m.7kxm.^, M7n>")A«$tfc 

Tt»§gSL (s) -4- ( ( (l -^ntf;K5^y-;i/- 5 -<;i/) *^)V 

) 7,)VyjjL)V) T~U>£#7c. (2E) -3- [4' - ( 2 - 7 h*~>X h 3r~» 

-4- (i -*^)V- iH-tf9^-;p-4-<;i/) ;*^;>] 75/] -1 

20 ,1* -k'7i^-3-'fJl'] - 2 -*5P;i/T^ U;i^ (2 3 0mg) O^OD 
(10ml) mm\ZDMF&-mtoZtz'&, OViZ^xmt-^r^V )V (0. 
0 5 5ml) SriinAfco iIl:iltg$^iIT3 O^im £<Z>iM£ ( 

s) -4- ( ( (i --?u\zfr<i ■* 5--r;i/) x;W7^n;i/) x 

-'J t?U (1.01ml) h7kh'077> (10ml) Ot, 

jixmmvtzo^mm* 1 o %mwi7kmmx 2®, ^fn^®?7Km^- h u ^a7K$mt2 
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X3^=l : 12) T#Hlffl§gU SfiOT^^r^ilT (S) - (2E) -3 

- [4' - (2-^b*i/Ih^» -4- [ (l-^^-lH-K5^ 

5 4 --r ;u) 757] -1,1' -tf7i^-3-<ji/] -2-*^;w 

- N — [4- [ [ (1 -yntf;U- 1 H-'fS^/-^- 5 — ()V) t^frl 7>)V7 
4 7i-M 7 2? U 5 K (2 3 6mg) (>fb<&#>3 4) 

1 H-NMR (300MHz, CDC1 3 ) 6 0.89-0.96 (6H, m), 1.34-1. 46 (2H, m) , 1. 56-1.78 (4H 

, m), 2.29 (3H, d, J=0.9Hz), 2.74 (3H, s) , 3.56 (2H, t, J=6. 9 Hz), 3.80-3.83 

10 (7H, m), 3. 96 (2H, s), 4.04 (1H, d, J=14. 1 Hz), 4.10 (1H, d, J=14. 1 Hz), 4.1 

7 (2H, t, J=5.4 Hz), 6.59 (1H, s), 7.01 (2H, d, J=8. 7 Hz), 7.06 (1H, d, J=9.3 

Hz), 7.26-7.28 (1H, m) , 7.36-7.39 (3H, m) , 7.47-7.50 (5H, m), 7.62 (1H, s), 
7.73 (2H, d, J=8.7Hz), 7.84 (1H, s) . 

7C*##f C 41 H 50 N 6 0 4 S-0. 5H 2 0 Calcd. C, 67.28'; H, 7.02 ; N, 11.48 ; Found. C, 
15 66.97 ; H, 6.97 ; N, 11.37. 

Ca] D =-126.7° (00.357* in ethanol) 

mmw 3 4 ut&m 3 5 omm) 

(S) -4- ( ( (1 -yntlM 5 --CM *^)V) 7,)V7J-)V) 

T-U > • 5>-P- h;W;P-D-IHIfeI • -7K?P#J (2 5 6mg) ^SSlf 
20 JK5ml), 1 (2. 6m 1 ) te»#bfc«*Hfcb;fc.7fcJite 2 5 X«fc#U 

C7A7K^^ (2. 6m 1) *DU7ifzWi2-7uny-)],-Wmx.^)l< (1:4) 1?2@ 

u (s) -4- ( ( (i -^ntr;^ 3^!/—^- 5 *^;i/) x 

25 )V7 4~)\,) 7XU>£#fc. (2E) -3 - [4* - + + -4 

- engj?>- l i, i' - f7x-;i/- 3 -x>i? (1 
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25mg) Of h7kh*077> (10ml) »*teDMF *— ^jjp^fca,. O^fC 
*^T4ftfl5^-+U-»j;i' (0.0 3 4ml) £flD*.7c<, Sfcjfc^lS&T, 3 

o#a#Lfc«, (s) -4- ( ( (l -?u IMKS^/— 5 

;U) ^;i/7^-^) T-U>> tTU> 5 > (0.6 2m l) ®7h7kh'n77 

5 > (10ml) Ot, &**ffl»Tfc:feV»T»Tb&.£ffifcRUT3fl#roJI 

7jc**p^.Ti^mx^;n?jftmufc.^B$ 1 0 *m*&ttn«2iBK i&*n 

«i*i3:fc.«£ETT»a*«*bfc«, i&*f£-> U 77^77 9 A* D7 h ^ 7 ^ - ( 
^tVjftlSl^l : 1— BH8X9MI,) T#«*MSU tfi©7^77Xt 
10 IT (S) - (2E) -3- 14' - (2-7*h + i/Xh + '» -4-tfP«J> ? >- 
l--f;i/-l,l' -H7i^- 3 — N — [4- [ [ (l-7*n^-lH 
-< 5 yV—)V- 5 --OP) 7s)\>7j-)V] 7i-W ?9 - 2 -X/7S 

F (4 1mg) (M3 5) 

' H-NMR (300MHz, CDC1 3 ) <5 0. 87-0.95 (6H, m), 1.35-1.43 (2H, m), 1.55-1.75 (4H 
15 , m), 1.88-1.95 (4H, m) , 2.60 (3H, s) , 3.20-3.30 (4H. m), 3. 55 (2H, t, J=6. 3 
Hz), 3.75-3. 82 (4H, m) , 3.99 (1H, d, J=13.8Hz), 4.07-4.16 (3H, m) , 6.02 (1H, 
s), 6.53 (1H, s), 6.87 (1H, d, J=8.4Hz), 6.96 (2H, d, J=9. 0 Hz), 7.24-7.47 
(7H, m), 7.74 (2H, d, J=8. 7 Hz), 7.86 (1H, s). 

7C^##f C 39 H 4g N 4 0 + S-0. 5H 2 0 Calcd. C, 69:10 ; H, 7.29 ; N, 8.26 ; Found. C, 6 
20 9.20 ; H, 7.37 ; N, 8.33. 

• [a] D =-144.7° (C=0. 3015K in ethanol) 
H;8£0il3 5 Ut&M3 6 

(s) -4- ( ( (1 -zfuvju^f s^v-fr- 5 -«r;i/) xfry j =.;i>) 

T-U > • v-P- bJl'lr't )U-D-mi5Wt& - — zM&4fc (3 7 lmg) £@mx3=- 
25 ^ (5ml) , 1NM (2.8ml) TKif: 2 5 >J 

•^AtK^^ (2.8ml) £Jn*.£:^2 -yn;v — (1 : 4) T? 2 03 



WO 2004/069808 PCT/JP2004/001181 

128 

mm*%3kv (s) -4- ( ( (i -yntr;i/-r 5 *?-;to x 

)V7J-)V) 7-'J>$#fc, (2E) -3- [4' - (2-^h^>Ib + i/) -4 
5 -(2, 5— S?t Hn — 1H — tfn— 1 — 1 , 1 ' - f7x^- 3 

;U] - 2 -*=?)\,T>7 V)VWL (1 8 Omg) 0fh7tFD77> (10ml) jgjg 
ICDMFS- ifcJPAfcgK 0 TCK 43 V>T*fifb UJl' (0.0 4 8ml) *MXfro 

isiiibt, ^m#s^,T> 3o^m#bfc^, (s) -4- ( ( (i 

-zfu tr;w 5 --r;w) x>>w — T-U>, t!U^> ( 

10 0.9ml) 0fh7hHD77> (10ml) »«KI, 0^, Sg3S*H«Tfc*5V>T 

yjW^Ai'nYh^??^- (B^J^W^^/-^ : BHftX3^= 1 : 2 5) 
15 -VfrMffiWkV. Sfi07^77XilT (S) — (2E) -3- [4' - (2-7 
h^>Ib+y) -4- (1 H — tf D — )V— 1 -1,1' -t'7i-^-3- 

-fJP] - 2 -;*3S>l/-N- [4- [ [ (l-7'DtfJl/-lH-^5^/-^-5-'f 

;iO y^=.jvi t^u^tsf (i07mg) ({b-g-^36 . 

) 

20 1 H-NMR (300MHz, CDC1 3 ) <5 0.89-0. 96 (6H, m), 1.35-1.50 (2H, m), 1.55-1.80 (4H 
, n) , 2.16 (3H, s), 3.56 (2H, t, J=6.3Hz), 3. 76-3. 84 (4H, m), 4.00-4.20 (4H, 
m), 6. 36-6.40 (2H, m), 6.57 (1H, s), 6.85-6.91 (3H, m) , 7.04 (2H, d, J=8. 7 H 
z), 7.35 (2H, d, J=9.0 Hz), 7.43-7.69 (9H, m) . 

7tMfrVr C 39 H 44 N 4 0 4 S-0. 5H 2 0 Calcd. C, 69.51 ; H, 6.73 ; N, 8.31 ; Found. C, 6 
25 9.38 ; H, 6.72 ; N, 8.06. 

Ca] D =-130.1° (00.244* in ethanol) 
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mmm 3 6 at&m 3 7 (omm) 

(s) -4- ( ( (1 -^nb:;H5^/-;p- 5 --r ju) *?^) x;!/^ x;w) 

7X»J > • S>-P- h^-f ;i/-D-ISSEJ| • — TKftltl (7 2 1mg) ^^X^ 1 
;U (10ml) , (5. 4ml)'tC»*bfca^*Lfc.*JBfc2 5X«K* 

5 U#A#»* (5.4ml) *tia%.t£'& 2 - — jV-ft®!?^ (1 : 4) T2 

t»«|£S*u (s) -4- ( ( (i -7u tr;w 5 --r ;io 

X^?*— JlO 7^'J>S#fe. (2E) - 3 - [4 ' - (2-^h^J/Ih^» - 
10 4 - (1 , 4 -v'^-^-y-- 7 .-7-tfXfcfO [4.4] />—7— <;10— 1, 1' —\±~7 
3 --r;i/] - 2 -^)V7i7 V)VWt (4 0 0mg) Ofh7kHD77> ( 
10ml) itCDMF^-ttAfct, 0 ^fd^ViT^^^it U (0.0 9 4m 
1) ^JP^fco IliClbT, S*#ffl^T, 3 O^Ufct, (S) 

-4- ( ( (i -zfu ^?v-)V- 5 --r;p) ^^^) x;i/^^n;i.) mu 

15 >, HU^> (1.7 5ml) h7t^D77> (10ml) OV. &m 

fe„^JST*e^*@*bfe^, IStt'>'J*y>*7A^07K^77-<- (ff$X 

^w^^;-jv:wif;v=i : so) x^-mmnv, mzntcmWi&zS'fv? 
20 a tr;wx-^;i/-^x^;i/^e»^^LT, tfioiitbx (s) - (2E) - 

3- [4' - (2-7h*>>Xh + y) - 4 -(1,4-^^-^+1-- 7 -TlfX En [ 
4.4] / >- 7 — t)V)~ 1 , 1 * - k*7i-;|/- 3 --OH -2-^5 1 ;P-N- [4 

- [ c (i -^Dtf^- i h-< 5^/-^- 5 — r;w) ^^;w] -jvi y 

xx;i/] Ti7U;PT5K (3 1 9mg) (M37) 
25 m.p. 139.5-140.5 *C. 

1 H-NMR (300MHz, CDC 1 3 ) 6 0. 89-0.96 (6H, m) , 1.33-1.46 (2H, m), 1. 56-1.77 (4H 
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, m), 2.18-2.23 (5H, m), 3.26 (2H, s), 3.38 (2H, t, J=6.6Hz), 3.55 (2H, t, J 
=6.6 Hz), 3. 75-3. 82 (4H, m), 3.89-4.18 (8H, m), 6.62 (1H, s) , 6.94-7.00 (3H, 
m), 7.37-7.51 (8H, m) , 7.81 (2H, d, J=8. 7 Hz), 8.00 (1H, s). 
7C^i##f C 4 ,H 50 N 4 0 6 S Calcd. C, 67.74 ; H, 6.93 ; N, 7.71 ; Found. C, 67.48 ;. 
5 H, 7.17 ; N, 7.57. 

[a] b =-128.4° (00.465* in ethanol) 

mmm 3 7 ut&w 3 8 ©«js) 

(-) -4- ( ( (l-^Dt!;K5^/-Jl'-5-'f;i/) *)V7 4=L)V) 

7PU > ■ - P - h • (4 7 3mg) £«X3=- 

10 Jl/ (10ml) , 1 Nit (3. 5 4m 1 ) fc*#Lfc«#«U&.*»lC 2 5 %mWt 
*U«^A*»* (3.54ml) * J hUXfc'&. 2 - ~?unj -jP-SRl^ (1:4) 

BETT?*flE*e*b (-) -4- ( ( (l-^OlfK5^/-Jl/-5-'f;i/) j*3=- 
15 )V) K)V7 4—)V) XXU>£#fc. (2E) - 3- [4-. [3 - [ (Tt^JV**^) 
bfoUS>>- 1 --f;i/] -4' - (2-yh + ->lF^» -1,1* -If 
7i^- 3 - 2 -^^)V7{7 V)VWt ( 2 7 Omg) <75^h^bKn^^> 

(10ml) itfcDMF$-iJnx.fct, CCfc^ViTtfL-fb^-^U-U^ (0.062 
ml) SrJJDTlfco SaiCRUT, ii^lIT, 3 0^lfci, (- 

20 ) -4- ( ( (i -~fu s.y^-)V- 5 --r;io *5p;i/) yx 

U >> tf'J V s > (1.15ml) 0rb7fcHD77> (10ml) O^C, £ 

LiETTM^SSLfA m»tt->'J ^y;p*^Ai7 n v h^?^- (H^x 
25 : ^®?x^;u= 1:25) -e^ii^Mb, *fio7^777tb . 

T (Ss) - (2E) - 3- [4- (3 - (T±h^r^^^)V) fcfOU 
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)V) -4' - (2-^F^>I^-» -1, 1' - tf y*-)V- 3 -^JUI -2- 

[4- [ [ ( i -yn tr;i/- i h--t 5 

XJVyj-M 7x'^JH 7i"J^7 5F (2 2 2mg) Ub-&#l 3 8 ) 
1H-NMR (300MHz, CDC 13) 6 0.90-0.96 (6H, m) , 1.36-1.43 (2H, m) , 1.50-1.78 (5H 
5 , m), 2.05-2.19 (7H, m) , 2.55-2.70 (1H, m), 3.09-3.15 (1H, m), 3.29-3. 35 (3H, 
m), 3.55 (2H, t, J=6. 6 Hz), 3.78-3.83 (4H, m) , 4.02-4.18 (6H, m) , 6.58 (1H, 
s), 6.92 (1H, d, J=9.0 Hz), 6.99 (2H, d, J=9.0Hz), 7.35-7.47 (7H, m), 7.59 ( 
1H, s), 7.77-7.80 (3H, m). 

jnSiifrtff C 42 H 52 N 4 0 6 S-0. 5H 2 0 Calcd. C, 67.26 ; H, 7.12 ; N, 7.47 ; Found. C, 6 
10 7.01 ; H, 7.06 ; N, 7. 28. 

[a] D =-118.2° (C=0.350* in ethanol) 

mmm 3 8 at&® 3 9 omm) 

(Ss) - (2E) -3- [4- (3- (T-fe V*>>*^)V) t!o U> 5 >- 1 )V 
) -4' - (2-^h=Ti/Ih^» -1, 1' — \fy x.ZL)U— 3 -2-* 
15 5P;i/-N- [4- [ [ (1 -^Dtf;i/- lH--f 5--()U) 7, 

J\,yj-)l] 7i-M T?V)U7S. H 8) (15 Omg) Ofh7k H 

n77> (3mD -*?y—)i> (3mi) mmziN^m^ti- h u v &*mm (0. 
3mi) *i&7Ltz'&, ^ux'znmmwvtz. Kjfomz7k*to%.T. mnx.^)i>i?m 

f 

«IfJH 1:19) tfi®7^77XtLT (S s) - ( 2 E 

) -3- C4' - (2 -r/h^X h*>0 -4- [3- (th'P^y/^) tfn 

y 1 -1,1' - if 3 - 2 -*^;i/-N- [4- [ 

[ ( 1 -y°U 1 H-< 5 5 XT-fr] 7x^7^-;V] 

25 )V~\ 7^'J^7 5 F (9 1. 8mg) at^tf 3 9 ) £#fc 0 

1 H-NMR (300MHz, CDC1 3 ) 5 0. 89-0.96 (6H, m), 1.36-1. 46 (2H, m), 1. 50-1.85 (5H 



i 
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, m), 2.10-2.25 (4H, m), 2. 45-2. 55 (1H, m), 2. 83-2.90 (1H, m), 3.15-3.30 (2H, 
m), 3.48-3.57 (3H, m), 3.75-3.82 (6H, m) , 3.98-4.17 (4H, m), 6.51 (1H, d, J= 
6.3 Hz), 6.97-7.03 (3H, a), 7.31-7.35 (2H, m), 7.41-7.47 (6H. a). 7.82 (2H, d 
, J=8. 1 Hz), 8.78 (1H, d, J=3. 9 Hz). 
5 7C*#tlf C 40 H 5o N 4 O 5 S-0. 5H 2 0 Calcdi C, 67. 87 ; H, 7.26 ; N, 7.91 ; Found. C, 6 
. 7. 58 ; H, 7.24 ; N, 7.88. 

[a] D =-125.9° (O0.370X in ethanol) 

(-) -4- ( ( (1 -yntf;i.-r 5 — i )V) xjiy^-ji) 

10 7X>J > • i^-P- bJV^r^JV--D-m^fkm • -7jcfP^I (4 2 3mg) fcimx?- 
)V (10ml) , 1NM (3.17ml ) CiSflfcMlfc.*Ii:2 5%SkWt 
ft U OJxfcmW. (3.17ml) &MZ.fr&2 -^DyV-^-^X^l/ (1 : 4) 

fc««BETT?*«E*«*bfc.»5nfca?iEfc:5 t h9t Ka7?>*M&«, BAM 
15 JEETT»fi&e5&cL (-) -4- ( ( (1 -^nKM3^!/-JV- 5 --OP) 

;i0 x;i/^^-;i/) 7-'J>s#fc. (2E) -3 - [4' - (2 -r/h^x h^~» 

-4- [ 3 - U h + y*M-^) t!o »J l - ^^] -l, i' -¥y zi-jl 

- 3 — HI"] - 2-^^;i/T^ ij;HK (2 3 5mg) Orh7t F077> (10m 
1) ^iCDMFS-tt^fci, 0 t CfC*5V^Tii'fb^^U;i/ (0.0 5 5ml) * 
20 to*, ft. iSdtt, ^m#H^iT, 3 0#jt#Ufc|£> (-) -4- 

( ( (i -^nws^/-*- 5 — r;w ^5^;i/) x^7^-^) xxu>, tr 

US?> (1.03ml) Of h7tHD77> (10ml) CC, 

Mx^;u= i : 2 0) t?$h»*ii«u tfio7^77XtLi (s 
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s> - (2E) - 3- [4' - (2-y^^'lh+'» -4- [3- U h*-># 

tfn y *»- l --f^] -1,1' - \iy^-)V- 3 --f -2-*^;i/ 
— n — [4- [ [ ( i --?u M)v- i H--r 5 3>v— 5 --r;i/) *?\^] 

7i^JH T^'J;PT5F (38mg) (M40) £*#7c 0 
5 1 H-NMR (300MHz, CDC1 3 ) 6 0. 88-0.96 (6H, m) , 1. 35-1.47 (2H, m) , 1.50-1.80 (4H 
', m), 2010-2. 25 (4H, m), 2.30-2.50 (1H, m), 2.77-2.83 (1H, m), 3.10-3.35 (3H, 
m), 3.56 (2H, t, J=6.6Hz), 3. 70-3.77 (5H, m) , 3.81 (2H, t, J=4.8Hz), 3.95- 
4.18 (5H, m), 6.66 (1H, s), 6.97-7.01 (3H, m) , 7.37 (2H, d, J=7. 8 Hz), 7.44-7 
.49 (6H, m), 7.98-8. 02 (2H, m), 9.04 (1H, s). 
10 7c3St##r C 41 H 50 N 4 0 6 S-0. 5H 2 0 Calcd. C, 66.91 ; H, 6.98 ; N, 7.61 ; Found. C, 6 
6.83 ; H, 6.99 ; N, 7.44. 
[a] D =-123.6° (C=0.223* in ethanol) 

mm¥\4o (M4iosji) 

(Ss) - (2E) -3- [4' - (2 -r/b^ri-'X h*~» -4- [3- (*h3r 

15 ji-tf- ji) tf n u v>- l --r;H -i,i' - h'7i^- 3 -2-* 
3OI/-N- [4- [ [ (1 -zfu\i)V- ih-<5^'/-;1/- 5--r;i/) x 

;i/^.f-;i/] 7X-JI/] 7^UJI/75H (-fb-&%4 0) (2 2 0mg) ©f h7tH 
n^^> (6ml) (6ml) iMtClNTKM^ h U ^A7jc^ (0. 

12ml) £iq*_fc^, tSt7l^^bfc. SJMKtK. lN^m (0.9ml) 

rXilt (Ss) - (2E) -3- [4* - (2-7*b=!r>'Ih^» -4- (3 

-#;i/#=^>hfn u s?>- i — r;i/) -i,i' -t*7i^-3-<ji/] -2-*^ 
;p-n- [4- [ [ (1 -yntf;i/- 1 h--( *yv-)i- 5 --r ;p) 

25 74~)V\ 7i-Jk] X^'J^ySF (117mg) (j^«4 1) 
m.p. 184. 0-186. 0 °C. 
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7nSH:fr#T C 40 H 48 N 4 0 6 S-0.5H 2 0 Calcd. C, 66.55 ; H, 6.84 ; N, 7.76 ; Found. C, 6 
6.68 ; H, 6.76 ; N, 7.49. 

Cot] D =-155.0° (C=0. 324X in chloroform) 
mffiM4 1 2 ©Kit) 

5 ('-) -4- ( ( (l-^Dt:M5^7-;i'-5-'f^) 7s)V7 4-M 

7-U > • 5*-P- hW^-D-iStl • -7jcfn^ (7 6 8mg) Sfttl? 

(10ml) , 1 Ni&m (5.75ml.) Kl8#Lfc£$HfcLfc.*Jifc 2 5 %m.M 
#U #A3K»Sc (5.7 5ml) &tiQ7lfc'& 2 - 7o AV -JP-^ilX?^ (1:4) 

10' fcMJETTj§i$f *b&. # 6 tlfcSillCf h 7 1 F n 7 7 >§.J)0x.fct, nm.M 
IET«$SSb (-) -4- ( ( (i-7'nif;K5^7-^-5-fJW 
, ;i/) x;P7^-;i/) 7-y>^#fc. (2E) -3- [4' - (2 -r/h^x 

)--4-(3,4-^^KDiJS?>-l-'f^)-l > 1' -(f7i-JK3--fJl/ 
] - 2 -^^;i/T^7 U;HS (400mg) Cfh7kFn77> (10ml) »Jftfc 
15 DMF*—J&Jn*.&«, 0rfc*^T*fl;:**1J-U;i' (0.1ml) £2JD;Lfco 

itt, gmjiEirK 3 o>a«iLfcft, (-) -4- ( < u-yn 

tr;i/-r 5 -<;p) *^;v) x;u7^-;i/) t^u>> tru^> (1.86 

m 1 ) 0fh7h Hn75> ( 1 5 m 1 ) 0°C, MSMatTtefcHTiTF 

20 2®> 1 ®m^r£&mwt^#*^v&^nmz&rc e ffi&TT?mm*:m£; 

m.JL^)l= 1 : 2 0) -efriiMMb, ^©7^1/7 7X^11 (S) - <2E) - 
3- [4' - (2-7h^->Ih^-» -4-(3, 4-^^^;i/tf P'J>?>- 1 — f 

;w-i.i' - k-7x-^- 3 --r;n - 2 -*5P;i/-N- [4- [ [ (i-yatr 
25 ;v-iH--f5^7-ji/-5-r;i/) x;!/?^ x>] 71^] t^u;ut 

5 K (3 1 6mg) (Ui4 2) 
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1 H-NMR (300MHz, CDC1 3 ) 6 0.89-0.98 (12H, m) , 1.35-1.45 (2H, m), 1.50-1.65 (2 
H, m), 1. 70-1.78 (2H, m), 2.16 (3H, d, J=1.2Hz), 2. 22-2. 37 (2H, m), 2.99-3.0 
4 (2H, m), 3.41-3.46 (2H, m) , 3,54 (2H, • t, J=6.6 Hz), 3.77-3.81 (4H, m) , 4.03 

(1H, d, J=14.1 Hz), 4.07-4.16 (3H, m), 6.56 (1H, s), 6.83 (1H, d, J=8.7Hz), 
5 6. 96 (2H, d, J=8.7Hz), 7.30 (1H, d, J=1.8Hz), 7.35-7.45 (6H, m), 7.64 (1H, 

s), 7.75-7.79 (3H, m) . 
7C^##f C 41 H 52 N 4 0 4 S-0. 5H 2 0 Calcd. C, 69.76 ; H, 7.57 ; N, 7.94 ; Found. C, 6 
9.62 ; H, 7.47 ; N, 7.69. 

[a] „ =-126.6° (00.374* in ethanol) 
10 mMM4 2 Wb-&«4 3 ©»jft) 

(Ss) - (2E) -3- [4' - (2 -^h + i/Jh^J/) -4- (3-^;V^^ 
'>KDUi?>- 1 --f )V) -1,1* - k'7i-iK 3 -<;i/] -2-^^;iv-N- [ 
4 - [ [ (1 -ZfU\fi)V- 1 H — fS.?V-)\<- 5 --f;W **?)V\ X)V~7 4~)V\ 
7xZJH 7^ UJ1/75 H ifc&m* 1) (12 Omg) , IftT^t-^A (11. 
15 2mg) , 1 - t H n*M>V h ij 7l/-;H*ft« (3 3.4mg) ©DMF (5 
m 1 ) mm\Z h UXW5> (0.03ml) , tHll|I04- (N, N-^*^;P 

75/) if'J 5*>Sjbn*.;fc«, i -x^;i/- 3 - (3 -^^^;WT5y^ntr;i/) - 

*M^-f5Htii (4i.8mg) *mx&.mmw%T~?®:&m.wvrz.. **m 

iSxfJH^^;-jV : mm^)l= l :11> ffi©7^77Xt 
IT (Ss) - (2E) -3- [4* - (2-7'h*'>Ih + '» -4- (3-^7^ 

A^-r;i/tf a u s?>- l -i,i' -tf7i^-3-^;H - 2 -^^;>- 
n- [4- [ [ ( 1 -7"n tf;i/- i H--r 5 --r;io *^;n 

25 -;|/] 7i-;H 7i"j;P75H(M4 3) ( 3 2 . 4 m g > 

1 H-NMR (300MHz, CDC1 3 ) <5 0. 87-0. 96 (6H, m), 1.33-1.46 (2H, m) , 1.56-1. 90 (4H 
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, m), 2.10-2.30 (4H, m), 2.35-2.45 (1H, m), 2.71 (1H, t, J=8. 1 Hz), 2.95-3.07 
(1H, m), 3.11-3.20 (1H, m), 3. 32-3.37 (1H, m), 3.55 (2H, t, J=6.9Hz), 3.73- 
3.83 (4H, m), 3.93-4.18 (5H, m), 5.78 (1H, br), 5.97-6. 09 (1H, m), 6.50 (1H, 
d, J=17. 1 Hz), 6.96-7.01 (3H, m), 7. 26-7. 32 (2H, m), 7.41-7.48 (6H, m), 6.69 
5 (2H, d, J=7. 5 Hz), 9.45 (1H, s) . 

7nSt##f C 40 H 4g N 5 0 5 S-l. 0H 2 0 Calcd. C, 65. 82 ; H, 7.04 ; N, 9.59 ; Found. C, 6 
5.82 ; H, 7.01 ; N, 9.28. 
[a] D =-122.8° (C=0.247* in ethanol) 
. mmM4 3 (fl2^«4 4©«JS) 
10 (Ss) - (2E) -3- [4' - (2-^b + '>Xh^-» -4- [ 3 - # ;P#3r 

s/trnu i --r;n -1,1' -tf^x-^- 3 — r;p] - 2 - ^^jv-n - [ 
4- c [ ( 1 — ~?u \z)v— 1 h — r 5 -^m *^)v~\ z)U7j-m 

y^~)Vl 7^U;V7 5h* Mfr&*4 1) (12 0mg) , mt* ^)V7 >^EX^ A 
(1 4. 2mg) , 1 - t Fu3rz/^>V h U TV— 7jcfq#l (3 3. 4 m g ) OD 
15 MF (5ml) mWz h U IfJl/7 5 > (0.03ml) , £MiS*<24- (N, N- 

>?^^75y) tru $>>*iin*fc«, i-x^-3- (a-^^ws/^n 

tf;P) -^M^Sh'Iil (4 1.8mg) §3n^$fiMTT«I#bfc. 

20 7^ — (^x^;u^^^y-;i/ : @mx^;i/= 1 : l l) tilb> #^x^;i/- 
^y^ne^x-f^^&^lbTtfeo®itUT (Ss) - (2E) -3- 
[4* - (2-^h^->Ih^-» -4- [3- (^fJl/7 5 / *;PtH-;1.) tToU 

^>-i--r;i/] -1,1' -f7ix;p-3-fjH -2-^^;i/-N- [4- [ [ 
( l - 7n l H — r 5^/-^- 5 -1-;P) ^ x;i/] 

25 ] 7 7 ij;|/7 5 F0fb-&$>4 4) (6.5. 2 mg) 
m.p. 127.0-128.5 °C. 
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' H-NMR (300MHz, CDC1 3 ) . <5 0. 87-0. 96 (6H, m), 1.36-1. 43 (2H, m) , 1.50-1.74 (4H 
, m), 2. 05-2.25 (4H, m), 2=30-2. 45 (IH, m), 2.60-2.70 (1H, m), 2.85-3.00 (4H, 
m), 3.05-3.20 (1H, m), 3. 30-3. 40 (1H, m), 3.55 (2H, t, J=6.6Hz), 3.65-3.75 
(2H, m), 3.81 (2H, t, J=4.2Hz), 4.00-4.18 (5H, m), 5. 60-5.70 (1H, m), 6.71 ( 
5 1H, s), 6.98-7.01 (3H, m), 7.35-7. 38 <2H, m) , 7.46-7.49 (6H, m) , 8. 14-8. 19 (2 
H, m), 9.70 (1H, s). 

7c5!##t C 41 H 5I N 5 0 5 S-0. 5H 2 0 Calcd. C, 67. 00 ; H, 7.13 ; N, 9.53 ; Found. C, 6 
6.78 ; H, 7.06 ; N, 9.25. 
[a] D =-124.7° (C=0. 322* in ethanol) 
10 ^WJ4 4(M4 5<Z)II) 

(Ss) - (2E) -3- [4' - (2 -^h^->X b*~» -4- l3-%)l>tf* 

5s\zuVi»-i — r;w] -t*7i^-3 — r;i/] - 2 -*^;i/-N- 1 

4- [ [ ( 1 -^ntf;i/- 1 h — r 5 --r;p) *^)V~\ xivyj-M 

7i-JH T^U;PT5H (1^4 1) (120mg) , y^^7> ; 6-^A^ 
15 DiJF (H.lmg) , l-kh'D + y^V^K'JTy-^-TKfti (3 3.4mg 
) CDDMF (5ml) mWZ h 'JXfJl'7 5> (0.03ml) < tMii®4- (N 
, N-i?^fJI/75;) fcf U i?>&MZ.fr&> 3- (3-i?^^75 

;7nt:w -;&;m5sm 5 \*mnm. (4i.8mg) &tiaz.&m&m%,T*vn&%t& 

h^77^- «if;H^^;-;i/ : Mx^;u= 1 : 1 1) Sii 
^jv-it-i yyp tr;wx-x;i-^6iii^^bT^fio^^iUT (Ss) - (2E) 

-3- [4' - (2-7*h^->lh^-» -4- [3- 

) tfo u v>- i --r;i/] - 3 -< ;p] - 2 [ 

25 4 - [ [ ( 1 -7n \d)V- 1 5^y-;W- 5 — nV) Z)V7 4-)l~\ 

7x"JH 7^'J^7$h'ra4 5) (7 6.5mg) £#7c:. 
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m.p. 151.0-152.0 t:. 

1 H-NMR (300MHz, CDC1 8 ) 6 0. 86-0.96 (6H, m), 1.36-1.73 (6H, m), 1. 90-2.05 (1H 
, m), 2.25 (3H, s), 2.45-2.60 (2H, m), 2. 95-3. 20 (7H,. m), 3. 22-3.40 (2H, m), 
3.55 (2H, t, J=6.6 Hz), 3.62-3. 70 (2H, m), 3.81 (2H, t, J=4.5Hz), 4.00-4.29 
5 (5H, m), 6.74 (1H, d, J=4. 8 Hz), 6.96-7.01 (3H, m), 7.33-7. 37 (2H, m), 7.44-7 
.54 (6H, m), 8.13-8.19 (2H, m), 10.09 (1H, s) . 

TC^fttit C 42 H 63 N 5 0 5 S-0. 75H 2 0 Calcd. C, 66.95 ; H, 7.29 ; N, 9.29 ; Found. C, 
66.96 ; H, 7. 13 ; N, 9. 32. 
[a] D =-117.7° (C=0. 331% in ethanol) 

io mmwus uk&mA 6 omm) 

(-) -4- ( ( (i --ju\L)v^ 5 --r;i/) *^)V) x;u^y-;u) 

7~U > • V- P - hM-fJl'-D-iSiSt • -zR?n% (3 6 0mg) ^g^X^ 
)V (5ml) , lNlf (2.7ml) \zmMVrc'&ftmVtc.7km\Z 2 5 U 
V2±7kmWi (2.7ml) *MZ.tc'&2 - zfnrt J - )V -WWi*.^ )V (1 : 4) "C 2 ® 

(-) -4- ( ( (i -yptr;i/-i' 5^;^- 5 --r;i/) *^;u) x 

;P7^-;U) 7-'J>^fe.(2E)-3- [5- [4-(2-yh^->If^>')7x 

- 2 - tfo u 1 — r ;n* u 3 --r;p] u;hb (1 7 omg) 

20 ®^DD^> (10ml) »l:DMFS-|Mfci, 0 "C UTEMfc:*-* 
•y-U;U (0.0 4 7ml) ZMXTco SfilCR'bTS!**l«T3 0»K«ib&«, £ 

(-) -4- ( ( (l-^DlfHS^/-Jh5-^) ^^;i/) 
^ - )V) 7- U >, e'jy> (0.87ml) ©> h7tKD77> (10ml) &j£ 
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— . VRWtT.nV—** : WWt^)\s= 3:100) T$H»l«f«U Itfe© 

7^I/77XtlT (S) - (2E) -3- [5- [4- ( 2 - 7 h ^v-X h 

7xzjh -2-tfnu^>- i ;i/t?u 3 — r;i/] -n- [4- [ [ (1 

5 i"J^75h' (13 1mg) (flS-&*4 6) 

1 H-NMR (200MHz, CDC1 3 ) 6 0.87-0.96 (6H, m), 1.34-1.44 (2H, m) , 1. 50-1. 80 (4H 
, m), 1.90-1.96 (4H, m), 3.56 (2H, t, J=6.9Hz), 3.60-3. 68 (4H, m), 3.78-3.83 

(4H, m), 3.98 (1H, d, J=14. 1 Hz), 4.13-4.18 (3H, m), 6.40 (1H, d, J=15. 0 Hz) 
, 6.51 (1H, s), 6.98 (2H,. d, J=8.7Hz), 7.32 (2H, d, J=9.0Hz), 7.40 (2H, d, 
10 J=8.7 Hz), 7.48 (1H, s), 7.71 (1H, d, J=2.4Hz)! 7.78 (2H, d, J=9. 0 Hz), 8.11 

(2H, d, J=15.0 Hz), 8.36 (1H, d, J=2.4Hz), 8.59 (1H, s). 
7nSt##r C 37 H4 5 N 5 0 4 S-0. 5H 2 0 Calcd. C, 66. 84 ; H, 6. 97 ; N, 10.53 ; Found. C, 
66. 72 ; H, 6.96 ; N, 10.24. 

[a] D =-166.5° (00.327* in ethanol) 

15 mmm4 6 (M4 7©«d 

(-) -4- ( ( (l-7 e nlfM5y , /-JP-5-^Jl') 7,)V7J-)V) 
7~U > • P-P- h^^-f fr-D-m&mm. • -7.K?n#J (3 2 7mg) ^itfXf 
)V (5ml) , lNli (2.4 5ml) fC^Lfe^^-^bfeo TkJtfc 2 5 %®.WLl} 
VVJ*7kmm (2.45ml) *1&Xtc'&2 -fun/-)V-WW.^)V (1 : 4) T 

T«^SSL (-) - 4- ( ( (1 -^ntf^-r 5 

) 7,)V7J-)V) 7X'J (2 E)- 3 - [5- [4 - (2 -7* h^->X 

7i-f] - 2 - tfp y i»- i --f;nf u 3 - 2 -^;u7^ 

25 S (16 0mg) ©^^DD^^> (10ml) MCDMFS-iJP^fci, 0 «C 

fc&vi-ri&fc^-tMJ;!/ (0.043ml) &ijq*.fc. MfcB3bTS*i*H$CT3 0 
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#8fc#bfctfc, (-) -4- ( ( (i -^ntr;K5^ 4 /-;v- 5 

) *5=-;i0 7rUX tfU^> (0.79ml) ©f h7th'D77> 

(10ml) »*t, or, &*»H»Tfc#V*T?rFb;fc.MK:l?LT3l$lffli*# 

7A?D7b^77^- (^X^^^^^y-;i- : ftlfJHl : 1 0 0) 
fUffiiSU ffi07 ; E^7 7Xil/T (S) - (2E) -3- [5- [4- (.2-7 
h^S/Xh^v-) 7i^] - 2 - tfn >J V>~ 1 --f;i/k!U 5>>- 3 )V] -2 

-^^;i/-N- [4- [ [ (i -^ntr;]/- iH--r5^v-;i/- 5--r;i/) 

10 ] Xjl/7^JH 7i-M 7i"JJl/75F (156mg) (ft^*4 7) 

1 H-NMR (200MHz, CDC1 3 ) 6 0.91-0. 96 (6H, m), 1.36-1.43 (2H, m) , 1.52-1. 66 (2H 
, m), 1. 72-1.79 (2H, m) , 1.90-2. 00 (4H, m), 2.13 (3H, s), 3. 50-3.57 (6H, m), 
3.79-3.85 (4H, m) , 4.03 (1H, d, J=14.4Hz), 4.09-4.18 (3H, m) , 6.53 (1H, s), 
7.00 (2H, d, J=8. 7 Hz), 7.35-7.47 (5H, m) , 7.50 (1H, d, J=2.4Hz), 7.64 (1H, 

15 s), 7. 76-7.79 (3H, m), 8.36 (1H, d, J=2.4Hz). . 

7nSi##T C 3g H 47 N 5 0 4 S-0. 5H 2 0 Calcd. C, 67.23 ; H, 7.13 ; N, 10.32 ; Found. C, 
67.11 ; H, 7.05 ; N, 10.08. 
[a] D =-134.8° (00.407* in ethanol) 

nmm 4 7 ut&w 4 8 
20 (-) -4- ( ( ( 1 -zfuifjv^ s.yv-)V- 5 — r;p) ^)vy^~)V) 

7-U > • -J- P - h^t'f^-D-iSl?! • — TKfPlb (9 8 8mg) Sftttl^ 
;i/ (7ml ) , 1 NM (5.0 3ml) te»#Lfc«4Hfcbfc. 2 5 

•J^AtKIM (5.03ml) *to?LiZ%k2 -^n/V-^-ffitX^^ (1 : 4) T? 

25 iiJET1?i«$®4 1 e>nfciSCT h 7 h H n 7 7 JP^fcf > fSSMIE 
TT^Sil (-) -4- ( ( (l-7'ntH5^«-5-'fJl/) 
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) xjlyj 7- U (2 E)- 3 - [5 - [4 - (2-^^'>Ih^» 

7i-JH - 2 - (3 -^5=-;i/tfD U i?>~ 1 tf'J 3 -< -2-* 

*)VT9 y;Hfc (5 0 Omg) O^Dn^> (10ml) UMftfcDM F £ — ?fi}Jq 
0t?fc^T«Hb:*3 i 1* ; U;i' (0.13ml) &tia*.1t. gffifCMLT^ijff^ 
5 i^T3 0Wbfci> (-) - 4- ( ( 

-5 — oio ^^;i^) x;u^^n;i^) t-u>, tru^> (2.4mi) ©fh7tn 

D77> (10ml) mmz, Ot, a*81«Tt:*^T}iSTl/fc.'afll:SUT3 
^[S^L-fc^ 7K : £JnATMx^;PTtttbb7c.^JS^7XT?2|Hl, flaftfctftTfcT? 

10 *y^7A7.D?h^7 7^ (Stl^JW^; — ;V : HflfJH 3 : 10 
0) T^iilb, t607^7 7Xi:lt (Ss) - (2E) -3- [5- [4 
- (2-7h^>ih+-» 7i-M - 2- ( 3 n U 5»- 1 --f;W 

tr 3 — r;n - 2 -*^jp-n- [4- c c a -^atf;w- ih-< 5^ 

5 -'OlO ;*^7l/] 7.)Vy<<—)l~\ 7^—)l] 7^'J;V7 5F (6 6 0mg 
15 ) Ub-&%4 8) 

1 H-NMR (200MHz, CDC1 3 ) (5 0.90-0.95 (6H, m) , 1.10 (3H, d, J=6.6Hz), 1.36-1.4 
3 (2H, m), 1.50-1. 78 (5H, m) , 2.00-2.11 (1H, m) , 2.13 (3H, d, J=1.2 Hz), 2.2 
0-2.40 (1H, m), 3.11-3.18 (1H, m), 3.48-3.66 (5H, m), 3.78-3.84 (4H, m), 4.02 
(1H, d, J=14. 1 Hz), 4.09-4.17 (3H, m), 6.52 (1H, s) , 6.99 (2H, d, J=9.0 Hz), 
20 7.34-7.48 (6H, m) , 7.62 (1H, s), 7.75-7.80 (3H, m)., 8.34 (IH, d, J=2.4Hz). 
7G0ftffi C3 9 H 49 N 5 0 4 S-0. 5H 2 0 Calcd. C, 67.60 ; H, 7.27 ; N, 10.11 ; Found. C, 
67.50 ; H, 7.18 ; N, 9.88. 
[a] D =-135.6° (00. 333* in ethanol) 
*«W4 8 <fl^»4 9<0«5S) 
25 (-) -4- ( ( ( 1 —y°t2 tf 7l"f 5 5 — f )V) *?-)V) 7s)\syjHJl) 

7~v y . *s- p - bjv-t-f )u-D-m^Gmm. • — Tkmm (7oimg) swrx^ 
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)V (10ml) > 1NI«? (3.6ml) fc##Lfcgfc#*b;fc. tKJHK: 2 5 XKK* 
U^A**«t (3.6ml) £iQ*.fclfe2 -yD/V-iV-Wlf ( 1 : 4 ) 1? 2 

5 b (-) - 4- ( ( (l-^DHM5^/-^-5-<;V) *?-;io 

T-.U >£#fc„ (2 E)- 3 - [2- [ 3 - (T"fe h=^>pWI/) b!n U 
i?>- 1 -5- [4-(2-^b + ^Ih+'»7i-JV] tf'Ji?>-3--r 

- 2 -*?-)V7 9 V frWt (40 0mg) ®^^on^> (10ml) ^^^D 
MF£—#tifl 0*C^*3ViTm-ft;^-^rit'j;i/ (0.0 9 2ml) M 
10 KMLtii^T3 0»l#Lfct, (-) -4- ( ( (l-^Dtr 

;i/-T 5 — t)V) 7,)V7J~)V) 7 \ZVi?> (2.08m 

1) Of b7tH077.> (10ml) 0*C, t*#i^TCfe^tiTU 

tIfJV= 1:19) T*HBf*«b, ti07^77XtLT (S s ) - (2 E) 
-3 - [2- [3 - (7-fe h3r^*^;i/) tfnU^>- 1 - 5- [4- (2-:/ 

(,^>ih^^)7i-Jl/] fc? U 3 --f ;W] -2-^^^-N- [4- [ [ (1 

-t/atf.^- i H-<5^7-;i/- 5 — r 71^) ^f;p] 7^7^-M 71UW 7 

20 ^iJ^75H (4 5 8mg) ({b^tl4 9) 

1 H-NMR (200MHz, CDC1 3 ) «5 0.90-0.96 (6H, m) , 1.33-1. 43 (2H, m), 1.55-1. 79 (5H 

, m), 1.95-2.13 (7H, m), 2.55-2.65 (1H, m), 3.37-3.43 (1H, m) , 3. 53-3.59 (4H, 
m), 3.63-3.69 (1H, m), 3.79-3. 85 (4H, m), 4.01-4.18 (6H, m) , 6.53 (1H, s), 7 

.00 (2H, d, J=8.7 Hz), 7.36-7.47 (5H, m) , 7.52 (1H, d, J=1.8 Hz), 7.60 (1H, s 
25 ), 7. 79 (2H, d, J=8.7Hz), 7.85 (1H, s), 8.36 (1H, d, J=2.4Hz). 

7tmft$T C 4I H 5l N 6 0 6 S-0. 5H 2 0 Calcd. C, 65.58 ; H, 6.98 ; N, 9.33 ;' Found. C, 6 
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5.59 ; H, 7.01 ; N, 9.03. 
[ a ] D =_n9.8° (0=0.408* in ethanol) 

nmm 4 9 ut^m 5 0 omm 

(Ss) - (2E) -3- [2- [3-,(T-fe>^SX^^;i')t!nU^>- 1 --f JVl 
5 -5- [4-(2-^h + ^>Xh + i')7i^] tf'Jv>-3 — f ;W] -2-*^)\/ 
— N — [4- [ C (l-7n^-lH--f5^/-;i'-5-'fM ^^^] 

7i-iH 7^J^75F (M4 9) (2 2 0mg) Of h?tHn7 
^> (4m 1 ) (4m 1 ) mmziN^Wtiti- h U «^A7K^^ (0.44 

5mi) *%QZ.tcm, mmx°3. smmmwistco inm (o.4mi 

mx.?- : mn^jv= 1 : 9) T?^«isi»b, ^©7^77^^ 

LT (Ss) - (2E) -3- [5- [4- ( 2 - b 3r h 7iZJH - 

2- [3- (tHnwfM trnu^>- i -< ;p] tf u 3 — r;w] -2 
15 -^5p;u-n- [4- [ [ ( 1 -7°n^- 1 h — r 5^1/-^- 5 -<;i/) 

] x;i/7^x;H 7i-M T^UJI/TSH (15 0mg) (fb^5 0) 
1 H-NMR (200MHz, CDC1 3 ) <5 0.88-0. 96 (6H, m) , 1. 33-1.46 (2H, m), 1.50-1.79 (5H 
, m), 2.05-2.16 (4H, m), 2. 45-2. 55 (1H, m) , 3.35-3.50 (1H, m) , 3.53-3.58 (4H, 
m), 3.67-3.71 (1H, m), 3.79-4.18 (10H, m) , 6.41 (1H, d, J=4.8Hz), 7.00 (2H, 
20 d, J=9.0 Hz), 7.28-7. 46 (6H, m) , 7. 52 (1H, d, J=2.4Hz), 7.80 (2H, dd, J=8. 7 
, 1.8 Hz), 8.26 (1H, d, J=3.9Hz), 8.36 (1H, d, J=2.7Hz). 
Ttmftffi C 39 H 49 N 6 0 5 S-0. 75H 2 0 Calcd. C, 65. 66 ; H, 7.13 ; N, 9.82 ; Found. C, 
65. 60 ; H, 7.08 ; N, 9. 54. 
[a] D =-128.6° (C=0.436X in ethanol) 

25 mmm 5 0 ut^m 5 1 <dm&) 

(-) -4- ( ( (l -zfu tr;u-r s.#V-)V- 5 -DV) x;i/^^n;i/) 
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7-U > • V- P- h;WJHD-I5iI • — zMft^ (4 0 9mg) S»Slf 
;U (5ml) , 1NM (2.1ml) te#«*bfc«$HfcLfc»7RSK: 2 5 Xlftlft* U 
"7A7K^?£ (2.1ml) $JUA^2-yn;V-;i'-iiI^ (1 : 4) T? 2 0 

»88E*S*L (-) -4- ( ( (1 -^nKHS^/-^- 5--T ;iO.*9\HO X 
;V7-f=;i/) 7=U>*#&. (2E) -3- [5- [4-(2-7h + ^>Xh^-»7 

izf] -2-(3,4-> ? ^^;i/tfpu^>- i -<;w) tru > J >- 3 -2- 

^^;P7^U;l/K (2 2 0mg) ®^Dn^> (10ml) ilSCDMFS-l 

10 jq^.fe^> oricfc^Tifrfb^-tf-ujP (0.0 5 3m 1) ^iip^.fe„ ificiit^ 
**bb«T3 o^a^b&ft, (-) -4- ( ( (1 -yntf^-r 5^/ 

5-fi ;l) *^)\>) 7>)V7>(~)V) 7-'J>, KU5?> (0.99ml) b 
7kFQ77> (10ml) »«Ki> Ot, S*»H«Tfc*5V>TMTL;fc.MfcR 
UT3BfFI»#tfct, 7K^Jn^Tg^mX5 1 ;i/TjftHibfCo^-^li^7KT?2|Hl, f&ftlJt 

7» tfi©7 ; E;i/7 7^tl'T (S) - (2E) -3- [5- [4- 

(2-7 - h^->ih^-» 7a: -2 -(3, 4-S?^5 1 ;HfnU5?>- i -<;p) 

tfu 3 --f -2-^^;i/-N- [4- c [ (i-7n tfjp- 1 h-< 5 ^ 

20 5 --OlO *7>:7^-;P] 7irM T^'J^JSH (2 2 0mg 

) (fl5-fr«5 1) 

1 H-NMR (200MHz, CDC1 3 ) <5 0.90-0. 98 (12H, m), 1. 36-1. 46 (2H, m), 1.56-1. 80 (4 
H, m), 2.12 (3H, s), 2.20-2.40 (2H, m), 3. 22-3. 27 (2H, m), 3.55 (2H, t, J=6.6 
Hz), 3.58-3.65 (2H, m), 3. 79-3. 85 (4H, m), 4.03 (1H, d, J=14. 1 Hz), 4.09-4.1 
25 7 (3H, m), 6.53 (1H, s), 6.99 (2H, d, J=8. 7 Hz), 7. 35-7. 52 (6H, m), 7.64 (1H, 
s), 7.77-7.81 (3H, m), 8.39 (1H, d, J=2. 1 Hz). 
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7Ci?i##r C 4 oH5,N 8 0 4 S-0. 5H 2 0 Calcd. C, 67.96 ; H, 7.41 ; N, 9.91 ; Found. C, 6 
7.86 ; H, 7.23 ; N, 9.67. 
[a] D =-133.5° (C=0. 26085 in ethanol) 

mnmsi uk&m 5 2 omit) 

5 ' (2E)-3- [5- [4-(2-^h + >'Xh^-»7i^] - 2 - ( 3 - ;* M 
n U z?>~ 1 - tf U V>- 3 --f ;W] - 2 -*7)VT2 U;i/^ (2 1 Omg) © 
>>^Dn*^> (10ml) ilCDMF £ — »;tfct£, OTClCfc^TtfMfeji-^rU- 
U;W (0.0 5 4ml) ^JP^fe„ M(lHlTfi^lIT3 6M#lfci, CO 

mm* 4- [ [ (4 -^d tf;i/- 4H- l, 2, 4- h'j77-;i/- 3--r;io 

10 ] 7^7 7-^] 7~U > (1 5 5mg) <£>tf U >>> (10ml) Ot, g 

•vmm l re* >g mm 2 m, t&*n^7j<T 1 iftofcunsiT^i/DATrftfts 

+»->': Wx^Jl/= 3 : ^2 -iillfjl') -Z?#fHW§S U J|fi07 : E^777fcbT 
15 (2E) -3- [5- [4- (2-7h + '>lK^'» 7i-W - 2 - (3 -^^Jl/ 

tro u *j>- i tru s>>- 3 --r;p] - 2 -*^;i/-N- [4- [ [ (4-y 

DtfJl/— 4H — 1, 2, 4 — MJX 1/ — )V — 3 — f )V) 7.)\>7T—)\<~\ 7 x.— 

)V1 77'J^75 H. (2 7 Omg) (M5 2) 

1 H-NMR (200MHz, CDC1 3 ) 6 0. 93 ,(3H, t, J=7.2Hz), 1.00 (3H, t, J=7.5Hz), 1.1 
20 1 (3H, d, J=6. 6 Hz), 1.36-1.45 (2H, m) , 1.50-1.70 (3H, m), 1.83-1. 93 (2H, m), 
2.05-2.15 (4H, m), 2. 25-2. 35 (1H, m), 3.10-3.20 (1H, m), 3. 52-3.70 (5H, m) , 
3.81 (2H, t, J=4. 5 Hz), 3.98 (2H, t, J=7. 5 Hz), 4.16 (2H, t, J=4. 5 Hz), 4.21 
(2H, s), 7.00 (2H, d, J=9.0Hz), 7. 33-7. 65 (9H, m) , 8.08 (1H, s), 8.35 (1H, d 
, J=2.1 Hz). 

25 7tmtt%\ C 38 H4 8 N 6 0 3 S-0. 75H 2 0 Calcd. C, 66.88 ; H, 7.31 ; N, 12.32 ;Found. C, 
66. 79 ; H, 7.36 ; N, 12.04. 
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mmrn s 2 ut^tj 5 3 ao 

(2E) -3- [5- [4- ( 2 -Z? F + S'X F3r:» 7i-M - 2 - ( 3 - ;* 
Kn U - 1 - 'f ;W KU 5?> - 3 - < -2-^^^-N- [4- [ [ < 4 - :/ 
a 4H— 1,2,4— hU 7*/ — 3 — 1 )V) t^JV] X^7 7-JH 7:c~ 

5 ' )]/] 7&V)V7S. F (200mg) ©$?2?nn*^> (10ml) J&ttcK: 3 - Z n a 
(7 0 %> 112mg) C-7^nn/^> (10ml) 7 S'Cfc 

yW7A^a-7h^77^ (BKx^^^y-^ : »«xf^= 1 : 19) 
T?Milt> ffi®7 ; 6^7 77tLT (2E) -3- [5- [4- (2-^h^r 

j/ih+j/) 7i-;v] -2-(3-^^ji/tfnu^>-i-<;i/)tru^>-3-'f 

;U] - 2 -^5P;!/-N- [4 - [ [ (4-7at;i/-4H- 1 , 2, 4 - h U7^-JV 

15 -3--ov) x;w7^f-;v] 71-M x^u^tsf (ii2mg) ab 

5 3) 

1 H-NMR (200MHz, CDC1 3 ) 5 0. 90-0.99 (6H, m), 1.12 (3H, d, J=6.6Hz), 1.33-1.4 
6 (2H, m), 1.50-1.85 (5H, m) , 2.00-2.15 (4H, m), 2. 20-2. 40 (1H, m), 3.12-3.18 

(1H, m), 3. 45-3.66 (5H, m) , 3.81 (2H, t, J=4. 5 Hz), 4.00 (2H, t, J=7.8Hz), 
20 4. 10-4.23 (3H, m), 4.33 (1H, d, J=13.8Hz), 7.00 (2H, d, J=8.7Hz), 7.38-7.50 

(5H, m), 7.61 (1H, s), 7.79-7.82 (3H, m), 8.13 (1H, s), 8.35 (1H, d, J=2.4H 
z). 

7ci!i##T C 38 H4 g N 6 0 4 S-0.5H 2 0 Calcd. C, 65. 77 ; H, 7.12 ; N, 12.11 ; Found. C, 
65.62 ; H, 7.29 ; N, 11.82. 

25 mmm5 3 ut&m 5 4omm) 

(2E)-3- [2- [3 - (T-fe h*z/*^)l) fcfD U 5?>- 1 -5- [4- 
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(2-yh^->ib+-»7x^v] try v>- 3 --r;i/] -2-^^;i^T^u;i^m ( 

3 7 Omg) ©i?^ UU*$> (1 Oml) MCDMF§- fiSJJDAfc^ 0tl:J3 
^Tmk**W & (0.0 8 5ml) *ftix.r£ 0 MUizM tTtigffl^T 3 0 &m 
WLfc'&. Z(Dmm&4- C C (4-^Dt;i/-4H-l,2,4-h'J7 v y-;V-3 
5 --Y;i/) 7-U > (2 4 lmg) ©tfUi?> (10ml) ^ 

77>f- (^^rit> : »1I5 : JV= 3 : 2-*^X^;l/) ^IMt> tfiCTt 
10 jl/77XtLT (2E) - 3- [2- [ 3 - (T"fe h ^ rP;iO tf n U V > - 1 - -f, 

;p] -5- [4- (2-7h + ->ih^i/) 7irjH tfU^>-3--r;H -2- 
^^;i/-N- [4- [ c (4 -^n tr;i/- 4H- i , 2, 4 - h u 3 --r;i/ 

) XJl/7 7^iH 7iZJl/] X;? IJJV7 5F (3 8 8mg) (1^5 4) 

15 1 H-NMR (200MHz, CDC1 3 ) 5 0.91-1,03 (6H, m), 1. 33-1. 46 (2H, m) , 1.53-1.90 (5H 
, m), 2.03-2.10 (7H, m), 2. 55-2. 65 (1H, m), 3.36-3.41 (1H, m), 3.53-3.57 (4H, 

m), 3.63-3.69 (1H, m), 3.81 (2H, t, J=4.8Hz), 3.98 (2H, t, J=7.5Hz), 4.05- 

i 

4.17 (4H, m), 4.21 (2H, s), 7.00 (2H, d, J=9.0Hz), 7.35 (2H, d, J=9.0Hz), 7 
.42 (2H, d, J=9.0Hz), 7.51 (1H, d, J=2. 4 Hz), 7.55-7.59 (3H, m), 7.69 (1H, s 
20 ), 8.07 (1H, s), 8.35 (1H, d, J=2.4Hz). 

7C^^tlf C 40 H 50 N 6 0 5 S Calcd. C, 66.09 ; H, 6.93 ; N, 11.56 ; Found. C, 65. 92 ; 
H, 7.04 ; N, 11.59. 

4 (4h&W5 5 0M) 
(2E) -3- [2- [3-(TiZ h=^>*3^)tfD 'J 1 - ^ )V1 -5- [4 

25 .- (2 -7 h*>-X b*zs) 7x^Jl/] hf U S» - 3 - rf - 2 -^^JU-N- [ 
4- [ [ (4-^Pfcf;P-4H- 1 , 2, 4 - h V7V~)V- 3 *^)V] X)V 
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7 7-;H 7i^JH T^UJi/TSH (ft-&«»5 4) ( 2 4 0 m g ) Oi?^PD^^ 

> (10ml) 3 - if u oii^.a#i! (70%, I06mg) c^nn^^ 

> (10ml) 7 8<Cfc*H>-OirFl'fco -^<D££ 1 0$H»#Lfc«fc, 

5 MXtCo- ifiCHbT 3 bfc$, ^TttWbfc. ^H^^fP^m 

: KtXfJl/= 1:19) Stfi©7^777iLT (2 E) 

-3- [2- [3 - (X-fe h^pWl^fcTn US>>- 1 --f;H -5- [4- (2- 
10 7h + yXh^i/) 7i-M t!'Ji?>-3-f;i/] -2-^5 L ;i/-N- [4- [ [ 

* 

(4 -T^n tf;i/- 4H- i , 2, 4 -> u T % /-;i/- 3 --r;p) x;i/7^-;i' 

1 '7x-;H 7^'J^75H (14 7mg) (fc£-^ 5 5 ) 

' H-NMR (200MHz, CDC1 3 ) (5 0. 89-0.99 (6H, m) , 1. 36-1.43 (2H, m), 1.55-1.83 (5H 
, m), 2.02-2.22 (7H, m), 2. 55-2. 65 (1H, m), 3.37-3.42 (1H, m), 3. 50-3. 57 (4H, 
15 m), 3.62-3. 70 (1H, m), 3.80 (2H, t, J=4.8Hz), 4.00 (2H, t, J=7. 8 Hz), 4.09- 
4.23 (5H, m), 4.32 (1H, d, J=14. 1 Hz), 6.99 (2H, d, J=9.0 Hz), 7.40-7.57 (6H, 
m), 7.79-7. 82 (3H, m), 8.12 (1H, s), 8.35 (1H, d, J=2. 1 Hz). 
7Gfft##T C 4o H 5 oN 8 O 8 S;0. 5H 2 0 Calcd. C, 63. 89 ; H, 6.84 ; N, 11.18 ; Found. C, 
63.61 ; H, 6.75 ; N, 10.88. 

20 mmm 5 5 ut&w 5 6 omm 

(2E) -3- [2- [3 ~(T± h*z/*3 L )WnVi?>- 1 --r;i/] -5- [4 
- (2-7h + i/Ih^» 7x-Jl/] hf U 3 --Y )V1 -2-*^)l>-N- [ 

4- [ [ (4-7o 4H— 1,2,4— h'JT Z —-i )]/) 7,)V 

7j-)V\ y^-JU] 7? U^7 5 h* 5) (1 1 Omg) O^h^h HP 

25 (2ml) (2ml) *#K:iN#fcfb:^ MJ tfATMSift (0.2 

2 2ml) fciO&fcSK ifiT5.5Wj$bfc, £j»K7j<, 1NIH (0.25 
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mi) &mx.it&* mwt^ji-vmmv, ^mm^^m^m^-vm^^m^^^^u 

y 4- (»8l^H^^;-Jk»iI^=l : 6) T^iiL, tfi©/^ 
JI/77XtLT (2E) -3- [5- [4- (2 -^h^i/Xh+y) 7i-;V] - 
5 2- [3- (tHD + y^^)' tfn'J^>-l--f;N KU3>>- 3 -2 
-pWP-N- [4- [ [ (4-^nlfJH4H-l,2,4-hU7 , /-^-3-'f 
;p) 7iZM 7^U;V75P (7 4mg) 5 6 ) 

1 H-NMR (200MHz, CDC1 3 ) <5 0.90-0.98 (6H, m), 1.36-1. 43 (2H, m) , 1.50-1.83 (5H 
10 , m), 2.00-2.55 (6H, m), 3.39-4.21 (15H, m), 4.31 (1H, d, J=12.6 Hz), 6.99 (2 
H, d, J=8. 7 Hz), 7.32-7. 60 (6H, m), 7.79-7.82 (2H, m), 8.11-8.14 (2H, m) , 8.3 
5 (1H, d, J=2.1 Hz). 

7clt##f C 3g H 48 N 6 0 5 S-0. 5H 2 0 Calcd. C, 64.29 ; H, 6. 96 ; N, 11. 84 ; Found. C, 
64. 19 ; H, 7.06 ; N, 11. 61. 

15 £2609 5 6 (^b-&#j5 7 s -fb-^^3 5 8 ©MB) 

(Ss) - (2E) -3- [4' - (2 -y h*~>X h^riy) -4- [3- (*h* 
z/%)l>#-)l) tf n U *J>- 1 -4 )V1 -1,1' - tf7x— 3 -4)11 - 2 - * 
^;U-N- [4 - [ [ (1 -7°U M)V- 5^!/—^- 5 --f;i/) X 

)Vy^=UV\ 7i-JH 77U;P75H (3O0mg) SrCHIRAKPAK AD 50mmIDX500m 

20 mL . (^\++J-> : 2 -yn/ty— ;P= 1 : 1) TfefflViT^Mb, 210^77x1^^7 
- [fflTHfa* : ^77fl/t7- 1 (ik<&W5 7) (1 4 7mg, > 9 9 % d e ) , &H 
^:y7Xrkt7-2(^i5 8) (1 4 6mg, >9 9%de) ] 
flS^#l5 7 [a] D =-197. 8° (C=0. 177JK in ethanol) 
*fc^#l5 8 [a] D =-44. 2° (C=0. 175* in ethanol) 

25 mmm 5 7 ut&w 5 9 ©mst) 

£»J 5 6 lv*5V>-Ofc##«!lLfc (Ss) - (2E) -3- [4* - (2-:/h**> 



WO 2004/069808 



PCT/JP2004/001181 



-4- [3- (* h^-istUVtf-fr) t!nu5?>-i-f;n -1,1' - 
t'7iZ;i/-3-^JV] -2-*5P;i/-N- [4- [ [ ( i -ya tf;p- 1 H--T 5 

5 --r;v) x;p-7^x;u] 7i^W t^u;vt$f (75mg 

) (Wi^ : ^7^fl/t"7- 1 (ft^tl 5 7)) > 5fh7tFn77> (2.5ml 
5 ) -*?/—)V (2. 5m 1 ) lN^ftthU^A*^ (0.3 1m 

i) ^m^^m^mm.r.mytvx 7mmmwhtco inm co.smi) £in*.fc 

l/T,ifiO»ItbT (S S) - (2 E) - 3 - [4' - (2-7b^>Xh^'» 
10 -4- (3 -#;i^^>tf D U 1 -<)V) -1,1' -f7i-JK3-<JH 

- 2 -*3\>u-n- [4- [ [ (i -^"ntr;i/- ih-< s.yv— )V- 5 --r;i/) ^ 

9^] 7^7^z;H 7x^1/] 7^U;V75h' (i?7Xr U'rfrT — 1 (ft^t; 5 9 ) 
), (21.0mg.99.0%de) 
[a] D =-376. 1° (C=0. 224* in chloroform) 
15 8 (fb'&tf 6 0 ©«jg) 

*1^5 6l;fe^T^fJUfc (Ss) - (2E) -3- [4' - (2-^h^~> 

xh^» - 4- [3- (* h^;fr;i^^;p) trnu^>- l --r;M -1,1' - 
if 7x-;p- 3 — r;n - 2 -^^;i/-N- [4- c [ (i-7otji/-iH-^5 
5 — r;w x^^-^] 7x-W t^uji/Tsh (ii5m 

20 g) (TO:i'77fW-2(M5 8)) > 5fb5hFD77> (4ml 
) - : ^^y-)l/ (4m 1 ) 1 NjMMfc^h U Azfc»tt (0. 4 7m 1 

) *iP^..Sg*»BB«T.jft^bT7I^MJft#|ibfc. 1NM (0.7 5ml) *in*fc 

25 bT,fcft©ei&£UT (Ss) - (2E) -3- [4' - ( 2 - ^ h=^>X h*5s) 
-4- (3-*M^»>KniJ^>-l-<W -1,1' -k'7i^-3-<Jk] 
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-2-*?;i/-N- [4- [ [ ( i - yo tf;u- lH--f5 * 

X)V74-)V\ 7^'J^75H (^7XfI/t7-2 (<fb£-$J6 0) 

), (2 6. 9mg, 9 9. 8 %d e) 
[a] D =+76.6 0 (C=0. 208% in chloroform) 
5 Kl«J 5 9 Mk&m 6 1 <Z>M) 

(s) -4- [ [ ( i -yo tr;i/- i H--r 5 5 --r;w) 

7=U > • 5?-p- Ml^-Ol'-D-iSem^l TRfPtl (1.20g) 
X5^;U (10ml), 1 N&m (6.09ml) L fc„ Tkil £ 2 5 %^ 

m#'J^A7k}M (6.09ml) £Jn*.fc^, 2-^D/t;-^-||lfJl/ (1 : 
10 4) T?2®Jtt|ffiLfc. ^^li^^-fe-B-T^fP^mTKT^V^ M^^^ATf^ 

mm&g&h (s) -4- [ [ (i -^ntr;i/- iH--r s^/-;!/- 5 — r;io ;* 

x;i/7^zi;i/3 7-U>£#fc. (2E) -3- [4' - 
>-) -4- [3- (2-xh + ->-2-t+yi5 1 ;i/) eou>?>- l l, 

15 1* -k'7i-^-3 — OH - 2 U;W» (700mg) Orh7th' 

n^^> (iomi) iiicDMF ^— ^tinAfe^, orfc^vi-cmte^+Hj ;i/ ( 

0.156ml) SiP^feo iflKMLTgi^i^T3 0^Lfct> £<Di#M£ 

(s) -4- [ [ ( i -^d tr;i/- i h — rs^y-;i/- 5--r;p) xjvy 

4 x;H 7-U>, tf'J> ? > (2.8 9ml) (Dfh7tHa77> (10ml) MWi 
Mx^;H?tt£flLfe.^ag^7jcT 2 UK &?U:£i&7jcT i 1 0jSfeofcili7n>'^ 

w - mm.*.^)^*? ;-)v mn^)v= 3 : 100) T#$t;wa!iu f6©7 

^77XtlT (Ss) - (2E) -3- [4* - ( 2 - 7* h * >>X h -4 

25 -[3- (2-ib^>'-2-^yifii') eaijy>- i — r;i/]- 1, 1 ' 

3 --r ju] -2-*^;i/-N- [4- [ [ ( i - ^a tf;u- l H--f s #v 
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—)V- 5 )V) *^Jl>] X)V7 j 7i-Jl/] 7^'J;V7SF (7 10mg) 
(4k&®)6 1) 

1 H-NMR (300MHz, CDC1 3 ) <5 0.89-0. 96 (6H, m), 1.25 (3H, t, J=7.2Hz), 1.30-1.4 

3 (2H, m), 1.55-1.80 (5H, m), 2.10-2.25 (4H, m), 2.47-2.49 (2H, m), 2.60-2.75 
5 (lH. m), 3.08-3.13 (2H, m) , 3.25-3.45 (3H, m), 3.55 (2H, t, J=6.9Hz), 3.77- 

3.82 (4H, m), 4.02-4.17 (6H, m), 6.59 (1H, s), 6.89 (1H, d, J=8. 1 Hz), 6.98 ( 
2H, d, 1=8.7 Hz), 7.34-7.47 (7H, m), 7.57 (1H, s), 7.80 (2H, d, J=8.7Hz), 7. 
95 (1H, s). 

7C5ii##f C 43 H 54 N 4 0 6 S-0. 5H 2 0 Calcd. C, 67. 60 ; H, 7.26 ; N, 7.33 ; Found. C, 6 
10 7.41 ; H, 7.26 ; N, 7.25. 

[a] D =-108.3° (00.492* in ethanol) 
«#I6 0 Uk&% 6 2 
(Ss) - (2E) -3- [4* - (2 -^h^v-X h^v-) - 4 - [3 - (2-Xh 
2 -t^VI^) tf □ U 1 — T 1 , 1 * - fyi-Jk 3 -<f )l> 

15 ] -2-^^;i/-N- [4- [ [ (i -7u\f.)V- ih-<$^;-jk 5 — nv) 

*3-)V~\ ^^7^-;P]7x-;i/] T^U;UT$H (3 6 0mg) Of ^th'D7 
^> (10ml) (1 0ml) 1 Ny^mit-T h U »>A7K»« (1. 

4 3ml) &flDA;fc«» ^tai?lBm^bfeo .1N1* (2.0ml) , 

7^77XibT (Ss) - (2E) -3- [4' - ( 2 - 7 h *~>X h^F-vO - 

4 -[3- (#;n«4 t S'*^;p) tfo u i — r;i/]- 1 , 1 ' - h'7i-^- 3 - 
-r;H - 2 -^^;l--n- [4- [ [ (1 -t/ntf^- 1 H--r s 5 — r 

;I0 7;P7-f-;H 71-^] 7^'JJP7SH (18 2mg) (<ffc£-#l6 2 

25 ) Sfcfc. 

7C^i##r C 4I H 50 N 4 0 6 S-0. 5H,0 Calcd. C, 66.91 ; H, 6.98 ; N, 7.61 ; Found. C, 6 
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6.71 ; H, 6.99 ; N, 7.47, 
[a]„=-118. 5° (C=0. 501* in ethanol) 

mmm i 

5 -^nt- 2 -7Mn^>X7;i/ft K 5 . 0g (2 4. 6 5 U ^Jl) , ^1*- 
5 t Ho- 1 H-T-tftf>3. 33ml (29. 55'J TkZffitf&jJ U OA 5 . 1 

g (3 6. 9 CDMF (50ml) ig^l, 8 0 tT 2 0 mmMW b 

t?n^A«bfc. Mffir^^> ^s^^^A^n-^ ht?77j- mm. 

X^ : ^\=^^> 1 : 1 9) TftmmmV, tfeO»iKUtUT2-7tVO- 1 - 
10 -f^-5-^a^>X7;VftF (5. 2g) &%tco 

1 H-NMR (200MHz, CDC1 3 ) <5 1. 51-1. 86 (8H, m) , 3.56-3.41 (4H, m), 6.96 (1H, d, J= 
9.0 Hz), 7.46 (1H, dd, J=9.0, 2.6 Hz), 7.82 (1H, d, J=2.6Hz), 10.10 (1H, s). 
IR (neat) 1680, 1588, 1481, 1404, 1267, 1175 cm- 1 

2 

15 2 -TifA'>- 1 --OP- 5 -7nt^>X7;i'Th H ( 1 . 0 g ) K:£X@mx^;P 
(6. 4 2ml) tfmmv*^;!/ (1 0ml) h U ^A* H 

(2 8%/^;-;|/M, 2. 2g) 5 0TCT2 OBtP^^^bfCo 

20 ^yj- mW.?.^)\> : s\*-V-> 1 : 19) T#««f»L\ 5l£<£tel^%<h LT (2 
E) -3 - (2 -Tif/\°>- 1 --DV- 5 -^O^E^x-^) 7i7'JJHISI^ (0 
. 9 6 g) £#fco 

'H-NMR (200MHz, CDC1 3 ) 51.34 (3H, t, J=7. 1 Hz), 1. 63-1.86 (8H, m), 3.05-3.19 
(4H, m), 4.26 (2H, q, J=7. 1 Hz), 6.30 (1H, d, J=16. 2 Hz), 6.95 (1H, 
25 d, J=8.8 Hz), 7.35 (IH, dd, J=8. 8, 2.6 Hz), 7.58 (1H, d, J=2.6Hz), 7.99 (1H 
, d, J=16.2 Hz). 
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IR (neat) 1713, 1630, 1480, 1260, 1177, 912, 743 cm' 1 
###J 3 

7)V3>BM$iT. (2E) -3 - (2-7fA>-l-<^-5-^D ; E7i^ 
) 7 2 V)VWtX.^)l (0. 96g) , 4- (2-7h^>Ih^y) 7 x. — )V#VWt 
5 (0. 78g) , &km%V*7& (0. 75g) © h;l/X>-X^/-;i/-7K (3 0- 
3 -3ml) MT?lRSM8fc#bfc. KJfcSMc:^ h7 + 7 ( h U 

*X7^» A*^>"^A (0. 16g) 6 9$ffltiQf!tk&ffiV1to MU^H^M 

io 19 — 1:15) -c^mmmv. n^om^kmt.vx (2 e> - 3 - [4 -x-fev\°> 

- 1 )V- 4 ' - (2 -t/h^v-x h*-» -1, l* - t'7i^- 3 
T^U;V^X^;P (8 4 2mg) 

'H-NMR (200MHz, CDC1 3 )<5 0.93 (3H, t, J=7.3Hz), 1.28-1. 48 (5H, m) , 1.53-1.67 
(2H, m), 1. 69-1.90 (8H, m), 3.12-3.26 (4H, m), 3.55 (2H, t, J=6.6Hz), 3.81 ( 
15 2H, t, J=4. 8 Hz), 4.16 (2H, t, J=4. 8 Hz), 4.28 (2H, q, J=6. 9 Hz), 6.40 (1H , 
d, J=16. 1 Hz), 6.98 (2H, d, J=8. 8 Hz), 7.13 (1H , d, J=8. 8 Hz), 7.44-7.51 (3H 
, m), 7.67 (1H, d, J=2.2 Hz), 8.51 (1H, d, J=16. 1 Hz). 
IR (neat) 1709, 1630, 1607, 1487, 1453, 1302, 1246, 1175, 1125, 820 cm" 1 
##0!]4 

20 (2E) -3- [4 -7-K A*>- 1 )l>- 4 ' - ( 2 - 7 h 3r ~>X h^vO -1, 
1' -tf:7xx;i/- 3 — (JV1 7^'JJHlf;i'8 4 2mg (1. 8 15'J^) <£> 
THF-X^/-;U (5- 1 0m 1) Si"PlN*»ftth'j!>a»»4 
. 0ml (4. 0 5U^) SJra^., 60 < C-C24HF«lfc. 

imm (4. omi) ttmx. ssi^tiiiibfc. #^M*«asi^7KT^#b 
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) - 3 - [4 -TilV\ a >.- l 4 ' - (2-^h^">Ih^-» -1,1' - 

If 7i-Jh 3 -4 T&VJVWL (5 5 1mg) 
mp 135-138TC 

1 H-NMR (300MHz, CDC1 3 ) 6 0.93 (3H, t, J=7.2Hz), 1.34-1.46 (2H, m), 1.57-1.66 
5 (2H, m), 1.70-1.86 (8H, m) , 3.21-3.25 (4H, m), 3.56 (2H, t, J=6.6Hz), 3.81 ( 
2H, t, J=5.0 Hz), 4.17 (2H, t, J=5. 0 Hz), 6.41 (1H , d, J=15.9 Hz), 6.99 (2H, 
d, J=9. 0 Hz), 7.15 (1H, d, J=8. 7 Hz), 7.47-7.52 (3H, m), 7.68 (1H, d, J=2.4 
Hz), 8.24 (1H, d, J=15.9 Hz). 

IR (KBr) 1692, 1618, 1605, 1487, 1327, .1304, 1279, 1246, 1117, 816 cm" 1 7Cijt# 
10 ffi C 27 H 3S N0 4 Calcd. C,. 74.11 ; H, 8.06 ; N, 3.20 : Found. C, 74.18 
; H, 8.07 ; N, 2.98. 

mmm 5 

2 -Tif/1>- 1 5 -^nt^>X7;i/ft H (2. 0 g ) & &tf7n \f.Jr 

>Wt*^)l (0. 7 5ml) <om.WLV*J-)\, (20ml) tbU-^A/h^ 

i5 i/Y (2 8%*? ;~-)umm, 2. o g ) 6 0x^-^6 4mmmwvr^ a im 

+f-> 1 : 9 9) nfrmmmv. n<&<Dmvtwzii>T (2 e) - 3 - (2 -thk>- 
i--r;p-5-^o^7i-;i/) - 2 -^j-hrz V)un*^)i (1. 3 0 6 g) £ 

20 #feo 

'H-NMR (300MHz, CDC1 3 ) 6 1. 63-1. 78 (8H, m), 2.06 (3H, d, J=1.5 Hz), 3.12-3.15 
(4H, m), 3.82 (3H, s), 6.91 (1H, d, J=9. 3 Hz), 7.29-7.33 (2H, m), 7.69 (1H, s 
). 

IR (neat) 1713, 1481, 1449, 1275, 1248, 1192, 1119, 909, 737 cm" ' 
25 ###| 6 

7)i3>nmm.T. (2E) -3- (2-xi?^>- 1 --r )v- 5 -zfu=ey ^-)v 
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) - 2 -**)V7!7 V)Vm.*^)\, (1. 3g) , 4- 7i 
(1. 0 5 g) %>&T$mfc* U #A (1. 0 2 g) OD h;i/X>-x^ 7- 

)v-* (4 o - 4 - 4m i ) m^mz^WL-zimmmnhrco Kfomizf-b?** ( 

h u ^x-;i/7fNX^^ » n^wj* (o. 2 0g) ^tin*., si^irtMftELfc. 

X^;i/ : ^*1t>l : 1 9) T^ilffiMb, tWiilt (2 E) - 3 - [4- 
7i£A>- 1 --f 4 ' - (2-^h^>Ih^» -1, 1' -E7i^-3 
--ni/l - 2 -^^;PT^ U^g?^^^ (1. 3 8g) 
10 mp 86-89^ 

1 H-NMR (300MHz, CDC1 3 )<5 0.93 (3H, t, J=7.5Hz), 1. 34-1. 46 (2H, i) , 1.55-1.66 
(2H, m), 1. 67-1. 82 (8H, m), 2.13 (3H, d, 1-1.8 Hz), 3.18-3.22 (4H, m), 3.55 ( 
2H, t, J=6. 6 Hz), 3.80 (2H, t, J=5.0Hz), 3.83 (3H, s), 4.15 (2H, t, J=5.0Hz 
), 6.98 (2H, d, J=8. 7 Hz) , 7.09 (1H, d, J=9.3Hz), 7.41-7.48 (4H, m), 7.85 (1 
15 H, s). 

IR (KBr) 1711, 1605, 1487, 1273, 1246, 1119, 909, 820, 737 cm" 1 
7tmftffi C 29 H 39 N0 4 Calcd. C, 74.81 ■ H, 8.44 ; N, 3.01 : Found. C, 74.83 
; H, 8.38 ; N, 2.88. 
7 

20. (2E) -3- [4 -7Mn>- 1 -*f)V~ 4 ' - ( 2 - ~? h*'>X h*-» -1, 
1' -t7i^ L 3-<M - 2 -*^)V7>7 VfrWt*^)V (1. 3 8g) 0TH 

f-x^/-;p (5-1 omi) mmiz, mm.-vi N^mit± h u &&7kmm (5. 

0ml) Sim*, 60tT'5BF»Lfc. 0*07? 1 Ni£l£ (5. 0ml) &JpA» B 
;l/T?i$fc#U St6©#£ll<hLT (2E) -3 - [4 -7-fe?/1>- 1 — HP- 4 * - ( 
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2 - ^h^J/i h^rvO -1, 1' -t*7i^-3-<^] ~2-*?-)VT>7V)\> 
Wt (8 7 7. 9mg) 
mp 124-126^ 

1 H-NMR (300MHz, CDC1 3 ) 60.93 (3H, t, J=7.2Hz), 1.32-1.45 (2H, m), 1.56-1.66 
5 (2H, m), 1.67-1.84 (8H, m), 2.16 (3H, d, J=1.5Hzj, 3.20-3.23 (4H, m), 3.55 ( 
2H, t, J=6.8 Hz), 3.81 (2H, t, J=5.0Hz), 4.10 (2H, t, J=5.0Hz), 6.98 (2H, d 
, J=8.7 Hz), 7.11 (1H, d, J=9.0 Hz), 7.42-7.48 (4H, m), 7.99 (1H, s). 
IR (KBr) 1663, 1605, 1590, 1495, 1316, 1246, 1182, 1117, 1046, 831 cnf'TcSt^- 
#f C !8 H 37 N0 4 Calcd. C, 74.47 ; H, 8.26 ; N, 3.10 : Found. C, 74.30 
10 ; H, 8. 19 ; N, 2. 93. 

5 -fu=E- 2 -7Mn^>X7Jl/rk K (2. 5 g) , ^i*;*^ V >-f 5 > ( 
1. 7ml) -BOSwim-ft U£ i> (2. 5 g) ODMF (25ml) m£>W&. 8 OX: 

hif^yj- mm^Jl : ^+>->l : 19) T#$t*»§SU fMWtbt 
2 -7"/tJ>- 1 5 -7*D^>X7JPrt K (2. 9 1 g) £#fc„ 

'H-NMR (300MHz, CDC1 3 ) 6 1. 55-1. 80 (10H, m), 3.39-3.42 (4H, m) , 7.00 (1H, 
d, J=9. 0 Hz), 7.47 (1H, dd, J=9. 0, 2.6 Hz), 7.82 (1H, d, J=2.6Hz), 10.17 (1 
20 H, s). 
#^J9 

2 -7V*>- 1 5 -7*o^>7:7;i'Tt f (2. 9g) ^cfc^mx^ 

;U (1. 2 4ml) <Dmm-J^)V (30ml) mmiZ, th'J9Alh + '>H (2 
0%X.? y~-)imWi, 5. Og) £#P;L, 5 0 *CT 1 8 R#IM# bfc. lN^T^fP 
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1 9) Stft £UT (2 E) - 3 - (2-7y*> - 1 )V 

- 5 -^Dt7x^) (2. 7 7g) 

1 H-NMR (200MHz, CDC1 3 )<5 1.34 (3H, t, J=7. 1 Hz) , 1. 61-1. 80 (10H, m) , 3.06-3.21 
(4H, m), 4.26 (2H, q, J=7. 1 Hz), 6.28 (1H, d, J=15.9 Hz), 7.02 (1H, d, J=8. 6 
5 Hz), 7.37 (1H, dd, J=8. 6, 2. 5 Hz), 7.59 (IH, d, J=2. 5 Hz), 8.11 (1H, d, J=15 
. 9 Hz) . . 

IR (neat) 1713, 1480, 1312, 1264, 1177, 909, 737 cm" 1 
1 0 

y )vzf>mmmy. (2E) -3 - (2-7 , /*>-i-f^-5-yDt7i^ 

10 ) 7? iJ^Xf 1 ;!/ (2. 77g) , 4- (2 -r/h^X b*zs) 7^-)V-&Vm 
(2. 16g) jo&Ztmm* U (2. 09g) <D h )V3-> - X.? J - (8 

0-8 -8ml) I^^SlTll$F H 1il#bfc. KfoftlZT- b 7 *X (h'J7i- 

wx7^» a^s^a (o. 4 4g) ^spa> emmuammrnvrcio ijatT^ 

15 7AT|gIlfc. MflETit^m, SSSSr^A^a-T htf^yj- (TOx^;P : ^ 
1 : 19) T^-giffiMU, ffiCjtflttliUT (2E) - 3- [4-7^> 

- 1 4 ' - (2-7*h + '>Ih + -» -1, 1' - k'7iZjl/- 3 --f Jl<] 
T^U;^X^;i/ (2. 9 7g) 

'H-NMR (200MHz, CDC1 3 )<5 0.93 (3H, t, J=7.3Hz), 1. 25-1. 48 (5H, m) , 1.53-1.84 
20 (12H, m), 3.12-3.27 (4H, m), 3.55 (2H, t, J=6.6Hz), 3.81 (2H, t, J=4.9Hz), 
4.16 (2H, t, J=4.9 Hz), 4.27 (2H, q, J=7.2Hz), 6.38 (1H, d, J = 16.3Hz), 6.98 
(2H, d, J=8.8 Hz), 7.21 (1H, d, J=8.8Hz), 7.44-7.52 (3H, m), 7.68 (1H, d, J 
=2. 6 Hz), 8. 27 (1H, d, J=16. 3 Hz). 

IR (neat) 1709, 1630, 1609, 1487, 1453, 1366, 1248, 1175, 1128, 1044, 910, 82 
25 6, 737 cm" 1 

mmm 1 1 
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(2E) -3- [4-7 , ;*>- 1 — T )V- 4' - (2-yh^>IhtJ/) -1, 
1' -If 7i-ih 3 (2. 97g) OTHF-I^y- 
;i/ ( 3 0 - 6 0 m 1 ) m%i\Z, ^U~? 1 N7Kmfc± h U ^ AtK^^ (12. 0ml) 
*Jmit, 6OtT3 0P^Ufc. OtTlNSt (1 2. 0ml) Sii, BUlf 
5 ^iffibfc. *«^£«MfcfcilUkTife#L» ffiKT^^ATftfcUfc. MEET 
HiSm, ig5*7A^n?h^77^f- (»Sxf;k^>l : 9 -> 1 : 8- 
1 : 7 — 1 : 5) U ffiC^fttll (2E) -3- [4-7^>- 

i--r;p-4* - (2 -:/h^>x h=^» -l, i' - \dy^~)v- 3 --r;i/] 7 
^ u;w» (i. 4 8 g) ^#fco 

10 1 H-NMR (300MHz, CDC1 3 ) 50.94 (3H, t, J=7.2Hz), 1. 34-1.46 (2H, m) , 1.57-1.66 
(2H, m), 1.67-1. 85 (10H, m), 3.17-3.27 (4H, m), 3.56 (2H, t, J=6.6Hz), 3.81 
(2H, t, J=5.0 Hz), 4.17 (2H, t, J=5.0Hz), 6.39 (1H, d, J = 16.0 
Hz), 7.00 (2H, d, J=9.0 Hz), 7.21 (1H, d, J=8.7Hz), 7.46-7.53 (3H, m) , 
7.69 (1H, d, J=2.1 Hz), 8.35 (1H, d, J = 16.0 Hz). 
15 IR (KBr) 1682, 1620, 1607, 1487, 1451, 1418, 1271, 1246, 1208, 1127, 1067, 83 
1, 814 cm"' 

7Ci!i##T C 28 H 37 N0 4 Calcd. C, 74.47 ;'H, 8.26 ; N, 3.10 : Found. C, 74.47 

; H, 8.28 ; N, 2.93. 
##01J 1 2 

20 5 -yn ; E-2-7;^n^>X7;i'fkH (2. 5g) > ^V7*f;P7 5> (2 
. 8ml) R^m^-hU^A (2. 0 g) (DDMSO-tK (2 5 -10ml) 

D-7h^57^- mWLX-^)V : ^\^it>l : 4 9) TMfil, Jt£<£tfti#%£ 
25 LT 5 -yot- 2 - (^V^75 7) ^>X7Jl/ftF (1. 9 3g) &ft 
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•H-NMR (300MHz, CDC1 3 )<50.84 (12H, d, J=6.6Hz), 1.82-1.98 (2H, m), 3.10 

(4H, d, J=7. 5 Hz), 7.02 (1H, d, J=8.7Hz), 7.50 (1H, dd, J=8. 7, 2.7 Hz), 7.8 
5 (1H, d, J=2. 7 Hz), 10. 19 (1H, s). 

IR (neat) 1684, 1586, 1480, 1468, 1389, 1254, 1177, 1152, 1113 cm" 1 
5 1 3 

^.mnm^T. **<ft±Mj#A (6 0%, o. 3 0g) <dv)vjl> oomi) m 

mWz ? OttylW7*;ffSxfil' (l. 6.6 g) OhJH> (10ml) 

mmzmrvrc otT3o^ntm T^xtn (i. 9 3g) ©t>;i/x> (2 
omi) mm&ffiTvtc. 2mmMMMWi. 7K^im^mmx.^)vxmmvfc 0 mm 

A^n?h^77>f- mmx.^)v : 1:49) ^iiiiu, 

WtVT (2E) -3- [4* - (2 -r/h^X h*-» -4-(^V^Jl/7 5 
7)-l, 1' -k'7i-Jl/-3-<;i'] 7W)\>m^)V (2. 2 1g) £#fco 
1 H-NMR (300MHz, CDC1 3 )<50.86 (12H, d, J=6.6Hz), 1.33 (3H, t, J=7.2Hz), 
15 1.72-1.86 (2H, m), 2.75 (4H, d, 1=7. .2 Hz), 4.26 (2H, q, J=7.2Hz), 6.32 

(1H, d, J=16.2 Hz), 7.01 (1H, d, J=8.7Hz), 7.38 (1H, dd, J=8. 7, 2.4 Hz), 7. 
63 (1H, d, J=2.4 Hz), 8.08 (1H, d, J=16.2Hz). 

IR (neat) 1715, 1632, 1480, 1391, 1368, 1312, 1279, 1175, 909, 739 cm" 1 
l 4 

20 7^rf>#ffl^,T> (2E) -3 - [5-^n^6-2- (^V^W$;) 7 x 

x;i/] 7 7'J;H!xf;p (2. 2 l g) , 4- (2-7b^^>ih^» 7,xx;i/*c 
(l. 6 5g) ^.k^m^'J^A (l. 6 0g) (D h;i/x>-x^y-;w-7jc 
(6 0-6 -6ml) ^-§r^£^STlPf|lJ!M#bfc. KJfe* fc^ h ^ (h'J7 
i-M77Y» K^Wl* (0. 3 3g) £2jn*., 6R#^5Pl^jl^L,feo 
25 Ti$£n^, 7K^5P^.#i?X^^Tffltt}bfc. ^$8«£&fn:&J&7.kTi$fc#b, 
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: ^\3r-tJ->l :49—l:29-*l:19) T#»ttt«U ffi©»«iitT (2 
E) -3- C4' - (2-^^>Xh^» -4-(^V^75;)-l, 1 

' -t*7i-;p- 3 --r;i/] 7^u;m^ (2. i2 g ) 

1 H-NMR (300MHz, CDC1 3 )<50.90 (12H, d, J=6.6Hz), 0.94 (3H, t, J=7.5Hz), 
5 1.32-1. 45 (5H, m) , 1: 52-1. 66 (2H, m) , 1.78-1.92 (2H, m), 2.79 (4H, d, J=7. 2 
. Hz), 3.56 (2H, t, J=6.8Hz), 3. 81 (2H, t, J=4.9Hz), 4.17 (2H, t, J=4.9Hz), 
4.27 (2H, q, J=7.2Hz), 6.41 (1H, d, J = 16.2Hz), 6.99 (2H, d, J=8.7Hz), 7.19 
(1H, d, J=8.7 Hz), 7.48-7.51 (3H, m) , 7.71 (1H, d, J=2.4 
Hz), 8.26 (1H, d, J=16.2 Hz). 
10 IR (neat) 1711, 1630, 1487, 1466, 1277, 1248, 1177, 1127, 910, 737 cm" 1 
1 5 

(2E) -3- [4' - (2-^h + ^Ih^V),-4-(^V^75;)-l 
, 1' - k'7i-Jl/- 3 ;H T^'J^il^ (2. 12g) othf-x^; 

-)v (i o - 2 o m i ) mm\z, ^n~? 1 ntk®!^^- h u * &*mm. do. omi 
15 ) 6 otT2 ommmwirtz. otTimt* do. omi) m 

ill (2E) -3- [4* - (2-^h^'>Ih^i» -4-(^V^75; 
)-l, 1' -k , 7i-Jl/-3--Y;V] 7^7'JM (1. 9 0g) 

20 'H-NMR (200MHz, CDC1 3 ) 50.89 (12H, d, J=6.6Hz), 0.93 (3H, t, J=7.4Hz), 

1.30-1.48 (2H, m), 1. 55-1. 67 (2H, m), 1.75-1.96 (2H, m), 2.84 (4H, d, J-7.4 
Hz), 3.56 (2H, t, J=6.6Hz), 3.81 (2H, t, J=5.0Hz), 4.17 (2H, t, J=5.0Hz), 
6.42 (1H, d, J=16.1 Hz), 6.99 (2H, d, J=8.8Hz), 7.19 (1H, d, J=8.6Hz), 7.4 
7-7.54 (3H, m), 7.72 (1H, d, J=2.2 Hz), 8.32 (1H, d, J=16. 1 Hz). 

25 IR (KBr) 1707, 1674, 1624, 1485, 1275, 1244, 1128, 995, 814 cm"' 

7tmftVr C,,H«,N0 4 CaIcd. C, 74.48 ; H, 8.84 ; N, 3.00 : Found. C, 74.36 
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; H, 8.84 ; N, 2.92. ' 

mmm 1 6 

5 -ZfWE- 2 -7;i/tD^>X7JPfk H (2. 5g) , y Zf^)V7°n M)]/7 5 
>Itt (2. 8 0g) RMth'J^A (3. 91g) ©DMSO-* (25-1 
5 0ml) U&m* 2 4B#F^Jn^«gftbfeo ^i&^T^Sm, ^mx^;i/T*j*ta L fc 0 

mm&X^&Zn^ b If 77 J— (SiXfJV : ^\^+h> 1:49) 7?ftMffiU.L, 
ffi©itllilT5-yp ; e-2- (^Dt!;l/) 75;] ^>X7)l> 

7kF (2. 1 8 g) 

10 ^^^H^iT, TK^'fb^-hU^A (6 0%, 0. 4 8 g) © Wl/X> (10ml) 5^ 

mmz, ox^x'^x.^jv^x-^/mm^ji (2. 4m d ©mi^x> Qomi) 

) 75;] ^>X7;Pft H (2. 1 8 g) © h;Px> (2 Om 1 ) SI^lTlfc 

. 2B#f^sn^M^^, 7K^ip^#mx^;UTfflmL.feo W^S^^^^7jc-e^^b 

mmX^JV : "\*+f-> 1:49) t^illb, ^&<Z>ft&*£#J £ bT (2 E) - 3 - 

[5-^nqE-2- (^Dt!^) 7$y] 7^u;Hti^ 

( 1 . 9 6 g) £#fco 
1 H-NMR (300MHz, CDC1 3 )<50.81 (3H, t, J=7.5Hz), 0.87 (6H, d, J=6.6Hz), 1.34 
20 (3H, t, J=7. 1 Hz), 1.41-1.54 (2H, m), 1.68-1.81 (1H, m), 2.79 (2H, d, J=7. 1 H 
z), 2.85-2.90 (2H, m) , 4.26 (2H, q, J=7. 1 Hz), 6.33 (1H, d, J=16.2 Hz), 6.97 
(1H, d, J=8. 7 Hz), 7.38 (1H, dd, J=8. 7, 2.4 Hz), 7.64 (1H, d, J=2.4Hz), 8.04 
(1H, d, J=16. 2 Hz). 
IR (neat) 1717, 1480, 1312, 1275, 1179, 1111, 1034, 909, 739 cm" 1 
25 ##01J 1 7 

7)l3>mm^.T, (2E) -3 - [5-^0^6-2- [-TV Zf^)V (Zfuifjl) 7 
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5/] 7i-M (1. 9 6g) , 4- ( 2 - :/ h * v-x h^>0 

7xn;V7h:^m ( l • 5 1 g) *$«ktflfe»# U9A ( l . 4 7 g) c> h;i/x>-x^ 
7-;i/-7jc (5 0-5 -5ml) fi^4fc£MT? 1 l$Mifc#b;fc. S^l:f h7^ 
X (hiJ7i^^7^» n=7W& (0. 3 0 g) £ifP*., 6 l$M;bn&&&iEb 

, SH*^*^* AT?tt*b&. *JBET*ISfa> SS^5A^n7h^77^- ( 
fftlfJl' : ^\^it> 1 : 2 9-* 1 : 19) T#«Hll«b» HtfttDJftJR* t bT (2 
E) -3- [4' - ( 2 h^->X h^r-» -4- [^7 7*^ (^DK;i/) 75 
/] -1, 1* -H7i-JK3 — r;P] 7*U;W«X^;U (1. 5 6g) 

10 1 H-NMR (300MHz, CDC1 3 )<50.83 (3H, t, J=7.4Hz), 0.91 (6H, d, J=6.6Hz), 0.93 
(3H, t, J=7.4Hz), 1.32-1.66 (9H, m), 1.74-1. 85 (1H, m), 2.81-2.96 (4H, m), 3 
.56 (2H, t, J=6.6 Hz), 3.81 (2H, t, J=5.0Hz), 4.17 (2H, t, J=5.0Hz), 4.27 ( 
2H, q, J=7. 1 Hz), 6.43 (1H, d, J=16.4Hz), 6.99 (2H, d, J=8.7Hz), 7.16 (1H, 
d, J=8.7Hz), 7.47-7.50 (3H, m), 7.71 (1H, d, J=2.4Hz), 8.20 (1H, d, J=16.4 

15 Hz). 

IR (neat) 1711, 1487, 1279, 1248, 1175, 909, 737 cm" ' 
###| 1 8 

(2E) - 3- [4' - (2-7h^'>XK^i/) -4- [-fVT'fJV (7u\Z)V) 
7S;] -1, 1' - k'7i^- 3 - 72V)Vm^)V (1. 56g) ©T 

20 HF-X^;-JV (1 0-2 Om 1) ilT 1 N7jC^-ft:^ h U V AtK^SK ( 

6. 5ml) SJp*., 6 0"Ct?2 O^MiJti^bfc. OttlNM (6. 5ml) SrtJP 

bfc. «JET**a, SS^*7A^D7b^77>f- (SMfcX^U : ^U-> 1 : 
9-1 : 3-1 : 2) T?#««UKU ffiO^tlT (2E) - 3- [4' - (2- 
25 7"F^i/Ih*y) -4- [-f7 7*f;P C^Ptf;!/) 75/] -1, 1* - t7iZ 

ji^-3 — r;ui 7^u;i^ <i. 0 3g) 
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1 H-NMR (300MHz, CDC1 3 ) <5 0- 83 (3H, t, J=7. 4 Hz) , 0. 91 (6H, d, J=6.6Hz), 0.94 
(3H, t, J=7.4 Hz), 1. 33-1. 65 (6H, m), 1.74-1.87 (1H, m), 2.87 (2H, d, J=7. 5 H 
z), 2.92-2.97 (2H, m) , 3.56 (2H, t, J=6.8Hz), 3.82 (2H, t, J=5.0Hz), 4.17 ( 
2H, t, J=5.0Hz), 6.45 (1H, d, J=16.2Hz), 7.00 (2H, d, J=9.0Hz), 7.16 (1H, 
5 d, J=8. 7 Hz), 7.48-7.53 (3H, m) , 7.73 (1H, d, J=2.4Hz), 8.29 (1H, d, J=16. 2 
Hz). 

IR (KBr) 1707, 1688, 1626, 1485, 1279, 1248, 1127, 1071, 995, 818 cm" ' 
7Gfif##T CjgHss.NOiCalcd. C, 74.14 ; H, 8.67 ; N, 3.09 : Found. C, 73.90 
; H, 8.47 ; N, 3.08. 
10 ##0lJ 1 9 

5-yat-2-7Mn^>X7^rtH (2. 5g) , -f V^f^Mf^TS > 
(1. 6 1g) MithU^A (2. 6 0 g) ©DMSO-tK (4 0 - 2 5m 1 

15 *7A^O?hif77^- (BKlf^ : ^s^r+f-> 1 : 2 9) 

M«tlT5-7Dt-2- [-fV^l/ (*^;P) 75/] ^>X7^rkF ( 
3 . 1 4 g) 

1 H-NMR (300MHz, CDC1 3 )<5 0.90 (6H, d, J=6.6Hz), 1. 89-2. 04 (1H, m), 2.89 (3H, 
s), 2.93 (2H, d, J=7.2Hz), 6.98 (1H, d, J=8.7Hz), 7.52 (1H, dd, J=8. 7, 2.6 
20 Hz), 7.86 (1H, d, J=2.6Hz), 10.19 (1H, s). 

IR (neat) 1684, 1588, 1485, 1389, 1260, 1179, 1154, 1113, 912, 880, 741 cm" 1 
2 0 

&mWmm.T. ^Mit^bVOA (6 0%, 0. 55g) ®h;VX> (50ml) I 

mmz. otT^x^7*;^i?i^ (2. 7mi) oh;h> domi) 

^>X7^ftH (3. 14g) <Z)h;|/X> (2 0ml) »*fc3cfflrFLfc. 
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SlXfJl/ : s\*D-> 1:29) T^Ht^M U, tfi©«iilt (2 E) - 3 - [ 

5-^n ; e-2- [<y^^;w (y^io 7$;] 7i-jh T^u;umx^;u (3 

5 . 7 2 g) £#fco 

1 H-NMR (300MHz, CDCl 3 )d0.92 (6H, d, J=6.6Hz), 1.34 (3H, t, J=7. 1 Hz), 1.81- 
1.96 (1H, m), 2.67 (3H, s) , 2.69 (2H, d, J=7. 2 Hz), 4.26 (2H, q, J=7. 1 Hz), 6 
.35 (1H, d, J=16.2 Hz), 6.95 (1H, d, J=8.7Hz), 7.39 (1H, dd, J=8. 7, 2.4 Hz), 
7.62 (1H, d, J=2.4 Hz), 8.00 (1H, d, J=16. 2 Hz). 
10 IR (neat) 1713, 1632, 1481, 1314, 1175, 912, 743 cm" 1 
###J 2 1 

7)l3>^mm.T, (2E) -3- [ 5 -^P^E- 2 - [<V^;i/ (t^JV) 75 
/] 7i-JH 7i"JJl/|!l^ (3. 72g) , 4- (2-7*f + ->Xh4 : '» 7 
*-)V*VWt (3. llg) *itfft»*'J^ (3. O'lg) 0hM>-I^A 

15 -;p-tk (ioo-io-iomi) ^-g-^^mta-r 1 mmmwvrc 0 Kfomz^b 
(hij7x-;i/*7 7^» n=?wi± (o. 6 3g) 6 p^m® 

- (Mx^/P : ^\*-tf-> 1:29-1:19) T^IL, SfiCilllWiLT 
20 (2E) -3- [4' - (2-7*h^'>Xh^>» -4- KV7*f;i/ (*^;i/) 7 
S;] - 1 , 1' - tf7i-^- 3 7^'j;HSH^ (3. 2 9g) 

o 

1 H-NMR (300MHz, CDCl 3 )a0.93 (3H, t, J=7.4Hz), 0.95 (6H, d, J=6.6Hz), 1.32- 
1.44 (5H, m), 1.54-1. 66 (2H, m), 1.85-2.01 (1H, m), 2.72 (3H, s), 2.74 (2H, d 
25 , J=7.2Hz), 3.55 (2H, t, J=6.8Hz), 3.80 (2H, t, J=5.0Hz), 4.16 (2H, t, J=5 
.0 Hz), 4.27 (2H, q, J=7. 1 Hz) 6.44 (1H, d, J=16.4 Hz), 6.98 (2H, d, J=9.0 Hz 
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), 7.12 (1H, d, J=8.4 Hz), 7.44-7.51 (3H, m), 7.68 (1H, d, J=2. 1 Hz), 8.15 (1 
H, d, J=16.4 Hz). 

IR (neat) 1711, 1489, 1300, 1246, 1177, 1127, 912, 823 cm"' 
22 

5 (2E) -3- [4* - (2 -!/h*->X b*is) -4- It V T 
5/] -1, 1' -k'7i^-3 — nil (3. 49g) OTH 

f-x^ (i 0-2 omi) mmz, mwv 1 NzKm-fb^- u OA^mm a 

5ml) £2JP*., 6 0tT2HF»lfc. O'CTlNtgm (15ml) &M?L, mm 
^b, f^O^itlT (2E) -3- [4' - (2-7h^>Ih^y) -4- [ 

-fy» (^^;i/) 75/] - l, i* - tf^^x;i/- 3 --r;i/] t^u^k (2 

. 6 1 g) 

1 H-NMR (200MHz, CDC1 3 ) 5 0. 90-0. 97 (9H, m) , 1.28-1.47 (2H, m) , 1.52-1.71 (2H, 
15 m), 1. 82-2.05 (1H, m), 2.74 (3H, s), 2.78 (2H, d, J=7.4Hz), 3.56 (2H, t, J=6 
.6 Hz), 3.81 (2H, t, J=5.0 Hz), 4.17 (2H, t, J=5.0Hz), 6.47 (1H, d, J=16. 1 H 
z), 7.00 (2H, d, J=8.8 Hz) 7.14 (1H, d, J=8. 6 Hz), 7.46-7.55 (3H, m), 7.71 (1 
H, d, J=2. 2 Hz), 8.26 (1H, d, J=16. 1 Hz). 

IR (KBr) 1686, 1624, 1487, 1466, 1422, 1300, 1269, 1246, 1182, 1127, 1065, 97. 
20 4; 924, 826 cm" 1 

7C^i##T C 26 H 35 N0 4 Calcd. C, 73. 38 ; H, 8.29 ; N, 3.29 : Found. C, 73.15 

; H, 8.35 ; N, 3.32. 
##0U 2 3 . 

&mnmm.T. 7nm<t^- h u va (6 o %, o. 3 9g) ©h;n> domi ) i 

25 mmz. 0W2 - (>?X^;i/^7.*y ) S&g?X^jl/ (2. 4 7g) <Dh;PX> (1 

omi) mmzmTistco Mux-immmw^ 2 -7-t?/\°>- 1 --nv- 5 -^ru=e 
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'OXT^fkF (2. 3g) Oh;Px> (20ml) »«S«fTbfc. 5l$IHJ;Eia£fc 

^-tf->l : 3 9) -eftmmmh, tfeOiWtlt (2E) -3 - 
5 >-l-'f;i/-5-yn ; E7i^) -2-X^7^'JMx^ (2. 95g) 

1 H-NMR (200MHz, CDC1 3 ) 5 1.14 (3H, t, J=7.5Hz), 1.34 (3H, t, J=7.2Hz), 1.62- 
1.82 (8H, m), 2.52 (2H, q, J=7. 5 Hz), 3.04-3.18 (4H, m) , 4.28 (2H, q, J=7. 2 H 
z), 6.90 (1H, d, J=9.2Hz), 7.26-7.33 (2H, m) , 7.65 (1H, s) . 
.10 IR (neat) 1709, 1480, 1235, 1130, 912, 743 cm" 1 
2 4 

7JV^>nmm.~f, (2E) - 3- (2 -T-fcVN°>- 1 — ( )V~ 5 - =e 7 i ~)V 
) - 2 -2L^)V7? VJ^m^JU (2 . 9 5g) , 4- 7 
*-)l>**ym (2. 2 1 g) *5«tW^^U^A (2. 14g) ©h;i/X>-l^; 
15 -;i/-7K (8 0-8- 8ml) I^I^IST'll^tL ^SUc^ h 7 *X 
(h'j7ixm7^» /17^"7A (0. 4 5g) ^JJD^., 7B#^Jrtll^a^bfc 

Bfcx^ : ^*V>1 : 39-1 : 19-1 : 9) T#iH«!®[b> ^fi©^ H £ L 
20 T (2E) -3- [4 -7-if A°>- 1 4 ' - ( 2 - 7 h * S^X h * -1 

. 1' - k'7i^- 3 - 2 -X3^T^ 'J;H?If^ (2. 6 3g) 

'H-NMR (200MHz, CDC1 3 )<5 0. 93 (3H, t, J=7. 1 Hz), 1.19 (3H, t, J=7.3Hz), 1.30- 

1.46 (5H, m), 1.51-1.84 (10H, m) , 2.61 (2H, q, J=7.3Hz), 3.16-3.22 

25 (4H, m), 3.55 (2H, t,' J=6.6Hz), 3.80 (2H, t, J=5.0Hz), 4.16 (2H, t, J=5.0 

Hz), 4.29 (2H, q, J=7. 1 Hz), 6.98 (2H, d, J=8.8Hz), 7.09 (1H, d, J =9. 2 Hz), 
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7.40-7.48 (4H, m) , 7.81 (1H, s). 

IR (KBr) 1707, 1607, 1489, 1454, 1246, 1128, 818 cm" 1 

yti^tttir C 3l H 4 3N0 4 Calcd. C, 75. 42 ; H, 8.78 ; N, 2.84 : Found. C, 75.39 
; H, 8.61 ; N, 2.61. 
5 2 5 

(2E) -3- [4-7ifA>- 1 — OV-4' - ( 2 - 7 h *->X h * -» -1, 
1' -t'7i-JI/-3-<;H - 2 -JL^)VT 2 VJVMX.?-)], (2. 6 3 g) ©TH 
F-X^y-;V (2 0 -4 0ml) mmz, 1 NTfrmik-f h U VlzTkmWL (1 

2ml) 6 0 C CT2 ommmWVTco O^T 1 N^®? (1 2ml) £iP*., gfc 

m&rmmv. mrnvr^^^^miz^^xmib. ffic^tit (2E) -3- 

[4 -T-fe*A°>- 1 --f 4 ' - (2 K*->Ih^"» -1, 1' - k* 7 ;c n 
;^-3 — f/P] - 2 -X^;P7^ (1. 9 0g) £#fc„ 

1 H-NMR (200MHz, CDC1 3 )<50.93 (3H, t, J=7. 1 Hz), 1.24 (3H, t, J=7.4Hz), 1.31- 
15 1.48 (2H, m), 1. 52-1.86 (10H, m), 2.63 (2H, q, J=7.4Hz), 3.19-3.24 

(4H, m), 3.55 (2H, t, J=6.6Hz), 3.80 (2H, t, J=5.0Hz), 4.16 (2H, t, J=5.0 
Hz), 6.99 (2H, d, J=8. 8 Hz), 7.10 (1H, d, J=9.2Hz), 7.44-7.48 (4H, m) , 7.96 
(1H, s). 

IR (KBr) 1672, 1603, 1487, 1472, 1453, 1296, 1244, 1123, 816 cm-' 
20 ytmfrft C 29 H 39 N0 4 Calcd. C, 74.08 ; H, 8.47 ; N, 2.98 : Found. C, 73.98 
; H, 8.53 ; N, 2.73. 

mmm 2 6 

5-^P ; e-2-7MD^>X7Jl'TtF (2. 5g) > IfMV^75> 
(2. 7 g) SOTt h 'J (4. 16g) ODMSO-* (25-10 

25 mi) M&m&bmfflmmmmisTco ^m*t^^j^> wi^Tianfe. mm 
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S*7A^D?hi/77^- (ff»I^:A**>l : 4 9) T#ffe*||«U 
(DMVtmtlsT 5 -^D.^r- 2 - [X^;i/ WV^) 7 5/] ^>X7^fkF 
( 1 . 9 0 g) ^Jif^H^T, TK^^b^" b U ?A (6 0%, 0. 3 5 g) © 

hJl/X> (20ml) IMC, Ot^^X^J^^^/itXf^ (1. 6ml) 
5 ©h;i/x> (5mi) SI^ITbfc. o't;-e3 0»riim 5-^n^E-2- [ 
X^;P «VW) 75/] ^>X7JPftH (1. 9 0 g) <Z) Wl/X> (1 0m 

i) ii^isTbfc. 2B#r^ftii^M^^, 7jc^ijn^@^mx^;n?ttmL,fc 0 mmm& 

P^'h^77^ (TOX?^ : "\*+J->l :4 9) 1?7>li«l, ^(D^^^i 
10 IT (2E) -3 - [5-^0^6-2- \_JL^)V WV^) 757] 7i^M 
7^'JJHX^ (1. 3 8 g) £#fco T;i/Xf>^a^^F, (2E) - 3- [ 5 - 

^□^e-2- [x5=-;i/ «y^^-;p) 75;] 7izjw t^u;H?x^;p (1. 3 

8g) > 4- (2 -7*h + i/I h3r~» •7x.-)V*t>Wi (1. 2 1 g) ^O^m* 

U«7A (i. o 8 g) o h;px>-x^y — ;i/-7K (4 0 - 4 - 4m 1 ) 

0. 2 3g) £iP7L> 4B#F^*P^M^bfc, ^i&£T&£P^ 7jc$rJ>P^j^mx^;H? 

M^A7A^D-7hif77^- (ifXfJP : ^\^it>l : 2 9^1 : 19) 
• -CftMmMV. tfiClfttitlt (2E) -3- C4' - (2-^h^^Xh^v- 
20 ) -4- [X^7> (-fV^l/) 757] - 1 , 1' - k'7i^- 3 )V~\ 7 9 
U^lXf^ (9 4 7mg) 

1 H-NMR (200MHz, CDC1 3 ) 6 0. 90-1. 07 (12H, m) , 1. 30-1.50 (5H, m), 1.52-1.67 

(2H, m), 1.71-1.88 (1H, m), 2.85 (2H, d, J=7. 2 Hz), 3.02 (2H, q, 1=7. 1 Hz), 
3.56 (2H, t, J=6.4Hz), 3.81 (2H, t, J=4.9Hz), 4.17 (2H, t, J=4. 9 Hz) , 4.27 
25 (2H, q, J=7.2Hz), 6.44 (1H, d, J = 16.0Hz), 6.99 (2H, d, J=8. 8 

Hz), 7.14 (1H, d, J=8.8Hz), 7. 47-7. 52 (3H, m), 7.72 (1H, d, J=2.2Hz), 
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8. 18 (1H, d, J=16.0 Hz). 

IR (neat) 1711, .1488, 1277, 1248, 1175, 912, 743 cm" 1 
###J 2 7 

(2E) -3 - [4' - (2 h^i/Xf^i/) -4- [X^;U WV^) T 
5 5;] -1, 1* -K7i-;i/-3-'fJl'] T^'JJPfX^ (9 4 7mg) (DTH 

F-x^y-;i/ (5-1 omi) mwniN&mfci-bvv&Tkmw. (4. 

0ml) 6 0'CT2 0^1#Lfe. O^CTlNitm (4. 0ml) ^JPtU 

10 T#$tii«@L, f^ltlT (2E) -3- [4' - (2-^h^>Xh^» 
-4- [X^;i/ UV^V) 757] - 1 , 1' -H7xXJl,-3-fJk] T^U 
(8 7 0. 3mg) 

1 H-NMR (200MHz, CDC1 3 ) 6 0. 90-1. 08 (12H, m), 1.30-1.47 (2H, m) , 1.52-1.88 
(3H, m), 2.87 (2H, d, J=7.4Hz), 3.04 (2H, q, J=7. 1 Hz), 3.56 (2H, t, J=6. 6 
15 Hz), 3.81 (2H, t, J = 5.0 Hz), 4.17 (2H, t, J=5.0Hz), 6.45 (1H, d, J = 16.6Hz), 
7.00 (2H, d, 1=8.8 Hz), 7.16 (1H, d, J=8.4Hz), 7. 47-7.55 (3H, m), 7.73 (1H, 
d, J=2.2Hz), 8.28 (1H, d, J=16.6Hz). 

IR (KBr) 1684, 1628, 1603, 1485, 1279, 1248, 1127, 1071," 820 cm -1 
7Ciif##f C l7 H 37 N0 4 Calcd. C, 73.77 ; H, 7.48 ; N, 3.19 : Found. C, 73.51 
• 20 ; H, 8.42 ; N, 2.91. 
##0)J 2 8 

5-^0 ; 6-2-7;WD^>X7;Pfkh' (2. 5g) > tf^U5?> (1. 46m 
1 ) %.Z*0tWt% (2. 70g) ODMF (25ml) 8 0t*C3 H 

25 at^u mwt^£f*i"5 AT^ffiiufc. mmrrnm^ nm&xj&zmrb??? 
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2-tf^U> ? >- 1 ~-f ;K>X7^rt K (2. 2 0 g) 
1 H-NMR (200MHz, CDCl a ) 6 1. 50-1. 82 (6H, m) , 3.00-3. 05 (4H, m) , 6.98 (1H, d, J= 
8. 6 Hz), 7.57 (1H, dd, J=8. 6, 2.6 Hz), 7.89 (1H, d, J=2.6Hz), 10.20 (1H, s) . 
IR (neat) 1682, 1586,. 1480, 1466, 1379, 1258, 1227, 1177, 912, 820, 747 cm" 1 



ill:, o'CT^x^***./ wm.^)V (l.'oig) ©h;wx> (5ml) m 





h (1. og) ©h;i/x> (20ml) *«*iTifc. 3mmmmmm^ *&jn 

10 ^lifJ^itiiLfe. ^B*fifd<t4ft7KT?«s^b, ?*tt^*5">AT?ft»b 
fee «flET»tt«, MiJ7A^n-?h^77^- (Sltxfjl/ : ^3r+r> 1 : 4 
9) T^'IiSl, (2E) -3 - (5 -y*U=E- 2 -fcf^Uv 5 

>-i--r;i/7i-jp) T^u^mx^Ji^ (i. 2 2g) 

1 H-NMR (200MHz, CDC1,) 01.31 (3H, t, J=7.2Hz), 1.50-1.82 (6H, m), 2.84-2.89 

15 (4H, m), 4.27 (2H, q, J=7. 2 Hz), 6.37 (1H, d, J=16. 1 Hz), 6.89 (1H, 

d, J=8. 6 Hz), 7.40 (1H, dd, J=8. 6, 2.2 Hz), 7.62 (1H, d, J=2.2Hz), 7.95 (1H 
, d, J=16. 1 Hz). 

IR (neat) 1717, 1634, 1480, 1312, 1262, 1233, 1181, 1125, 1105, 1028, 912, 81 
4, 743 cm" 1 
20 ###1 3 0 

T)v^>m-m%y, (2E) -3- (5-7d ; e-2-^u^>-i-^jI'7i- 

)V) 72 U (1. 2 2g) , 4- (2 -^h^^X b^v-) y 

m (1. 0 3g) ^i^wj-^A (1. 0 0 g) <d h^x>-x*y-;i/-7k ( 

36-3. 6-3. 6ml) 1 B*IWiJI#L&. h 5^7 ( 

25 h u ^xx;i/zK7,7^ » n?isy& (o. 2 0g) Sim*, 7«PMJnJI»«»Ebfc. 



5 #%0J 2 9 



^Sf^HlSiT, 7K*<b^* h'J-7A (60%, 0. 18g) © h;PX> (10ml) ffi 
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X^;P : *\*"Vr>l : 19^1 : 9) . T?$H*«f«U tfiO«il/T (2 E) - 
3- [4* - (2 h*->X h^rv') -4-t!^U> ? >- 1 --f 1 , 1' — H 
3 -- f^] 7i"J;«If* (1. 5 3g) 
5 1 H-NMR (200MHz, CDC1 3 )<50.93 (3H, t, J=7.1Hz), 1.30-1.46 (5H, m), 1.51-1.67 
(4H, m), 1.70-1.85 (4H, m), 2.91-2.96 (4H, m), 3.55 (2H, t, J=6.4Hz), 3.80 ( 
2H, t, J=4. 8 Hz), 4.16 (2H, t, J=4.8Hz), 4.26 (2H, q, J=7. 2 Hz) , 6.47 (1H, d 
, J=16.3 Hz), 6.98 (2H, d, J=8. 6 Hz), 7.07 (1H, d," J=8.4 Hz), 7.44-7.54 (3H, 
m), 7.70 (1H, d, J=2.2Hz), 8.10 (1H, d, J=16.3Hz).IR (neat) 1713, 1634, 160 
10 7, 1487, 1248, 1231, 1177, 1125, 1038, 820cm" 1 
###J 3 1. 

(2E) -3 - [4' - (2-yh + ^Xb + -» - 4 - tf^U i?>- I — *()]/ — 1 

' . i * -t7i^- 3 — r/w T2V)vm.^)v (i. 5 3 g) ©thf-x^/ 
(5 - 1 om 1 ) mm\z, iSTi N7jc^<t:^-h u v&7kmm (7. omn £ 

15 SPA, 6 5tt3 BmmWVtco Ot^lNM (7. Oml) I^X^JI/lf 

, tfiO^litt (2E) -3- [4' - (2 -^h^r^X h -4-br^U 
5?>-l--f^-l. 1' -tf7xz;i/-3--f;|/] (1. 13g)£# 

20 fc. 

'H-NMR (200MHz, CDC1 3 )(5 0. 93 (3H, t, J=7.3Hz), 1.30-1.45 (2H, m), 1.52-1.69 
(4H, m), 1. 72-1. 87 (4H, m), 2. 92-2. 97 (4H, m), 3.56 (2H, t, J=6.6Hz), 3.81 ( 
2H, t, J=5.0 Hz), 4.17 (2H, t, J=5. 0 Hz), 6.49 (1H, d, J=16. 2 Hz), 6.99 (2H, 
d, J=8.8 Hz), 7.09 (1H, d, J=8.4Hz), 7. 44-7.56 (3H, ra), 7.72 (1H, d, J=2. 2 H 
25 z), 8. 21 (1H, d, J=16. 2 Hz). 

IR (KBr) 1684, 1624, 1607, 1489, 1302, 1248, 1231, 1121, 820, 808 cm" 1 
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TtMft.ffi C 26 H3sN0 4 Calcd. C, 73.73 ; H, 7.85 ; N, 3.31 : Found. C, 73.55 
; H, 7.81 ; N, 3.16. 
3 2 

mmnmm.T, frm<k± h u *a (6 o %, o. 2 1 g) © k;wx> tiomi) m 

5 o^T2 - (^x^;i/***/) ynt!t>^x^ (1. 2 8g) ©h;p 

X>(5ml) wsiTifc. oTc-emtiaJsm^, 5 -T7*n^- 2 - tf^'J i?>- 
1 — JK>X7^rk H (1. 2 g) © h;i/X> (20ml) it^iTlfc. 3 

io x?;i/ : *\ 1:49) -eamiau n^<om^mt.vx (2 e) - 3 - (5 

tf^u > ? >- 1 -<;i/7x-;i/) -B-^w^'JJUSlif^ (1 
. 4 7 g) Sfcfc. 

1 H-NMR (200MHz, CDC 1 3 ) <5 1.35 (3H, t, J=7. 1 Hz), 1.46-1.80 (6H, m) , 2.09-2.10 
(3H, m), 2.82-2. 87 (4H, m), 4.28 (2H, q, J=7. 1 Hz), 6.85 (1H, d, J=8. 4 Hz), 7 
15 .34-7.41 (2H, m) , 7.72 (1H, s) . 

IR (neat) 1709, 1480, 1451, 1275, 12.50, 1233, 1130, 1113, 814 cm-' 
##M 33 

T^rf>#H^T, (2E) -3- (5 -ynt- 2 - fcWJ V>- 1 -<;P7xX 
)V) -2-^Wi"j;H^IfJI/ (1. 47g) , 4- (2-yh^^Ih^'» 
20 7i-J^^ (l. 19g) ^<k«*iJ-)A (1. 1 5 g) <D h;i/X>-X* 
y-^-TK (4 0-4 -4ml) ^«^®Tlfl#P^ll#UfCo KJfcmiZ^h?* 

x (h'j7x-wx7^» n^s?«7A (o. 2 4g) £iiq*.> 6 BfPeiJni&SfffEb 
, sm^*~>* ATftjftbfc. MJ^TM^ lSS*7A^n7h^77^- ( 

25 ft»x^;i/ : ^\^rit> 1 : 2 9-^1 : 1 9 ) "C^Sf^SM b> M©^tLT (2 
E) -3 - [4* - (2-7h + ->XK^) -4- fcT^'J>>>- 1 1, 1 
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' -^7x^-3--^*] - 2 -t^JVTt? VfrWLX.T-JV (1. 6 8g) £#*io, 
1 H-NMR (200MHz, CDC1 3 )60.93 (3H, t, J=7. 2 Hz), L. 28-1. 45 (5H, m), 1.49-1.79 
(8H, ni), 2.17 (3H, d, J=1.6 Hz), 2.89-2.94 (4H, m), 3.55 (2H, t, J=6. 6 Hz), 3 
.80 (2H, t, J=5.0 Hz), 4.16 (2H, t, J=5.0Hz), 4.29 (2H, q, J=7.2Hz), 6.96-7 
5 .05 (3H, m), 7.44-7.48 (4H, m), 7.87 (1H, s) . 

IR (neat) 1703, 1605, 1485, 1271, 1240, 1128, 1111. 820 cm" 1 

mmm 34 

(2E) -3- C4' - (2 -^h^ri/X h^r>0 - 4 - tf^ 'J i? > - 1 - -f )V - 1 
, 1' -k'7i^l/-3-fJH -2-^W^'Jjmx^ (1. 5 8g) OT 

io hf-i^;-jp (5-1 omi) mmz, mux~i N7i<.mit±h u v&Tkmm (7 

. Om.l) £Jn*.> 65tT20ltrii#bfc. 0 e CTlNiSm(7. Oml) i&Jn^. 

-^;i/*5ck^-\^1f>Tl5fe^b, tfeO^ftitT (2E) -3- [4' - (2-7 
15 h^v-Xh*^) - 4 - If ^'J i?>- 1 --r;i/- 1 , 1' -t'7i^-3-<JH 
- 2 -*^;PX^ U;i^ (1. llmg) SUfc. 

'H-NMR (200MHz, CDC1 3 ) 5 0.93 (3H, t, J=7. 1 Hz), 1. 28-1. 84 (10H, m) , 2.19 
(3H, d, J=1.4 Hz), 2. 86-2.96 (4H, m), 3.55 (2H, t, J=6.6Hz), 3.80 (2H, 
t, J=5.0Hz), 4.16 (2H, t, J=5.0Hz), 6.99 (2H, d, J=8.8Hz), 7.06 (1H, 
20 d, J=8.0Hz), 7. 44-7.51 (4H, m) , 8.00 (1H, s). 

IR (KBr) 1678, 1609, 1487, 1450, 1285, 1235, 1132, 826 cnf 1 
TtmftVr C 27 H 35 N0 4 Calcd. C, 74.11 ; H, 8.06 ; N, 3.20 : Found. C, 73.39 
; H, 7.98 ; N, 3.07. 

mmm 3 5 

25 5 -7Dt-2-7MD^>X7^TtF (2. 5g) , fcfD'Jv'V (1. 3 3m 
1 ) &.Um.m.*> WJ* (2. 55g) 0DMF (25ml) M&M*, 8 0 *Cl? 4 B 
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A- (BlxfJP : ^\^if> 1:19-1:9) T^Hill, n&omWiM£VT 
5 -ya^E- 2 - tf O U V>- 1 --f jK>X7^rk H (2. 5 0g).£#fc o 
5 1 H-NMR (300MHz, CDG1 3 ) 5 1. 98-2. 02 (4H, m) , 3. 32-3. 37 (4H, m) , 6.71 (1H, d, J= 
9.0 Hz), 7. 41 (1H, dd, J=9. 0, 2.7 Hz), 7.78 (1H, d, J=2.7Hz), 10.01 (1H, s). 
IR (neat) 1667, 1593, 1480, 1462, 1406, 1167, 912, 743 cm-' 
3 6 

^m^mHT, 7kmik~f b V *7 & (6 0%, 0. 2 3 6 g) <Dh;i/X> (l Om 1) 
10 mmm\Z, OtT^I^l/^^/ttX^ ( l . 3 2g) <DbJUX.> (lOml 

) »SiITlfc. owmmmw^ 5-ynt-2-tnU^>-i -<;i/^> 
XT^rkH (1. 2 5g) OhJH> (10ml) SI^iTlfc. 4P#MJjn#ftSI 

15 *+f->l : 1 5-1 : 9) U ^B©?Stfi#J i IT (2E) -3- (5- 

^d^e- 2 -t?n0s>>- i — r;P^xx;p) r^u;Hfcx5\«/ (i. 3 8 7 g) * 

■H-NMR (200MHz, CDC1 3 )<51.33 (3H, t, J=7. 1 Hz), 1. 90-1.97 (4H, m) , 3.23-3.29 
(4H, m), 4.25 (2H, q, J=7. 1 Hz), 6.21 (1H, d, J=15.8 Hz), 6.71 (1H, 
20 d, J=9.0 Hz), 7.29 (1H, dd, J=9.0, 2.4 Hz), 7.49 (1H, d, J=2.4 Hz), 7.93 (1H 
, d, J=15.8 Hz). 

IR (neat) 1711, 1628, 1480, 1314, 1175, 912, 743 cm" 1 
3 7 

7)\sZl>mmf«.T, (2E) -3- (5-yn€-2-HD'J^>-l-<^7i- 
25 )V) T#U;i/^X3^ ( 1. 3 8 7 g) , 4- ( 2 - 7 h^v'X b*r : s) 7 

urn. (i. 2 2g) &£.ztmwttivvj* a. isg) © wi/x>-x*y-;i/-zK 
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(40-4. 0-4. 0m 1 ) l^flHI«£^bfc. KJ&mz'r h7*X 

(hU7x-jl'*X7'f» (0. 2 4g) SiJHA, 6 B#|83Jn^Jg«E Vfc 

5 BftX^* : ^\^rU-> 1:19—1:9) *T?$H»Mf!«b, St6©tti&fc LT (2 E) - 
3- [4* - (2-7"b^^xh+y) - 4 - tfn U > 5 >- 1 1 , 1' - t? 
7i-JP-3--fM 7i"JJHlf;i' (0. 8 3 5 g) 

1 H-NMR (200MHz, CDC1 3 ) 5 0.93 (3H, t, J=7. 1 Hz), 1.30-1.45 (5H, m) , 1.51-1.69 
(2H, m), 1.92-1.99 (4H, m) , 3.29-3.36 (4H, m), 3.55 (2H, t, J=6.6Hz), 3.80 ( 

10 2H, t, J=4. 9 Hz), 4.16 (2H, t, J=4. 9 Hz), 4.26 (2H, q, J=7. 1 Hz), 6.31 (1H, d 
, J=16.0 Hz), 6.91 (1H, d, J=8.8Hz), 6.97 (2H, d, J=8.6Hz), 7.41-7.48 (3H, 
m), 7.60 (1H, d, J=2.2Hz), 8.08 (1H, d, J=16. 0 Hz) . 3 8 

(2E) -3- [4* - (2-7"f^>lF^) - 4 - t! n »J *J >- 1 - -f )V- 1 
, 1' -t7x-^-3-<;V] 7*U;WtX3\>V (0. 8 3 5 g) OTHF-I^ 

15 (5-1 Oml) mmz, MTflNTKKfb^hU^A*** (4. Oml) 

*tmX. 6 0fe2BTObfc. OTCTlNifim (4. Oml) Sim*.* WiXf^ 

.U ffiC^tbT (2E) -3- C4' - (2-7*h^'>Xb^"» - 4 - tf D 
20 U$»- 1 — r;W~ 1 , 1' -k*7iXjk-3-^M T^U;pm (7 0 7mg) £ 
#7c. 

'H-NMR (200MHz, CDC1 3 ) (5 0. 93 (3H, t, J=7.2Hz), 1.29-1.48 (2H, m) , 1.51-1.66 
(2H, m), 1.94-2. 00 (4H, m) , 3.31-3.38 (4H, m), 3.55 (2H, t, J=6. 6 Hz), 3.81 ( 
2H, t, J=4. 9 Hz), .4. 16 (2H, t, J=4.9Hz), 6.32 (1H, d, J = 15.8Hz), 6.92 (1H, 
25 d, J=8. 8 Hz), 6.98 (2H, d, J=8. 6 Hz), 7.44-7.49 (3H, m), 7.62 (1H, d, J=2. 2 H 
z), 8. 19 (1H, d, J=15. 8 Hz). 
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Ttmfttir C 2 5H 3I N0 4 Calcd. C, 73.32 ; H, 7.63 ; N, 3.42 : Found. C, 73.11 
; H, 7.54 ; N, 3.24. 
3 9 

^m^m^T* TK^Ib^-hU^A (6 0%, 0. 2 3 5 g) (Dh)VX.> (10ml) 

5 mmmiz, otT2 - (^x^^^x^y) -?u tr^mx^u a. 4 0g) <Db 

;l/X> (10ml) i^^iTtfc. OTZl?mmWtW&, TJi'ftF (l. 2 5g) 
©h;i/X> (10ml) ISSITlfc. 6I^F^Jn^«^^, tK^Jb^^^x^;!/^ 

JETTON »*7A^D7hy77^f- (Mmx=P;i« : ^\^it> 1 : 19) T 
10 ftMmUls, «fi©f|litllttT (2E) -3- (5 -^Dt- 2 - trn u i?>- 
i-^^7i-;p) - 2 -^^;i/T^ u;^x^;i/ ( i . 4 8 9 g) £#£ 0 

1 H-NMR (200MHz, CDC1 3 ) 5 1.34 (3H, t, J=7. 1 Hz), 1.87-1.94 (4H, m), 1.97 (3H, 
d, J-1.6 Hz), 3.15-3.21 (4H, m), 4.26 (2H, q, J=7. 1 Hz), 6.66 (1H, d, J=8.4H 
z), 7.19-7.29 (2H, m) , 7.67 (1H, s) . 
15 IR (neat) 1709, 1478, 1273, 1111, 912, 745 cm" 1 
##01J 4 0 

T)V^>mm^y. (2E) -3- (5-^nt-2-tfDUv>-l-^;|/7x- 
;p) - 2 iJJPKl^l/ (1. 4 8 9 g) > 4- (2 - 7F^>Xh=f'> 

) ^xx^^m (1. 2 6g) :&J:t*JMt;&U#A (1. 2 2g) ©h;i/x>-x 

20 ^y-;U-7K (4 5 - 4. 5-4. 5 m 1 ) 1 b fc. Kfo^ 

izT-b?** (h'j7i^i/*^7^» /^^^A (o. 2 5g) 6mm 

07h^77^- (itx^ 1 ;!/ : ^s^1t> 1 : 19^1 : 9) X'ftMmMls. 
25 O^^ibT (2E) -3- [4* - ( 2 N + ->I h + -4-tfDU> ? >- 

i--r;i/-i, l* - t'7izji,- 3 -2--^^7^jj«x^ (1. 
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5 1 g) 

1 H-NMR (200MHz, CDC1 3 ) 50.93 (3H, t, J=7.3Hz), 1.29-1.48 (5H, m), 1.51-1.68 
(2H, m), 1.89-1.95 (4H, m), 2.04 (3H, d, J=1.4Hz), 3.22-3.28 (4H, m), 3.55 ( 
2H, t, J=6.8 Hz), 3.80 (2H, t, J=4. 9 Hz), 4.15 (2H, t, J=4. 9 Hz), 4.27 (2H, q 
5 , J=7.1 Hz), 6.86 (1H, d, J=8. 4 Hz), 6.96 (2H, d, J=8. 8 Hz) , 7.32-7.48 (4H, m 
), 7.83 (1H, s). 

IR (KBr) 1705, 1605, 1495, 1483, 1271, 1246, 1113, 909, 737 cm" 1 
TC^^ff C 28 H 37 N0 4 Calcd; C, 74.47 ; H, 8.26 ; N, 3.10 : Found. C, 74.34 
; H, 8.32 ; N, 2.89. 
10 ##0ij4 1 

(2E) -3- [4* - (2 -^h^->X h*-» -4-fcfoUi?>- 1 1 

, i' -t*^nizi;p-3 — ovi -2-^^7^'j;nsx^ <i. 4 6g) <dt 

y-)l> (5-1 Oml) mmz, NTKHfcfc^MJ (7 

. Oml) 60tT3BFWtfc, O'CTlNiii? (7. Oml) &1m?L, 

T)V#£Zf'\*r1}->'VVi&V, ffi©eitlT (2E) - 3- [4' - (2-^h 

^j/ih^-» - 4 - tfo >j vy- l --i)V- l , i* - \dy ^~)\/- 3 --r;io - 

2-^^^T^<j;pm (1. 04g)£#fc o 
20 'H-NMR (300MHz, CDC1 3 )<50.93 (3H, t, J=7.2Hz), 1.34-1.71 (4H, m), 1.91-1.95 

(4H, m), 2.07 (3H, d, J=1.2 Hz), 3.24-3.29 (4H, m), 3.54 (2H, t, J=6. 6 Hz) , 3 

.80 (2H, t, J=5.0 Hz), 4.15 (2H, t, J=5.0Hz), 6.87 (1H, d, J=8.7Hz), 6.96 ( 

2H, d, J=9.0 Hz), 7.34-7.46 (4H, m), 7.95 (1H, s). 

IR (KBr) 1671, 1607, 1483, 1287, 1244, 1123, 816 cm" 1 
25 jtmftffi C 26 H 33 N0 4 Calcd. C, 73. 73 ; H, 7.85 ; N, 3.31 : Found. C, 73.53 
; H, 7.71 ; N, 3.10. 
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4 2 

5 -7X3^- 2 -y )V-tU^yX7 F (2,. 5 0 g) , 4 - ^;i/tf^ U 

(1. 4 6ml) ^i;^m*U^A (2. 55g) ©DMF (25ml) M&m& 

rntvx 5 -yu^- (4 -*^;n^u i.--r;w ^>X7^rth* (2. 
9 5 g) 

1 H-NMR (200MHz, C0C1,) 0 1.06 (3H, d, J=5.8Hz), 1.31-1.55 (3H, m), 1.71-1.83" 
10 (2H, m), 2.81-2.92 (2H, m), 3.16-3.29 (2H, m), 6.98 (1H, d, J=8.8Hz), 7.56 ( 
1H, dd, J=8.8, 2. 6 Hz), 7.88 (1H, d, J=2.6Hz), 10.19 (1H, s).IR (neat) 1682, 
1586, 1480, 1464, 1379, 1219, 910, 737 cm" 1 
4 3 

7)V3>nfflM.T, 7kmfcJ- h U <2A (6 0 %, 0. 24g) ©h;i/X> (1 0ml 
15 ) M^^t, OtT^XfM7*;Silf^ (1. 18ml) (Dh;i/X> (10 

mi) ii^irifc. o'wimmmw&. (4-*^;nf^.u>>> 

. - i -<;i/) ^>X7^ft F ( i . 4 o g) (D h;i/x> (i om l ) mwt&lmz.. 

4mmmmmm^tc 0 KmmizTk&toz., sn^titiiLfe. mmm*7k&&zt 

20 U^Wjy 4- m&X-^JU : s\*-V-> 1:49) T^glffiMU, ffeC^fttl 
T (2E) -3- [5-^0^-2- (4-*^;Hf^>J V>- 1 -4)V) y x.-)V 
] 79VfrWtX.9-JU (1. 5 9g) 5#fc. 

'H-NMR (200MHz, CDC1 3 )<51.00 (3H, d, J=5.6Hz), 1.31-1.56 (6H, m) , 1.63-1.79 
(2H, m), 2. 56-2. 72 (2H, m), 3.03-3.16 (2H, m), 4.27 (2H, q, J=7. 1 Hz), 6.37 ( 
25 1H, d, J=16.1 Hz), 6.89 (1H, d, J=8.4Hz), 7.39 (1H, dd, J=8.4, 2.6 Hz), 7.62 
(1H, d, J=2.6Hz), 7.94 (1H, d, J=16. 1 Hz).. 



WO 2004/069808 PCT/JP2004/001181 

180 

7tm-fr$T C I7 H 22 N0 2 Br Calcd. C, 57.96 ; H, 6.29 ; N, 3.98 : Found. C, 57.80 ; 1 
H, 6. 12 ; N, 3.86. 
###1J 4 4 

Tfr^ymm^LT. (2E) -3- [5-7*D^r-2- ( 4 - * fcf ^ U V > - 1 

5 --r;i/) 7i^] 7^u;Hx?;p (1. 4 7g) > 4- (2 -yh^vx 

) 7izM>)i (1 . 24g) , ^m^U 2 A (1. 1 1 g) (D h)Vx.>-x.& ; 
-;1/-tK (4 0-4- 4ml) j^«jSMT?ll$MiK#Ufc. KJ&mzr V ?*7s 
(h'j7x^W77^» A'^i?^7A (0. 23g) £ft]*.> 6 WWJiDflftJtaEl/fc 

IXf^ : ^\*+f->l : 39-1 : 1 9 — 1 : 9) *t&©ifttt«l i: U 

T (2E) - 3- [4' - (2-7h=^i'Ih^) -4- ( 4 - * 9^ tf^ U 5? > 

- 1 - < ;iO - i , r -tf7ir;p-3—f;n t^umi^p d. 8 3g) 

15 1 H-NMR (200MHz, CDC1 3 )<5 0. 93 (3H, t, J=7.2Hz), 1.02 (3H, d, J=5.2Hz), 1.28- 
1.82 12H, m), 2. 64-2.79 (2H, m), 3.11-3.24 (2H, m), 3.56 (2H, t, J=6. 6 Hz), 3 
.81 (2H, t, J=4.9 Hz), 4.17 (2H, t, J=4. 9 Hz), 4.28 (2H, q, J=7. 1 Hz), 6.47 ( . 
1H, d, J=16.2Hz), 6.99 (2H, d, J=8. 8 Hz), 7.08 (1H, d, J=8.4Hz), 7.44-7.54 
(3H, m), 7.70 (1H, d, J=2. 2 Hz), 8.09 (1H, d, J=16.2 Hz). 

20 IR (neat) 17.11, 1487, 1246, 1223, 1177, 822 cm" 1 
4 5 

(2E) -3- [4' - (2-^h^->ll>^» -4- (4 -*^;Hf^U V>- 
1 --Ol/) -1,1' - k'7i-^- 3 )V\ 7 2 U^UX?^ (1. 83g) O 
l^Z-JP-THF (10 -5ml) *«sfc, MTM N MJ#A*»Jfc ( 
25 8. 0 ml) *mZ-t£o 6 0tT2 0HW^, O t Cl?lNii^ (8. 0ml) £ 
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ynbr;vx— tfec^itix (2E) -3 - [4' 

- -4- ( 4 - ^ S^tf ^ U > - 1 - -f JlO -1. 1' 

- tf7oc-;i/- 3 — T TZVArM (1. 5 5 6 g) 
5 mp 159-160"C 

1 H-NMR (200MHz, CDC1 3 )S0.94 (3H, t, J=7.2Hz), 1.03 (3H, d, J=4.8Hz), 1.31- 
1.82 (9H, m), 2. 64-2.80 (2H, m), 3.11-3.25 (2H, m), 3.56 (2H, t, J=6. 6 Hz), 3 
.82 (2H, t, J=5.0 Hz), 4.17 (2H, t, J=5.0 Hz), 6.49(1H, d, J = 16.3Hz), 7.00 ( 
2H,",d, J=8.8 Hz), 7.10 (1H, d, J=8.4Hz), 7.47-7.57 (3H, m), 7.72 (1H, d, J=2 
10 . .2 Hz), 8.19 (1H, d, J=16.3 Hz). 

TcHtft-flf C 27 H 36 N0 4 Calcd. C, 74.11 ; H,'8.06 ; N, 3.20 : Found. C, 73.92 
; H, 7.96 ; N, 2.98. 
4 6 

T;i/^f>#HMT, TKJRflS^" b U (6 0 %, 0. 2 6 g) <D Ml/X> (10ml 
15 ) mmWz, 0tT2 - (yXfMX*7) ^ntf^->mx^;W (l. 5 7 ml) 
©h;PX> (5. Oml) »**«ITbfc. Ottli^im 5-^0^6- (4 

-pwnf^u >>>- 1 --f ;i/) ^>X7;i/rt H ( 1 . 55g) o h;i/x> (2 0 

ml) »«*jq*. 5^MJnf»«»ttft:. SJfcaUCTKSflll*., Sti^TatBLfc 

20 SSSi/7A^O?h^77^- : ^S^r-y-> 1:49) T^HtiftSS 

U ^-&©M^<i:bT (2E) -3- [5-^0^-2- ( 4 - ;* ^JV tf^ 'J 3? > - 
1-^)1) 7i-iH - 2 -*?-)V7t7 'JMX?^ (2. Og) 
1 H-NMR (200MHz, CDC1 3 ) <5 0. 98 (3H, d, J=5.8Hz), 1.23-1.49 (6H, m), 1.61-1.76 
(2H, m), 2.10 (3H,"d, J=1.0Hz), 2.53-2.68 (2H, m), 3.04-3.16 (2H, m), 4.28 ( 

25 2H, q, J=7. 2 Hz), 6.86 (1H, d, J=8.4Hz), 7. 34-7. 41 (2H, m), 7.71 (1H, s). 
IR (neat) 1709, 1464, 1277, 1254, 1225, 1132, 1115, 909, 737 cm"' 
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###J 4 7 

T;i/3*>#S^,T, (2E) -3- [5-^a^-2 - (4 -*3=-;Hf i?>- 1 

--nio 7i-;h -2-y^7^'JMx?;v (2. OOg) , 4- 

^•>Xb^-» 7i-W)t (1. 6 9 g) > mk% U #A ( 1 . 5 1g)©Wl/ 
5 x>-X^7-;i/-7K (5 0-5- 5ml) ^^tjSr^ta^ 1 PfF^jt^Lfco Slft^ 
K7^7 (h'j7xZ;^X7^» /^v^A (0. 19g) £ftl*.> 6B#FbT 

7XT^b, «Y^>")A«Lfc. MUTTON ^?g^*^A^OTh^ 
77-f- : ^\^-y-> 1 : 39^1 : 19^1 : 9) -e#$t*t§£U Jtfi 

10 0^It'lT (2E) -3- [4* - (2-^b + ->Xh + y) -4- (4-*^;l/ 

t!^'jv ? >-i — r;io -l, i' - t*^ix;i/- 3 --r;u] - 2 -*^7^ u;w 

txfjl/ (2 . 3 0 g) 

1 H-NMR (200MHz, CDC1 3 )<5 0.93 (3H, t, J=7.3Hz), 1.00 (3H, d, J=5.4Hz), 1.28- 
1.79 (12H, m), 2. 17 (3H, d, J-l. 6 Hz), 2.59-2.74 (2H, m) , 3.11-3.25 
15 (2H, m), 3.55 (2H, t; J=6.6Hz), 3.81 (2H> t, J=4.9Hz), 4.16 (2H, t, J=4. 9 
Hz), 4.30 (2H, q, J=7. 1 Hz), 6.98 (2H, d, J=8. 6 Hz), 7.04 (1H, d, J=8.0Hz), 
7.44-7.48 (4H, m) , 7.86 (1H, s) . 

IR (neat) 1705, 1607, 1487, 1273, 1244, 1130, 1117, 824 cm" ' 
4 8 

20 (2E) -3- [4' - (2-7*h*^Xh + '» -4- ( 4 - * ^;Hf * U V > - 
-1, 1' -H^xXJl/- 3 -2-^^)l7^V)VWt^)V (2 
. 3 0 g) ©X^;-^-THF (2 0 - 1 Om 1 ) mifclZ. MW? 1 Ny^mit^- b. 

y?&*mm. (i o. omi) &tinz.t£o 6o , d!4ariim ottiNis ( 

10. 0ml) £3jp;L, i^iWfttlilfc. ^mm*7k& &Zfiffi%i'BLt&7k'T?ft,& 
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E) -3- [4' - (2-yh^->Ih^'» -4- (4-*3 t ;H£"tUS>>- 1- 
-1, 1' -If 7i^- 3 -*f;P] - 2 UJHR (1. 60g) 

rap 154-155"C 

5 1 H-NMR (200MHz, CDC1 3 ) 50.93 (3H, t, J=7.3Hz), 1.01 (3H, d, J=5.6Hz), 1.28- 
1.80 (9H, m), 2.20 (3H, d, J=1.4Hz), 2.61-2.75 (2H, m), 3.11-3.25 (2H, m), 3 
.56 (2H, t, J=6.6Hz), 3.81 (2H, t, J=5.0Hz), 4.17 (2H, t, J=5.0Hz), 6.99 ( 
2H, d, J=8. 8 Hz), 7.07 (1H, d, J=8.0Hz), 7.45-7. 52 (4H, m) , 8.00 (1H, s). 
TtMftffi C 28 H 37 N0 4 Calcd. C, 74.47 ; H, 8.26 ; N, 3.10 : Found. 'C, 74.59 ' 
10 ; H, 8.39 ; N, 3.02. 
4 9 

7)l>3>nfflm.T, i^Mit-t b »J ?A ( 6 O %, 0. 2 3 8 g) ©h^X> (10m 

i) mmmz, on? 2- (^if^x*/) itifji/ (1. 4imi> <ov>v 

I> (10ml)»*SITl/fc. OttlS#Fll»i, 5 -Zfu=E- 2 -tTnUv* 
15 >-l--fM>X7^jth* (1. 2 6 3 g) Oh^X> (3 0ml) IISJDA 

> 6«FMJw»jt*bfc. Kjfcmzfc&mz.* isifj^iinife. &mm*7k&<3: 
9w?btr?7<< — (ssi?;k^t>i : 9) T^mMi^ n&nmwbt 

hx (2E) -3- ( 5 -^u=e- 2 - tfn u V>- 1 --r;u^x-;i/) - 2 -x^ 

20 ^T^'JWlf;!' ( 1. 6 6 6 g).£#fc„ 

1 H-NMR (200MHz, CDCI,)dl.l0 (3H, t, J=7.3Hz), 1.34 (3H, t, J=7. 1 Hz), 1.87- 
1.94 (4H, m), 2.48 (2H, q, J=7.3 Hz), 3.17-3.23 (4H, m), 4.27 (2H, q, J=7. 1 H 
z), 6.65 (1H, d, J=8.8Hz), 7.20-7.29 (2H, m), 7.62 (1H, s). 
IR (neat) 1709, 1480, 1236, 1128, 912, 741 cm' 1 

25 5 0 

7 )V^>nn%l : , (2E) -3- (5-^nt-2-tfniJ> ? >-l-'f;^iZ 
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)V) - 2 -X7)V7? 'J;H?X^;i/ (l. 6 6 6 g) , 4- (2-^b^>'Xh4v' 
) 7x~M^t (1. 35g) , mMftWl* (1. 3 1 g) (Db)lX.>-X.# / 
(5 0-5- 5ml) 1 B#PM#Lfc<, MJfo^KlT- h^*7, 

(bU7i-MX7^» (0. 16g) 6 Bt^Jn^M^Ufe 

mm-w^^v^ftmvtc m&Tmmm. mfezx^Azu ^vv^y-i- m 

UlfJk : s\3rD->l : 1 9) T#Ht*Si3L, moglibT (2 E) - 3 - [ 
4' - (2-7h^>Ih + '» - 4 - tfD U 5>>- 1 --f )V- 1 , 1* -t*7x- 

;i/-3--r;n -2-x^7^ujHi5 1 ^ (1. 4 6g) 

10 1 H-NMR (200MHz, CDC1 3 ) 60.93 (3H, t, J=7.1Hz), 1.15 (3H, t, J=7.3Hz), 1.29- 
1.48 (5H, m), 1. 54-1. 68 (2H, m), 1. 89-1.95 (4H, m), 2.57 (2H, q, J=7.3Hz), 3 
.24-3.31 (4H, m), 3.55 (2H, t, J=6.6Hz), 3.80 (2H, t, J=5.0Hz), 4.16 (2H, t 
, J=5.0 Hz), 4.28 (2H, q, J=7. 1 Hz), 6.85 (1H, d, J=8.4Hz), 6.97 (2H, d, J=8 
.6 Hz), 7. 34-7.49 (4H, m), 7.77 (1H, s). 
15 IR (neat) 1709, 1480, 1236, 1128, 912, 741 cm" 1 . 

TtMfttix C 29 H 39 N0 4 Calcd. C, 74.81 ; H, 8.44 ; N, 3.01 : Found. C, 74.70 
; H, 8.53 ; N, 2.73. 
5 1 

(2E) -3- [4* - (2 - ^h^^Ih^i/) -4-t?DU> ? >- 1 1 

20 ,i' -tf7ix;v-3-<jp] -2-if;i/7i"j;HSif;i/ (1. 4 0g) cx 
^y-;i/-THF (2 o - i om i ) mm\z. ^i&T? i NzkM± h u v&vkmm. ( 

6. 0ml) m&. 6 5*CT? 2 4 O^TlNM (6. Oml) S 

25 hf;UX-x^*5ck^^^it>-et5fe?^U, ffiO^lilt (2E) -3- [4' 

- (2 h^->x h3r-» -4-trou>>>- i — r;p- i. i' -t^njh 
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3 - - f - 2 -X^;l/T^ (9 6 2mg) £#fc 0 

mp 155-156TC 

1 H-NMR (200MHz, GDC1 3 )<50.93 (3H, t, J=7.1Hz), 1.21 (3H, t, J=7.5Hz), 1.30- 
L48 (2H, m), 1. 54-1. 68 ,(2H, m), 1.90-1. 99 (4H, m), 2.60 (2H, q, J=7.5Hz), 3 
5 .26-3.33 (4H, m) , 3.55 (2H, t, J=6. 6 Hz), 3.80 (2H, t, J=5.0 Hz), 4.16 (2H, t 
, J=5.0 Hz), 6.87 (1H, d, J=8. 8 Hz) , 6.98 (2H, d, J=8.8Hz), 7.37-7.48 (4H, m 
), 7.93 (1H, s). 

7Cfit##f C 27 H 35 N0 4 Calcd. C, 74.11 ; H, 8.06 ; N, 3.20 : Found. C, 73.98 
; H, 8.15 ; N, 3.22. 
10 ###|5 2 

5-yn^-2-7Wn^>X7JVfkF (2. 5 0.g) , 2 - *^)V\Z o U *J> 
(1. 63ml) £>£tf&kMj-bV t y& (2. 6 g) ©DMSO-zk (25-5ml 

) m&w* i o ox:^i2mmmn^r^o k^\z7^mx. mm^)wvmm\^rc 0 

15 *7A^n7h^77^- mm^)V : ^\^it> 1 : 1 9 -» 1 : 9) T^SIMMb 

t 

, ffi©»tUT5-^nt-2- (2 -pWl/tfn u v>- i -ov> ^>x 

TJI/rkF (2. 7 6 g) £#fc'o 

'H-NMR (200MHz, CDC1 3 ) 6 1. 20 (3H, d, J=5.8Hz), 1.63-1.82 (2H, m), 1.88-2.03 
(1H, m), 2. 08-2.32 (1H, m), 3.03-3.13 (1H, m), 3. 69-3.96 (2H, m), 6.81 (1H, d 
20 , J=9.2 Hz), 7.44 (1H, dd, J=9.0, 2.6 Hz), 7.82 (1H, d, J=2.6 Hz), 10.04 (1H, 
s). 

IR (neat) 1674, 1590, 1474, 1402, 1175, 912, 741 cm" 1 

mmm 5 3 

T;i/^>^EfaT> T^m^ti-hV^A (6 0%, 0. 2 5 g) ©FJH> (10ml 
25 ) mmmz. OtT^X^I/^^/tSSXf^ (l. 2 3ml) ohjh> (10 
ml) M£?iTFLfc. 0tT3 0^Flim 5-^P^-2- (2-*^;H£o 
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U > - 1 - < ;W ^>X7j|/jtH (1. 38g) <Db)VJL> (20ml) mt&tt 

mz.* 3mmmmm^vrco s.^\z^mx> ssx^itiibfc, mmm** 

5A^7h^77>f- mm.JL^)V : s\*V>l : 19) T?#f§tflti3U ^^Otft 
5 ^tUT (2E) -3- [ 5 -^D^E- 2 - ( 2 - *^)VMU >J 1 -^;V) 

7i-M 7i"J;Hxf;i. (i. 6 4g) 

1 H-NMR (200MHz, CDC1,) 0 1.06 (3H, d, J=6.0Hz), 1.34 (3H, t, J=7. 1 Hz), 1.50- 
1.96 (3H, m), 2. 06-2.24 (1H, m), 2.88-3. 00 (1H, m) , 3.52-3. 76 (2H, m), 4.26 ( 
2H, q, J=7.1 Hz), 6.27 (1H, d, J=16. 1 Hz), 6.80 (1H, d, J=8.6Hz), 7.33 (1H, 
10 dd, J=8.6, 2.3 Hz), 7.55 (1H, d, J=2.3Hz), 7.88 (1H, d, J=16.1 Hz). 
IR (neat) 1713, 1632, 1476, 1314, 1175, 1038, 909, 742 cnf' 
5 4 

y frziy^mmrf, (2E) -3- [5-^n^6-2- (2-^?^tfD'j^>-i 

-<;i/) 7iZJl/] 7^UMX^ (1. 64g) > 4- (2-7*h + yXh^-> 
15 ) 7iZJ^7l (1. 39g) , ^m^7U^A (1. 24g) <D b )]/JL> - 31? / 

-;i/-7jc (5 0-5- 5mi) m&wz^we 1 mmm^vrco Kfomzrh^^x 

( h U 7x.-)V*7,7 J » rt?WJ* (0. 1 7 g) *jn*., 6i^rijioil%u^ 

20 g?Xf^ : 1:19 — 1: 14-* 1:9) T?$H*JMIb, ffeOfftttlib 

T (2E) -3- [4' - (2-7'h + v'X^y) -4- ( 2 - * tf n <J v > 
- 1 JI/) - 1 , 1 * -lf7xXJl/- 3 — OP] 7# V)Vmx.^)V (1 . 8 7g) 

1 H-NMR (200MHz, CDC 1 3 ) <5 0. 93 (3H, t, J=7.2Hz), 1.11 (3H, d, J=6.2Hz), 1.31- 
25 1.48 (6H, m), 1.61-1.98 (4H, m), 2. 08-2.28 (1H, m), 2.91-3.06 (1H, m) , 3.56 ( 
2H, t, J=6.6Hz), 3.62-3.84 (4H, m) , 4^16 (2H, t, J=4. 8 Hz) , 4. 27 (2H, q, J=7 
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.1 Hz), 6.37 (1H, d, J=15.8Hz), 6.98 (2H, d, J=8.8Hz), 6.99 (1H, d, J=8.4H 
z), 7.44-7.50 (3H, m) , 7.64 (1H, d, J=2.0Hz), 8.04 (1H, d/ J=15. 8 Hz) . 

IR (neat) 1709, 1628, 1605, 1489. 1300, 1279, 1246, 1177, 1123, 910, 741 
cm" 1 
5 5 5 

(2E) -3- [4* - (2 h^v-X h^r-» -4- (2-^f;nfDije;>- 

i--r;i/) -l, i' -If7i-JH 3 --r ;n 7^7 u;i^x^;p (i. 8?g) o 

I^;-JI/-THF (2 0-1 0ml) MtK, Ml! 1 NzKIHb:?- h U &7kmWi 
(12. 0 ml) SMfc. 6 5^1? 2 0«FMa»«, OttlNil (12. 0 m 
10 1) Mlf^Tiffltfc. ^■«|JB*7K*«k^«SfHA4tt*T?iJfe^b» 

v^n tr;i/x-^;n?ife#b> t^oieiitut (2E) - 3- [4* - (2- 
^h^xh^vO -4- (2-;*^;i/tfnus?>- 1 — f ^) -1, 1' -t7i 
x;i/-3--r;H TPVJVWL (1. 4 3 8 g) 
15 mp 102-103 t C 

' H-NMR (200MHz, CDC1,) 0 0.93 (3H, t, J=7.3Hz), 1.13 (3H, d, J=5.8Hz), 1.29- 
1.49 (2H, m), 1.53-2.04 (5H, m), 2.08-2.29 (1H, m) , 2.96-3.11 (1H, m), 3.56 ( 
2H, t, J=6.6 Hz), 3.60-3. 84 (4H, m), 4.17 (2H, t, J=5.0Hz), 6.38 (1H, d, J=l 
6.2 Hz), 6.97-7.02 (3H, m) , 7.44-7.51 (3H, m), 7.66 (1H, d, J=2.2 Hz), 8.15 ( 
20 1H, d, J=16. 2 Hz). 

7tmftffi C 26 H 33 N0 4 Calcd. C, 73.73 ; H, 7.85 ; N, 3.31 : Found. C, 73.72 
; H, 7.69 ; N, 3.10. 
5 6 

Tjv^ynmm.T. #.miti- h u (6 o %, o. 25g) ©h;h> domi 
25 ) mmmz, ott2 - (>>x^;i/*x*/) yatf^->mx^;i/ (i. 4 8g) <d 
h;ux> domi) mwLttmTvtc. oxmimmmft'^ 5-^0^-2- (2 
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-*=?)V\f.u u 9 Jy- i -*)V) ^>X7;pftH (i. 3 9g) oh)Vx.> (20 
mi) mWi&ln%-> 7B#rajp^iidSbfeo sjfc#fc7R&jin;^ imx^;i/-ctflffibfc 

SS**7A^D?b^77^- (»»x?;V : ^s^rU-> 1 : 19) T?»«t»« 
5 u H&^fftJK'fe tlx (2E) -3- [5-^n^e-2- (2 -*^;i/t?n y >>> 
— i — r ^) 7x-;n - 2 -^^;wt^ u )iwt^)i (i. 7 4g) 

1 H-NMR (200MHz, CDC1 3 )<51.04 (3H, d, J=5.8Hz), 1.34 (3H, t, J=7. 1 Hz), 1. 49- 
1.92 (3H, m), 2.00 (3H, d, J=1.6Hz), 2.07-2.26 (1H, m), 2. 80-2. 95 (1H, m), 3 
.38-3.49 (1H, m), 3.63-3.82 (1H, in), 4.27 (2H, q, J=7. 1 Hz), 6.73 (1H, d, J=9 
10 .6 Hz), 7.21-7.31 (2H, m) , 7.59 (1H, s). 

IR (neat) 1709, 1476, 1273, 1250, 1111 cm-' 
5 7 

7)V^>mm^T. (2E) -3- [5-yn^E-2- ( 2 - *<?)WU U V>- 1 
--f;P) 7x-;i/] (1. 7 4g) , 4- (2-^h 

15 + 7i-Jl/*^ ( 1 . 41g) , mMts U #A (1 . 3 6 g) © h;i/ 

X>-X^/-;I/-tK (5 0-5 -5ml) ig^ftSSlTmiBStjflft. Kfom 
fc^h^^X ( h U 7 x.iz.JVfcT,? J » A'^v^A (0. 17g) Sim*, 6I$M 

20 ?74- (WifJl^ : ^^r-tf-> 1 : 1 9-1 : 9) T#iH)f#M b, t&OMi^: 
IT (2E) -3 - C4' - (2-yh+i/Xh + y) -4- ( 2 - ^^l/ fcT D >J 
> — 1 — T ^l') -1, 1' - k'7irjl/- 3 - 'OH - 2 'J^SSxf;!/ 
' ( 1 . 5 2 8 g) 

1 H-NMR (200MHz, CDC1 3 ) <5 0. 93 (3H, t, J=7.3Hz), 1.11 (3H, d, J=6.2Hz), 1.28- 
25 1.48 (5H, m), 1.51-1.94 (5H, m) , 2.07 (3H, d, J=1.4Hz), 2.08-2. 25 (1H, m), 2 
.85-3.01 (1H, m), 3.45-3.58 (3H, m), 3.78-3.90 (3H, m), 4.16 (2H, t, J=4.8Hz 
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), 4.28 (2H, q, J=7. 1 Hz), 6.90-6.99 (3H, m), 7.38-7.48 (4H, m), 7.76 (1H, s) 
IR (neat) 1705, 1489, 1269, 1244, 1115, 912, 743 cm" 1 

mmm 5 8 

5 (2E) -3- C4' - (2-yh + ">Xh^'» -4- ( 2 - ^ hfn U V>- 
1 — T JU) -1, 1* - lf7x-JV- 3 -4)V\ -2->^7i"J^Sxf;i/ (1 
. 5 2 8 g) 0X^;-J1/-THF (2 0-1 Oml) tfiTlNTKtftt 
h'J^A?^ (10. Oml) SiOfcfc. 65lC7?2B^im OtTlNSS 
(10. Oml) £Jn*., IfSlx^tiUJlfc. *«Jf £*:fc«ktfttf&£Jft#Tiife 

2E) -3- [4' - (2 -t/h^X h^) -4- (2-/^;Hfn'J^>-l 
-1, 1' - h'7i-JH 3 -2-^^7^'JJPi (1. 0 7g 
).£#£. 
15 mp 137-139T; 

1 H-NMR (200MHz, CDC1 3 ) 60.93 (3H, t, J=7. 3 Hz) , 1.12 (3H, d, J=6.0Hz), 1.28- 
1.49 (2H, m), 1. 52-1.96 (5H, m), 2.05-2.27 (4H, m), 2.89-3. 02 (1H, m), 3.47-3 
.63 (3H, m), 3.75-3.89 (3H, m) , 4.16 (2H, t, J=4. 9 Hz), 6. 92-7.00 (3H, m), 7. 
41-7.48 (4H, m), 7.91 (1H, s) . 
20 7C^t##T C 27 H 35 N0 4 Calcd. C, 74.11 ; H, 8.06 ; N, 3.20 : Found. C, 74.08 
; H, 7.90 ; N, 3.10. 

5 9 

5-^P ; E-2-7;^D^>X7^TkH (1. 3 0g) , WJ> (0. 6 7 
g) *S«ktfifcB6#U #A (1. 33g) 0DMF (10ml) M^m* 8 0^X3 0 
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=5 7 4 - (mm^K : ^^it >1 : 19- 1:9'— 1:4) U IftA-g 

0iglt.LT5-^n ; E-2- : EM l J>-4-'fJK>X7Jl'ftH (7 2 0. 5 
mg) £#fc. 

1 H-NMR (200MHz, CDC1 3 ) 6 3. 04-3. 09 (4H, m) , 3.87-3.92 (4H, m), 7.02 (1H, d, J= 
5 8.4 Hz), 7.64 (1H, dd, J=8. 4, 2.6 Hz), 7.92 (1H, d, J=2.6Hz), 10.26 (1H, s). 
60 

T;i/=f>»H^T> *.mt-r h U ( 6 0 %, O. 2 6 6 g) ObJH> (10m 
1) mmmz., OTCt^X^MX*/^!^ (1. 3 2ml) Oh;H> (1 

om i ) mmzmrvtco ot;t3o^^im 5-> r D^6-2- ; e;i/^u>-4 
io --r;v^>XT;P5 i t F (i. 5 g) ©h;i/x> uomi) M£;Dn;t. 3B#p^tra 

(@^mx^;i/ : ^\*1t-> 1:9-1:4) X^mmMV, WfiC^iit 
T (2E) -3- (5-7 , n^-2- ; EMiJ>-4-^JP7i-;i/) T^'JJI/^X 
15 (1 . 7 5 7 g) 

'H-NMR (200MHz, CDC1 3 ) (5 1.34 (3H, t, J=7. 1 Hz), 2.90-2.95 (4H, m) , 3.86-3.90 
(4H, m), 4.27 (2H, q, J=7. 1 Hz), 6.39 (1H, d, J=16. 1 Hz), 6.92 (1H, 
d, J=8. 8 Hz), 7.45. (1H, dd, J=8. 8, 2.6 Hz), 7.65 (1H, d, J=2.6Hz), 7.97 (1H 
, d, J=16. 1 Hz). 

20 izMfttix C, 5 H, 8 N0 3 Br. Calcd. C, 52. 96 ; H, 5.33 ; N, 4.12 : Found. C, 52. 97 ; 
H, 5.32 ; N, 4.25. 
###)6 1 

T frzfynwn.T. (2E) -3- ( 5 -yp^- 2 -tMU >- 4 — f>7i" 
)V) U;i/^X^;i/ ( 1. 6 9 7 g) > 4- (2-7'h + >'Ih=! : -» 7 x.~)V* 
25 7m. (1. 43g) , fomtlVvhs (1. 38g) © h ;|/X > - X * 7 7jc (5 
0 - 5 - 5m 1 ) 3 0#iM#Lfco SMCfh7^ (h'J7i 
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^*X7-f» /^i^A (0. 17g) £iPA, 6B#WJp^M^bfc„ mU&T* 

^\^it>l : 1 5-*l : 9^1 : 4) ^I«It. Jt&^H £ bT (2E) -3 
5 - [4' - (2 -yb^Xh*^) - 4 -^EJI/^U >- 4 1 , 1' ~\fy 

ocx;i/- 3 7* u;i/^x^;v (2. I7 6g) £#fc 0 

1 H-NMR (200MHz, CDC1 3 )<50.93 (3H, t, J=7.2Hz), 1.29-1.49 (5H, m), 1.55-1.69 
(2H, m), 2.97-3.02 (4H, m) , 3.56 (2H, t, J=6.8Hz), 3.81 (2H, t, J=5.0Hz), 3 
.89-3.94 (4H, m) , 4.17 (2H, t, J=5.0Hz), 4.28 (2H, q, J=7. 1 Hz), 6.49 (1H, d 
10 ,. J-16.2 Hz), 7.00 (2H, d, J=8.8Hz), 7.11 (1H, d, J=8.4Hz), 7.49 (2H, d, J= 
8.8 Hz), 7.55 (1H, dd, J=8. 4, 2.2 Hz), 7.72 (1H, d, J=2.2Hz), 8.12 (1H, d, J 
. =16. 2 Hz). 

Ttmfttix C J7 H 35 N0 5 Calcd. C, 71.50 ; H, 7.78 ; N, 3.09 : Found. C, 71.54 
; H, 7.95 ; N, 2.96. 

15 ###y 6 2 

(2E) -3- [4' - (2-^h^>lF^» - 4 -^l/* U >- 4 )V- 1 
, 1' - tf7i^- 3 7>7V)],mJL^)V (2. 0 7g) <Z)X^ / — )V— T 

HF (20-10ml) mmz, MUX* 1 NtKKAs:*- b U >>A7jc^^ (10. Oml 
)' £}jP*.fco 6.5t:T?4l$MJ»#«, OTCTflNifitt (10. Oml) WWl 

-x;W-^*1t>Tttei*U, tfiOigSil/T (2E) -3- [4* - ( 2 - :/ b * 

-4-^;!/^'; >-4 — nv- 1, i* - 1? 7i-^- 3 --r;n 

u;ns ( 1 . 7 9 g) 
25 mp 155-157 t: 

'H-NMR (200MHz, CDC1 3 )<5 0.94 (3H, t, J=7.3Hz), 1.27-1.48 (2H, m), 1.55-1.69 
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(2H, m), 2.98-3.03 (4H,'m), 3.56 (2H. t, J=6.6Hz), 3.82 (2H, t, J=5.0Hz), 3 
.91-3.95 (4H, m), 4.18 (2H, t, J=5.0Hz), 6.51 (1H, d, J=16.2Hz), 7.01 (2H, 
d, J=8.4Hz), 7.13 (1H, d, J=8.4Hz), 7.50 (2H, d, J=8.4Hz), 7.58 (1H, dd, J 
=8.4, 2.2 Hz), 7.74 (1H, d, J=2.2Hz), 8.23 (1H, d, J=16.2Hz). 
5 7C*^*f C 25 H 31 N0 6 Calcd. C, 70.57 ; H, 7.34 ; N, 3.29 : Found. C, 70.37 
; H, 7. 53 ; N, 3. 11. 
###|6 3 

5-^nt-2-7^n^>X7JI^TbH (l. 3 5 g) , *^)V~?u \Z)V7 5 > 
(0. 5 4 g) KTSmk-fY U^A (0. 9 8 g) ©DM SO-* (10-2. 5m 

io i) m&m*. i2 5tt2onmi/fc. mm^jwmm^, mmm^yKM 

D7b^77^- (g||SI?;P : 1 : 4 9-* 1 : 1 9) 7?frMmMV, 

(Om^mtVX 5 -7D^- 2 - l*^)\> (/dt!;i/) 75/] ^>X7^rk h* ( 
1 . 4 3 g) 

15 1 H-NMR (200MHz, CDCl 3 ) 60.88 (3H, t, J=7. 5 Hz) , . 1. 52-1. 71 (2H, m), 2.87 (3H, 
s), 3.04-3.11 (2H, m), 6.97 (1H, d, J=8.8Hz), 7.53 (1H, dd, J=8.8, 

2.6 Hz), 7.87 (1H, d, J=2. 6 Hz), 10.17 (1H, s). 
###J 6 4 

7)U^>mm^T. b U (6 0 %, 0. 27g) ©hJH> (10ml 

20 ) mmmz. ot7?s?i^*^*>'»*x5 i ;i' (i. 3 3mi) ©b;i/x> do 
mi) mm&mrisrz* o^-c3o^rnm 2- i**?* c/ntr 

)V) 7S;] ^>X7JPrt H ( 1 • 4 3 g) © h;WX> (20ml) mffi.*lMx., 

2^^*p^«^Lfe. Ej£#fc*s;bnk» iii^j^itu.Lfc, mmm%7k&&tf 

25 D7 h^77^f — (»8x?;P : ^D-> 1:19) T*HMI«U UtfiOlfttttti: 
Lt (2E) - [5-^n^E-2- C/ntr;W 75;] 7i^H T^'J 
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)Vmx.^.)V (1.. 8 6g) 

■H-NMR (200MHz, CDC1 3 )<5 0.89 (3H, t, J=7.4Hz), 1.34 (3H, t, J=7.2Hz), 1.48- 
1.66 (2H, m), 2.71 (3H, s), 2.85 (2H, t, J=7. 3 Hz), 4.27 (2H, q, J=7. 2 Hz), 6 
..35 (1H, d, J=16.1 Hz), 6.92 (1H, d, J=8.8Hz), 7.39 (1H, dd, J=8. 8, 2.4 Hz), 
5 7.61 (1H, d, J=2.4 Hz), 7.95 (1H, d, J=16.1 Hz) . 

IR (neat) 1715, 1634, 1481, 1314, 1175, 912, 743 cm" 1 
###J 6 5 

T)P3>mmm,T. (2E) - C5-^n^-2- C/nt?;w 757] 7 

i-JH 72 'JMlf^ (1. 8 6 9 g) , 4- (2-yh^->lb + -» 7 x.~ 

l.o )V-fcum (i. 7 3g) , MM^'J^A (i. 5 4g) cd h;i^x>-x^y — ;1/-tK 

(6 0-6 -6ml) M&m*mU-T?0 . 5U#W}t#LfCo K^^^^h^^rX (h 
iJ7i-M7.7^» '^7^^A (0. 19g) ^iPA> 6 WIMM^bfco ^ 

-??*>«7&T!nmi>r£ 0 m&rmm^ !is^7A^n7h^77^- (smx 

15 <?)V : ^\^+i->l : 1 9-*l : 9) Tfrfltifii? ffi©iWtlT (2 E) - 3 
- C4' - (2 -'T'h^^X h*vO -4- C/ntf;i/) 75;] -1, 1 

' -H7x-;i/-3-^;H 7^J»^ (2. 2 2g) 

'H-NMR (200MHz, CDC1 3 )<5 0. 90 (3H, t, J=7.3 Hz), 0.93 (3H, t, J=7. 2 Hz), 1.28- 
1.46 (5H, m), 1. 55-1.69 (4H, m) , 2.76 (3H, s), 2.91 (2H, t, J=7.5Hz), 3.56 ( 
20 2H, t, J=6.8 Hz), 3.81 (2H, t, J=5.0Hz), 4.17 (2H, t, J=5.0Hz), 4.28 (2H, q 
, J=7.1 Hz), 6.45 (1H, d, J=16.3 Hz), 6.99 (2H, d, J=8.8 Hz), 7.11 (1H, d, J= 
8. 4 Hz), 7.44-7.53 (3H, m) , 7.69 (1H, d, J=2.2Hz), 8.11 (1H, d, J=16. 3 Hz) . 
IR (neat) 1709, 1632, 1607, 1489, 1302, 1273, 1246, 1177, 912,. 821, 739 cm" 1 
6 6 

25 (2E) -3- [4' - (2-7h^">Ih^^) -4- (7°U¥)l) 75 

/] -1, 1' -If 7i-Jh 3 --f )V1 7i"JMX5 1 ;i/ (2. 2 2 g) OX*/ 
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-;i/-THF (2 0 - 1 0m 1 ) &WlT 1 NfcWtiki- h 'J V J±7kmWi ( 1 0 

. 0ml) *1X\XK.o 65tt6HKSm O^CT 1 Nt£g? (10. 0ml) £iP 

5 D t^l/X-^&^tK^lJ-VTtfe^U tfiOgitUt (2E) - 3- [4' - 
(2-^h^>Ih^i/) -4- l*?-)V C/ntf;W 75y] -1, 1 ' -f7x 
3 --Hi/] T^IUW* (1. 52g) £#fc a 
mp 95-97 *C 

1 H-NMR (200MHz, CDC1 3 )60.90 (3H, t, J=7.3Hz), 0.93 (3H, t, J=7.3Hz), 1.29- 
10 1.49 (2H, m), 1.55-1.68 (4H, m), 2.78 (3H, s), 2.93 (2H, t, J=7.5Hz), 3.56 ( 
2H, t, J=6.6Hz), 3.81 (2H, t, J=5.0Hz), 4.17 (2H, t, J=5.0Hz), 6.47 (1H, d 
, J=16.1 Hz), 7.00 (2H, d, J=8.6Hz), 7.12 (IB,- d, J=8.4Hz), 7.47-7. 55 (3H, 
m), 7.71 (1H, d, J=2.6Hz), 8.22 (1H, d, J=16. 1 Hz) . 7cSt##r C 25 H 33 N0 4 Calcd. 
C, 72.96 ; H, 8.08 ; N, 3.40 : Found. C, 72.70 
15 ; H, 8. 16 ; N, 3. 37. 
6 7 

5-yn€-2-7Mn^>X7Jl'TtH (1. 30g) , 3 - ^^;WH^ U S?> 
(1. 13ml) &&&&tWL*l U^A (1. 77g) (DDMF (20ml) S£-4fe& 

A^DYh^77-f- mm^)V : s\*V>l : 4 9) ^i«IL, 
lltl/T5-ynt-2- ( 3 -*3MH^U v>- 1 ;10 ^>X7^rt^ ( 
1 . 4 7 g) 

1 H-NMR (200MHz, CDC1 3 )<50.93 (3H, d, J=6.0Hz), 0.96-1.15 (1H, m), 1.68-1.98 
25 (4H, m), 2.49 (1H, dd, J=11.8, 10.2 Hz), 2.67-2.88 (1H, m), 3.09-3.25 (2H, m) 
, 6.98 (1H, d, J=8.8 Hz), 7.57 (1H, dd, J=8. 8, 2.6 Hz), 7.89 (1H, d, J=2. 6 Hz 
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), 10.19 (1H, s). 

IR (neat) 1682, 1586, 1480, 1383, 1231, 1177, 912, 743 cm' 1 
###J 6 8 

7)V^>»m%~f. 7km4£j-bVV& (6 0%, 0. 2 7g) <7>h;i/X> (l. Oml 

5 ) mmmz, otT^x^^^^^yiix^ ( 1 . 3 4mi.) ®>jpx> (10 

ml)«MTLfe. 0<CT*3 0#M«#«» 5-^D^-2- (3-pWl/fc!^ 
U^>-l--f;i/) ^>XT;i/5 i hH (1. 4 7g) 0bJH> (2 0ml) 

jn^> 3P#iaj;&n*fc»«Ebfc. inwittiifc. mmm&7k 

10 7A^D7Kif77^f- <fmx3=-;P : ^\^+>-> 1 : 4 9 — 1 : 1 9) L 
, ^B©^5Kt»ibT (2E) -3- [5-^nt-2 - (3 -pt^I/H^U i?>- 

7ix;h 7^'J;HSx?;p (1. 7 8g) 

1 H-NMR (200MHz, CDC1 3 ) 6 0.93 (3H,. d, J=6.6Hz), 0.95-1.14 (1H, m) , 1.34 (3H, 
t, 1=7.2 Hz), 1. 68-1.98 (4H, m), 2.27-2.37 (1H, m), 2.49-2. 66 (1H, m), 2.97-3 
15 .12 (2H, m), 4.27 (2H, q, J=7.2Hz), 6.37 (1H, d, J=16. 1 Hz), 6.70 (1H, d, J= 
8.6 Hz), 7.40 (1H, dd, J=8. 6, 2.4 Hz), 7.62 (1H, d, J=2.4 
Hz), 7.94 (1H, d, 1=16.1 Hz). 
' ##0IJ 6 9 

r;i/xf>#H^,T, (2E) -3- [ 5 -7n=e- 2 - ( 3 -*^;nf^u *s>- 1 

20 --f;i/) 7xXM 7i"J^lXf^ (1. 7 8g) , 4- 

) 7i-^*^t (1. 56g) > ^m^U^A (1. 40g) 0hJH>-I^/ 
-)V-7*. (5 0-5 -5ml) S^tl^MT30«#lfc. Sfcfcfc'Sr h 9* 

x ( h u 7i-;i/7jNX7^ » /t7^«>A (o. i7g) *jjp*.» 6mmmmmm.v 

imx5P;U : ^\^+>-> 1:29 — 1:19 — 1:9) TftMffimV, n^^mt: 
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IT (2E) - 3- [4* - (2-^b^->Ih^>/) -4- ( 3 - * J-)\> fcf^ >J >> 

>- i --f - i , l ' -if7x=;p- 3 --r;i/] UMx?;!/ (2. i5g 

' H-NMR (200MHz, CDC1 3 ) <5 0. 9'3 (3H, t, J=7.2Hz), 0.95 (3H, d, J=6.6Hz), 1.28- 
5 1.48 (5H, m), 1.53-2. 04 (6H, m) , 2.33-2.43 (2H, m), 2.52-2.73 (1H, m), 3.03-3 
.17 (2H, m), 3.56-(2H, t, J=6.6Hz), 3.81 (2H, t, J=4.9Hz), 4.17 (2H, t, J=4 
.9 Hz), 4.28 (2H, q, J=7.2Hz), 6.47 (1H, d, J=16.3Hz), 6.99 (2H, d, J=8. 8 H 
z), 7.08 (1H, d, J=8.4 Hz), 7. 44-7. 54 (3H, m) , 7.70 (1H, d, J=2. 2 Hz), 8.09 ( 
1H, d, J=16.3 Hz). 

10 IR (neat) 1711, 1632, 1607, 1489, 1248, 1235, 1177, 912, 821, 743 cm" 1 
###)7 0 

(2E) -3- [4.' - (2-^h^>Xh^i/) -4- (3 - * ^Hf -J>- 
1 — 1' -^7x^-3-^^] 7^U;VSlf;i/ (2. 17g) 0 
x^/-;p-thf (2 o - l Om l ) mm\z, mu~? l NjkMiki- h U ^AtK« 
15. (10. Oml) $j)D^fc. 6 5X;i?49$mm,W&, OtTlNM (1 0. Oml 

:s\*V>l : 4^1 : 2) •VftMmML, ffiC^ltbT (2E) -3- [4' 
- (2 -y h*->X h3r>-) -4- (3 -*:F;Hf^U 1 --()V) -1, 1' 

20 -^71-^-3-1^ T^U;H! (1. 48g) 
mp 125-127 

1 H-NMR (200MHz, CDC1 3 )60.93 (3H, t, J=7.4Hz), 0.95 (3H, d, J=6.6Hz), 1.30- 
2.02 (9H, m), 2.33-2.44 (1H, m), 2. 52-2.78 (1H, m), 3.03-3.18 (2H, m), 3.56 ( 
2H, t, J=6.6 Hz), 3.81 (2H, t, J=4. 9 Hz), 4.17 (2H, t, J=4. 9 Hz), 6.49 (1H, d 
25 , J=16.2Hz), 6.99 (2H, d, J=8.6Hz), 7.09 (1H, d, J=8.6Hz), 7. 46-7.56 (3H, 
m), 7. 71 (1H, d, J=2.2Hz), 8.19 (1H, d, J=16. 2 Hz) . 7cifi##r C 2 7 H 3 5 N0 4 Calcd. 
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C, 74.11 ; H, 8.06 ; N, 3.20 : Found. C, 74.41 
; H, 7.94 ; N, 2.89. 
7 1 

5-^Dt-2-7JWP^>X7^fkH(l. 50g) , 2 - ;* t!^ U 5? > 
5 (1. 7 4m 1 ) &&&mmi-bVV2* (1. 57g) ODMSO-* (20-5m 

i) ffi^ttsi i oict 2. 5Bmmwisfr.. sjkjrkitKsjpa, »itxf;^iffl 

igfg^> !S^*7A^D-7h^77^- (ffiHl?^ : *\*-&> 1:49) 

mmv, tfi0Mii!iti/T5-^Dt-2- (2 -*^;nf^y 1 — r ;w 

10 ^>XT;WxtH (1. 3 6 5 g) 

1 H-NMR (200MHz, CDC1 3 )<50.91 (3H, d, J=6.2Hz), 1.37-1. 59 (2H, m), 1.63-1.97 
(4H, m), 2.72-2.86 (1H, m) , 2. 99-3. 25 (2H, m), 7.11 (1H, d, J=8.6Hz), 7. 62 ( 

1H, dd, J=8.6, 2.6 Hz), 7.92 (1H, d, J=2.6Hz), 10.40 (1H, s).IR (neat) 1682, 
1584, 1474, 1370, 1256, 1175, 876 cm" 1 

15 ##0ij7 2 

T;Urf>^H^T> TfcSftte:*- h U #A (6 0 %, 0. 23g) OhJH> (10ml 

) mmmiz, ox^-v-j^jv^^^ymwt^^jv a. ismi) ohin> (10 

mDHftSSTbfc. 010^3 0^11^ 2 - (2-*5P;i/fc?^ 

U>?>-1 — fJV) ^>X7;i/rkF (1. 3 6 5 g) 0hJH> (20ml) W 

20 • 2mmmm&mvrco sjo** sKi^timbfc. *r*i»£ 

}ti7A^D?h^77^- (Bfc&X^P : ^*+l-> 1:49-^1:19) T^liS 
U ft6©«ltt4b4:bT (2E) -3- [ 5 - ^n^E- 2 - ( 2 - ^ <?)l> fcf^ U > 
-1 — (JV) 7x.-)Vl 7 2V)Vm.Z-^)V ( 1. 6 6 6 g) 
25 1 H-NMR (300MHz, CDC1 3 ) <5 0. 85 (3H, d, J=6.3Hz), 1.34 (3H, t, J=7. 1 Hz), 1.41- 
1.54 (2H, m), 1.59-1.94 (4H> m) , 2. 54-2. 62 (1H, m), 2.89-2.97 (1H, m) , 3.02-3 
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.12 (1H, m), 4.21-4.32 (2H, m), 6.37 (1H, d, J=16. 2 Hz), 6.98 (1H, d, J=8. 6 H 
z), 7.41 (1H, dd, J=8.6, 2.4 Hz), 7.66 (1H, d, J=2.4Hz), 
8. 11 (1H, d, J=16. 2 Hz). 

IR (neat) 1713, 1634, 1478, 1312, 1179, 912, 743 cm' 1 
5 7 3 

T;P=f>*H»T< (2E) -3- [ 5 -~7U=E- 2 - ( 2 - ^^l/fc!^ U V>- 1 
--T;P) 7i-M ( 1 . 6 6 6 g) , 4- (2-7"h^>I 

~» 7i-W)l (1. 3 5g) > ^m^U^A (1. 3 1 g) ©hM>-I^ 
/-;i/-7jc (5 0-5 -5ml) S^to*MT?3 0#IHj*#b;fc. SJSSUC^ h 5 
10 *X (hU7i-W7s7^» (0. 16g) 6 Pf F^irtiliJft 

(»«X5 t ;i' : ^U">1 : 1 9 — 1 : 9) T^St^SSb, bT (2 

E) -3- [4' - (2-^h^yXh^-» -4- ( 2 - ;* ^7Hf U >- 1 - 

15 -f;w-i, i' -if7i-;i'-3-f;i/] 7i"j;«i^ (2. i3 7g) s# 

'H-NMR (200MHz, CDC1 3 )<50.90 (3H, d, J=6.2Hz), 0.93 (3H, t, J=7. 1 Hz), 1.28- 
1.98 (13H, m), 2.56-2.72 (1H, m), 2.91-3.21 (2H, m), 3.56 (2H, t, J=6.6Hz), 
3.81 (2H, t, J=4.9 Hz), 4.14-4.33 (4H, m) , 6.49 (1H, d, J=16.2 
20 Hz), 6.99 (2H, d, J=8.8Hz), 7.16 (1H, d, J=8.0Hz), 7.17-7.55 (3H, m), 
7.74 (1H, d, J=2.2Hz), 8.27 (1H, d, J=16.2Hz). 

IR (neat) 1711, 1632, 1609, 1485, 1283, 1246, 1175, 1125, 912, 742 cm" 1 
7 4 

(2E) -3- [4' - (2-7h^>lF + -» -4- ( 2 - ;* tf »J i?> - 
25 1 ' 3 Ttr U;P»x^;U (2. 13 7g) 

OX^y-JHTHF (20-10ml) SfiTlN*«ftth'JfA*» 
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t (10. 0ml) SJffl^fc. 6 0tT4^jim 0 tJT 1 Nti ( 1 0 . 0 m 

5M vyDtf;i/X-^;P43<J:^^\^+f->T^^L, n&<Df&i§k£VT (2E) -3- 
[4* - (2 -7 h*->X h^vO -4- (2 -^^;i/tf^U v?>- 1 -1 
, 1' -fcf^ocX^- 3 --Ol/] T^U;Hft'(l. 2 6g) £#fc„ 
mp 106-108 "C 

1 H-NMR (200MHz, CDC1 3 ) 5 0. 90-0. 97 (6H, m), 1.29-2.01 (10H, m), 2.59-2.75 

(1H, m), 2.93-3.24 (2H, m) , 3.56 (2H, t, J=6.6Hz), 3.82 (2H, t, J=5.0Hz), 
4.17 (2H, t, J=5.0Hz), 6.51 (1H, d, J=16.3Hz), 7.00 (2H, d, J=8. 8 

Hz), 7.19 (1H, d, J=8.4Hz), 7.49-7.58 (3H, m), 7.76 (1H, d, J=2.4Hz), 

8.38 (1H, d, J=16. 3 Hz). 
Ttmfttir C 27 H 35 N0 4 Calcd. C, 74.11 ; H, 8.06 ; N, 3.20 : Found. C, 74.08 

; H, 8.08 ; N, 3.04. 
###0 7 5 

5 - ^D^ - 2 - 7J^n^>X7^fk F (2. 5 0g) , 3 - *^)l>\f^V >? > 
(3. 32g) &<S:Zfimm*)V t y& (5. lg) ODMF (30ml) M&M* 8 0 

tT2BFijt^tfc. Kjfc&izfc&toz.. »ii^iaiLfc. mmm&7k&&zt 

nvh^77^ - (StX^;i/ : ^^-y-> 1:49—1:19) ML, 

(Dmvtmtvx 5-7*0^-2- (3 -*^)v\?. u v >?>- 1 --r;i/) A>x7^f 

th' (2. 3 7 g) £?#fco 

1 H-NMR (200MHz, CDC1 3 )<5 1.13 (3H, d, J=6.6Hz), 1.53-1.72 (1H, m), 2.05-2.19 
(1H, m), 2. 23-2.44 (1H, m), 3.02-3.11 (1H, m), 3.25-3.57 (3H, m), 6.69 (1H, d 
, J=9.2Hz), 7.41 (1H, dd, J=9. 2, 2.6 Hz), 7.79 (1H, d, J=2.6Hz), 10.02 (1H, 
s). 
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7 6 

T)l'3>mm$LT* 7km4k±hVV& (6 0%, 0. 21g) Oh;H> (10ml 

) mmmz, o'CT^x^^^x^y^x^^ (i. 0 4mi) ®h;n>.(io 

ml) itSlTbfe. 0tl?30^im 5-^nt-2- (3-*^)WU 
5 U 1 -<)V) ^>X7^fh H ( 1 • 17g) 0HH> (10ml) 

in*., 2B#F B iin^M^Lfco ^jS^fCTjc^in*.,. S£mx^;i/T»tBLfc 0 «JS&7K 

7A^D?b^77^ (^X^;i/ : 1 : 19) T^glffi«U> n&V>m 

VtmtVT (2E) -3- [5 -^Ot- 2 - (3 -pWUfd »J 5?>- 1 — f )V) 

10 7i-M y^UMx^V (1. 3 2g) £#fc„ . 

1 H-NMR (200MHz, CDClj) «5 1. 10 (3H, d, J=6.6Hz), 1.33 (3H, t, J=7. 1 Hz), 1.42- 
1.66. (1H, m), 1.99-2.15 (1H, m), 2.23-2.43 (1H, m), 2. 90-2.98 (1H, m), 3.21-3 
.47 (3H, m), 4.25 (2H, q, J=7. 1 Hz), 6.20 (1H, d, J=16.0 Hz), 6.67 (1H, d, J= 
8.8 Hz), 7.28 (1H, dd, J=8. 8, 2.6 Hz), 7.48 (1H, d, J=2. 6 

15 Hz), 7.93 (1H, d, J=16.0 Hz). 

IR (neat) 1713, 1626, 1474, 1316, 1175, 912, 741 cm" 1 
7 7 

7;Hf>*H»T» (2E) -3- [ 5 -y'U^E- 2 - (3 -^f JUfn'J y>- 1 
~-()V) 7i-JH U^B&X^;!/ (1. 32g) , 4- (2-7*h + ->Ih^> 

20 ) 7xx;w#?tt (l. i i g) * IfcHfcfcUtfA (l. o 8 g) ©h;kx>-x^/ 

-;l/-7K (4 0 - 4 - 4m 1 ) ?1^^^^®1?3 O^f^ii^bfe. SfS^trb7 + 
X (f'j7i-M7 k 7^» (0. 13g) 6«HWJP«k««EL/ 

25 ^X^ 1 ;!/ : ^\=lr+h> 1 : 19-1 : 9) T?#|»*ltilU ffiOi^itbt (2 E 
) -3- C4' - (2-7"h^>Ib*-» -4- (3 -*<?)V\ZU 'J 1 — f 
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)V) - 1 , 1 ' -k'7i^- 3 7*7 U;H?X^;U (7 6 lmg) £#fc<, 

1 H-NMR (200MHz, CDC1 3 ) (5 0.93 (3H, t, J=7.3Hz), 1.12 (3H, d, J=6.6Hz), 1.28- 

1.48 (5H, m), 1.51-1.68 (3H, m), 1.99-2.20 (1H, m), 2.24-2.47 (1H, m), 2.97-3 
.05 (1H, m), 3.26-3.59 (5H, m), 3.81 (2H, t, J=4. 9 Hz), 4.16 (2H, t, J=4. 9 Hz 

5 ), 4.26 (2H, q, J=7. 2 Hz), 6.30 (1H, d, J=15.8 Hz), 6.87 (1H, d, J=8.4 Hz), 6 
.97 (2H, d, J=8. 6 Hz), 7.41-7.48 (3H, m) , 7.59 (1H, d, J=2. 6 Hz), 8.08 (1H, d 
, J=15. 8 Hz). 

IR (neat) 1709, 1607, 1495, 1478, 1300, 1246, 1175, 912, 743 cm" 1 
7 8 

10 (2E) -3- [4' - (2 -~f b*->X h*>0 -4- ( 3 - ;* \f. D U i?> - 
1 -<i)V) - 1, 1 ' - k'7i-JV- 3 T^U JVWtX.f-JU (7 6 lmg) <D 

;i/-THF (1 0 - 5m 1 ) mmz, 1 N7kM4kJ- b u o&7kmw ( 

4. Oml) £JP3.fco 6 5tT?6Rf^m OtTlNll! (4. Oml) 

Ofcf;i/X-^;i^*3j;tK-\^^>-e^b, ^©^Ht LT (2E) -3 - [4* - 
(2-^F^>ih^» -4- (3-^?;Hfnij^>-i-^;i/) -l, l* - 
t'^rcx;!/- 3 --r;H T^U;^ ( 5 9 6mg) <M#fc 
mp 136-139 

20 1 H-NMR (200MHz, CDC1 3 )<5 0.93 (3H, t, J=7.3Hz), 1.13 (3H, d, J=6.6Hz), 1.31- 

1.49 (2H, m), 1.53-1.68 (3H, m), 2.02-2.19 (1H, m), 2.25-2. 47 (1H, m), 2.99-3 
.07 (1H, m), 3.28-3.59 (5H, m) , 3.81 (2H, t, J=4.9Hz), 4.16 (2H, t, J=4.9Hz 
), 6.30 (1H, d, J=15.8Hz), 6.88 (1H, d, J=8.8Hz), 6.98 (2H, d, J=8.6Hz), 7 
.43-7.49 (3H, m) , 7.61 (1H, d, J=2.2Hz), 8.19 (1H, d, J=15.8Hz). 

25 7 9 

7)l3>mmn.T> frmiti-b U^A (6 0%, 0. 21g) ©h;H> (lOml 
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) mmmz, otT'2- (^x^***/) ^nt:t>fifji/ ( 1 . 28g) © 

h;l/X> (10ml) »ift£S&Tl>&. OX;-VimmmW&> 5 2- (3- 
*^;nfn ij 1 --f )V) ^>X7^ftH (1. 20g) <£>W1/X> (2 0m 

i) mm.*nx. e>nmMmm,vrco k^\z-^^x, siifjn?a(tiDfe. 

, ^a^^^A^nT (WRx^;i/ : ^1*>1 : 19-1 : 9) T# 

m^nV. ffiCMill (2E) -3- [ 5 -^Dt- 2 - (3-^;HfO 
|J^>-1-<JI/) 7i-W -2-^5 1 JV7^'JJHX5 : ;i/ (1. 4 9g) 

o 

10 1 H-NMR (200MHz, CDC1,) 0 1.08 (3H, d, J=7.0Hz), 1.34 (3H, t, J=7. 1 Hz), 1.44- 
1.62 (1H, m), 1.95-2.10 (4H, m), 2.19-2.39 (1H, m) , 2. 80-2.89 (1H, m), 3.10-3 
.38 (3H, m), 4.26 (2H, q, J=7. 1 Hz), 6.64 (1H, d, J=8.8 Hz), 7.20-7.28 (2H, m 
), 7.67 (1H, s). 
8 0 

15 • 7)V^>nm^.~f. (2E) -3- [5-^0^6-2- ( 3 - * U U V > - 1 

— f;lO 7xx;i/] - 2 - ;* U )Vm^)V (1. 49g) , 4- (2-^h 

^i/Ih^^i-W')! (1. 2 1g) , WJ^A (1. 17g) ©hJl/ 
X>-X^/-;1/-tK (4 0 - 4 - 4m 1 ) I^^jat3 0^rWbfc. HIS 
Itf f7^X (h U 7i-WX7^ >) A^v^A (0; 1 5 g) £#D;L> 6 B# 

20 r^»n^«^bfeo ^M£T?#£P^, «x^;kTttttSLfc. ^JPSrTk&J:^^ 

if ? 7 J- mm^)V : ^\^lJ-> 1 : 19 — 1 : 9) T^gfliffi® 

til (2E) - 3- C4' - (2 h*~>X h^vO -4- (3-^?JHfDiJ 

>^>-i--r;u) -l, i' - t'7i-^- 3 --r;i/] - 2 -y 3^7^ u^nsxf. 

25 ;P (1 . 4 4 6 7 g) £f#fco 

1 H-NMR (200MHz, CDC1 3 )50.93 (3H, t, J=7. 1 Hz), 1.10 (3H, d, J=6.6Hz), 1.27- 
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1.48 (6H, m), 1.54-1.68 (2H, m) , 1.96-2.15 (4H, m), 2.21-2.45 (1H, m), 2.88-2 
.96 (1H, m), 3.17-3.45 (3H, m), 3.55 (2H, t, J=6. 6 Hz), 3.80 (2H, t, J=5. 0 Hz 
), 4.15 (2H, t, J=5.0 Hz), 4.27 (2H, q, J=7.2Hz), 6.83 (1H, d, J=8.8Hz), 6. 

97 (2H, d, J=8. 8 Hz), 7.32-7.49 (4H, m) , 7.83 (1H, s). 
5 ##0»J 8 1 

(2E) -3 - [4' - (2-^h^i/I^-» -4- (3 - *^)V\f.U »J V>- 
-1, 1' - k'7i^- 3 - <;H - 2 -*^)VT!7 0JVmx.9-)U (1 
. 4 5 g) 0X^;-J1/-THF (2 0 - 1 Oml) mWZ., SfiT 1 NTKBftft^ h 
U#A*»»c (7. 5ml) £iP*.fco 6 5tT!4Wm OfClNM (7 

io . 5mi) *-mz> mwtx.?)v-ct&m\sit. <fc^«i?o*4ft**ct5fe#u, 

^S^SM V^Dt!;H-r;^ t 3;^^it>T^L, JlfeO^^ibT (2E) 
-3- C4' - (2-yh^>Ih^y) -4- (3 -jWUfn U5>>- 1 — HP 
) -1, 1' -t'7i^-3--r;i/] - 2 -*<?)VT9 V)Vm (1. 0 5 7 g) £ 

15 

mp 139-141 

1 H-NMR (200MHz, CDC1 3 )<5 0.93 (3H, t, J=7.3Hz), 1.11 (3H, d, J=6.6Hz), 1.30- 
1.69 (5H, m), 1.95-2.16 (4H, m) , 2.21-2.45 (1H, m), 2. 89-2. 98 (1H, m), 3.21-3 
.48 (3H, m), 3.55 (2H, t, J=6.6Hz), 3.81 (2H, t, J=4.8Hz), 4.16 (2H, t, J=4 
20 .8 Hz), 6.85 (1H, d, J=8. 8 Hz) , 6.97 (2H, d, J=8. 8 Hz), 7.35-7.47 (4H, m) , 7. 

98 (1H, s). 

82 • . 

5-7o€-2-7;Vtn^>X7^rkH (3. 0 g) \ 3 - tf D U i> J -)V ( 2 
. 5 7 g) R&&Wt± b U ( 3 . 12g) ©DMSO-* (30-6ml) 1^ 

25 «sio o"c-e4itTOifc, »Sxf;i/Tiait, ^r«JBS*stXfiaid*tt[*T 
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^ - (tiifjk^t>i : i-*2 : i) u seoMiitus 

(3 -k h'n^rvfcf d 'J> ? >- 1 --f;i/) ^>X7^ftH (3. 5 

3 g) 

1 H-NMR (200MHz, CDCl a ) 0 1.70 (1H, d, J=4.0Hz), 1.99-2.28 (2H, m) , 2.99-3:08 
5 (1H, m), 3.30-3.41 (1H, m), 3.64-3.77 (2H, m), 4.55-4.66 (1H, m), 6.75 (IH, d 
, J=9.1 Hz), 7.46 (1H, dd, J=9.1, 2.5 Hz), 7.79 (1H, d, J=2. 5 Hz), 9.99 (1H, 
s). 

IR (neat) 3347, 1661, 1593, 1489\ 1472, 1408, 1179, 912, 741 cm-' 
#%0!| 8 3 

10 (3 - k Hn^->tfP U *J>- 1 ~-i)V) ^>X7^rtH (2. 

1 7 g) ©DMF (20ml) 0 e Cl?7K^'fk^ h U V A (6 0%, 0. 3 6 g 

) Sim*, ot-ei^FBllHUfe. fcj&%k\z, mvik*?> (o. 7 5mi) ^Jra*., 

15 i/07h^77>f- (iUxfJl' : "\*-tf->l : 1 9 — 1 : 9 — 1 : 4) T^SI*f8S 
^6©ift*fc%<hLT5 -^Qt- 2 - (3 -* h + *>En'US?> - 1 -'HI') ^ 
>X7^rt> ( 1. 0 2 7 5 g) Sfcfc. 

1 H-NMR (200MHz, CDC1 3 ) 5 1 . 97-2. 25 (2H, m) , 3.04-3.13 (1H, m) , 3.26-3. 43 (4H, 
m), 3.51-3.59 (1H, ra), 3.68 (1H, dd, J=11.6, 4.6 Hz), 4.02-4.10 (1H, m) , 6.73 
20 (1H, d, J=8. 8 Hz), 7.44 (1H, dd, J=8. 8, 2.6 Hz), 7.79 (1H, d, 
J=2.6 Hz), 10.00 (1H, s). 

IR (neat) 1676, 1593, 1489, 1470, 1406, 1177, 1103, 912, 743 cm" 1 
##0»J 8 4 

yji<3>mmm,T. 7kmikj-bvvi± (6 o %, o. ng) domi 
25 ) JBfflftfc, otT2 - (^xfSfrafrxfcy) ztu tf ^->^x^;u (l. 0 3 g) © 
hJH> (10ml). iSSiTtfc Ott3.0lPIFIim 5-^nqE-2- 
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( 3 h^->tf □ U V>- 1 — f)V) ^>X7JVrk H ( 1 . 0 2 7 5 g) <Dh)V 

x> (2 0mi) mm&toz., 3. 5i%mMMtfLisf£. KfomzK^uaz.. mmx. 

5 ) ^H^L, tfiOittltLT (2E) -3- [ 5 -?U=E- 2 - (3-*h 

*->tfo u >>>- i -<;io -2-^^7^ UMx^ (i. 199 

g) £#fco 

1 H-NMR (200MHz, CDC1 S ) 51.34 (3H, t, J=7. 1 Hz), 1.99 (3H, d, J=1.4Hz), 2.01- 
2.09 (2H, m), 3.10-3.23 (2H, m), 3.32-3.46 (5H, m), 3.94-4.04 (1H, m), 4. 26 ( 
10 2H, q, J=7.1 Hz), 6.67 (IB, d, J=8.8Hz), 7.22-7.30 (2H, m) , 7.66 (1H, s) . 
IR (neat) 1705, 1474, 1273, 912, 743 cm"' 
###J 8 5 

7)V3>mmm.T. (2E) - 3- [5 -yn^- 2 - (3-^h^vtrnu>?>- 

1--DW) -2-^f^7i"JJ«X^ (1. 199g) , 4- (2- 

15 ;K+->Ih + -» (0. 93g) , ^^'J-^A (0. 9 0g) CD 

h;Wx>-X^/-)!/-7jc (3 0-3- 3ml) i^i£Ml?3 0^»lfc. 
RmZklZT-b?** ( h U 7 x.—)Vi£7. 7^ >) A'^tfA (0. llg) £JJP;^ 

20 v h t* 7 7 ' — (SUlfJl' : 'N^IJ-^ 1:9 — 1:4) -e#Ht*iia3U It-fecDJS^ 
«tbl (2E) - 3- [4' - (2-^h^'>Xh^>» -4- (3-^h^'>t! 

nU5>>- i --f ;u) -l, i' - 3 --on - 2 -*^;U7^ u;wft 

x?;i/ ( 1 . 1 7 7 g) 

'H-NMR (300MHz, CDC1 3 ) (5 0. 93 (3H, t, J=7.4Hz), 1.32-1.45 (5H, m) , 1.51-1.65 
25 (2H, m), 1.97-2.13 (5H, m), 3.19-3.28 (2H, m) , 3.33 (3H, s), 3.36-3.57 (4H, m 
), 3.80 (2H, t, J=5.0 Hz), 3.96-4.05 (1H, m), 4.15 (2H, t, J=5.0Hz), 4.27 (2 
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H, q, J=7.1 Hz), 6.87 (1H, d, J=8. 1 Hz), 6.97 (2H, d, J=8. 7 Hz), 7.33 (1H, d, 
J=2.4Hz), 7.39-7.46 (3H, m), 7.81 (1H, s). 

IR (neat) 1705, 1605, 1495, 1271, 1244, 1113, 912, 743 cm" 1 
8 6 

5 (2E) -3- [4' - (2-^h^v'Xh + '» -4- ( 3 - * h ^ ~> tf D U V > 
— 1 — f JP) -1, 1' - \17 3 JH - 2 -*^)VT>7 U)1/S?X^;P ( 

I . l 7 7 g) ©x^;-Jl/-THF (l 0 - 5m 1 ) mmz. Ml? l Njumit?- 
bU^A7KM(5. Om 1 );^:1XiXrCo 6 5tT6l$F»t, OtTlNMt 

) -3- [4' - (2 h^X h^'» -4- ( 3 h^r^tf D >J i?>- 1 - 

-r;i/) -l, i' - tr^xx;i/- 3 - 2 -*^;i/T^ u (9 6 7mg) 

15 mp 144-145 *C 

1 H-NMR (300MHz, CDCI3) 6 0.93 (3H, t, J=7.2Hz), 1. 33-1. 45 (2H, m) , 1.56-1.65 
(2H, m), 2.02-2.12 (5H, m), 3.18-3.29 (2H, m), 3.34 (3H, s), 3.40-3.57 (4H, m 
), 3.80 (2H, t, J=5.0 Hz), 3. 99-4. 06 (1H, m) , 4.15 (2H, t, J=5.0Hz), 6.88 (1 
H, d, J=8.7Hz), 6.96 (2H, d, J=8.7Hz), 7.35 (1H, d, J=1.8Hz), 7.39-7. 45 (3 
20 H, m), 7.94 (1H, s). 

7Cf5f#tJf C 27 H 36 N0 5 Calcd. C, 71.50 ; H, 7.78 ; N, 3.09 : Found. C, 71.63 

; H, 7.78 ; N, 3.03. 
###1 8 7 

5 -yn^E- 2 - (3 - k Hn^->fcf a U ¥>- l --f )V) ^>X7;i/rkH (3. 
25 5 3 g) ©tTU> ? > (2 Om 1 ) mW.\Z, 0°CX$k7kWm (2. 5 m 1 ) £Jn*.fco 
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mtt*lJ7&? CiT h 9 J 7 4 — (SSxfil^ : ^\^1t> 1:9-*1:4:-*1:2 
) •V^mmmv, ifi©«l3tlT5-^nt- 2- (3-T-feh*'>trnUS*> 
-1 — r;W ^>X7^ft F (4. 15g)£#fco 
5 1 H-NMR (200MHz, CDC1 3 ) <5 2.04 (3H, s), 2.13-2.31 (2H, m) , 3.06-3.13 (1H, m), 3 
.30-3.40 (1H, m), 3.59-3.72 (1H, m), 3.82 (1H, dd, 1=12. 1, 4. 7 Hz) , 
5.31-5.44 (1H, m), 6.74 (1H, d, J=8. 8 Hz) , 7, 48 (1H, dd, J=8. 8, 2.6 Hz), 7.8 

0 (1H, d, J=2.6 Hz), 9. 98 (1H, s) . 
###|8 8 

io T )V3>mn^~V, 5-^0^-2- ( 3 -7± h^>tf n u -jy- l --r;i/) ^> 
XT^fhF (1. Og) 43£tf2- (hU^x-;l.7iN^7}N^-U-r» ^Dtf^-> 
Itett -ZT^)V (1. 8 8 g) <Dh)UX.> (1 0ml) m&m* 2 ^^in^SM 

15 - (f|?I^:A^>l : 9) T?#l§ii»§? U m©«||tLT (2E) - 
3- [2- [3- (7±b*rz/) tf n U > - 1 - -f )V\ - 5-ynt7i-JH - 
2 U;P^ t e r t -^f^)V ( 1 . 2 1 g) £#fco 

1 H-NMR (200MHz, CDC1 3 ) 5 1.53 (9H, s) , 1.95 (3H, d, J = 1.2Hz), 1.98-2.31 (5H, 
m), 3.09-3.28 (2H, m), 3.36-3. 58 (2H, m), 5. 25-5. 36 (1H, m), 6.68 (1H, d, J=8 

20 .6 Hz), 7.26-7.31 (2H, m), 7.54 (1H, s).. 
###| 8 9 

rfr'iym-nm.T* (2E) - 3- [2 - [3 - (x-feh*-» trnu^>-i--r 

;U] - 5 -T'Dt7i^] - 2 -*^)V7>7 »J t e r t - ZT^-)V (5. 3 7 g 
) , 4- (2 h^rv-X h=^-» y^-Jl-frVM (3. 9 2g) , ^m^U^A ( 
25 3. 5 0 g) ©h;H>-X^;-^-* (13 0-13-13ml) 
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o. 44g) tern*., 6mmMM.mvrco &m&-v#tm&* smx^-rttmufc 

ia^*7A^D?h^77^ - (ft|If*:A^>l : 9^1 : 4) T# 

mnmv, n&omwmtvT (2E) -3 - [4- [3- (T-th^^) tfnu^ 
5 >- 1 --r ;i/-4* - (2 - ^h^>>ih*-» ] - 1, 1 * -vy^-fr- 3 

;H y 9 t e r t (5. 6 6 g) £#fc 0 

1 H-NMR (200MHz, CDC1 3 )<50.93 (3H, t, J=7.2Hz), 1.30-1.41 (2H, m) , 1.55-1.66 
(11H, m), 2.01-2.38 (8H, m), 3.18-3.65 (6H, m) , 3.80 (2H, t, 1=4.9 Hz), 4.15 
C2H, t, J=4.9Hz), 5.26-5.38 (1H, m), 6.87 (1H, d, J=8.4Hz), 6.97 (2H, d, J = 
10 8.8 Hz), 7. 35-7.47 (4H, m) , 7.69 (1H, s) . 

IR (neat) 1740, 1703, 1493, 1478, 1277, 1246, 1123 cm" 1 
9 0 

02 E) -3- [4- [3- (T-feh*^) HD U *J>- 1 -<i )V- 4 ' - ( 2 - 7" 
h*>-x h*-» ] - 1 , 1 ' - tf^xn;V- 3 --iJll 7W)VW. t e r t -7'9- , 
15 )V (2. Og) ©^X^;i/ (2 0ml) Ot)l?4NM (ftlfJl'^ 

, 5. Oral) £}JP*.fco 1 4R#FpJH1#^> ^e»K4NM (WtX^^M 

,10. omi) zdux, mmmwistco ^jmcltr^jp*., mm^^-vmmi^rz 

20 ffiCD^IitT (2 E) -3- [4- [3- (y-fch^) bf n U z?> - 1 - << )V 

-4' - (2-^h^->ib+-» ] -l, l' -H7i-ik- 3 --r ;n t^u;u 

^ ( 1 . 4 1 g) £#fco 
mp 135-137 t: 

■H-NMR (200MHz, CDC1 3 )<5 0.93 (3H, t, J=7.2Hz), 1. 28-1.47 (2H, m), 1.55-1.69 
25 (2H, m), 2.07-2.33 (8H, m), 3.18-3.34 (2H, m) , 3.42-3.64 (4H> m), 3.80 (2H, t 
, J=5.0 Hz), 4.16 (2H, t, J=5.0Hz), 5.27-5.38 (1H, m) , 6.90 (1H, d, J=8.4Hz 
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), 6.98 (2H, d, J=8. 8 Hz) , 7.38-7.47 (4H, m), 7.94 (1H, s). 
###J 9 1 

5-^D ; E-2-7;i/tD^>y-hUiV (1. Og) , (0. 3 4 g) 

&&Zf&kMfi U £A (0. 76g) ODMSO (10ml) 1 0 0"CT6I$|HJ 

T5-^n^E-2- (1H-H7^V-1 — OV) 1>'/~hV)V (1. 0 4 8 g 

) £#fco 

10 1 H-NMR (200MHz, CDC1 3 )<5 6.56 (1H, dd, J=2.4, 2.1 Hz), 7.70 (1H, d, J=8. 7 

Hz), 7.79-7.83 (2H, m) , 7.89 (1H, d, J=2. 1 Hz), 8.13 (1H, d, J=2.4Hz).IR (K 
Br) 2232, 1526, 1491, 1399, 934, 750 cm"' 
9 2 

T)i^>nmm.T. 5 - ju^e- 2 - cm-tr^*/— 1 -ov) ^>y-hu 

15 )V (2. 50g) , 4- (2-^h^'>Ih+-» 7i-Mfl (2. 88g) , 
&kWt%VV& (2. 7 9g) OhJH>-I^;-;V-7k (10 0-10-10ml 

) /t^^^A (o. 3 5g) 7 m%MmwLvtz. a M*T??frajisfe, »tx 

) T^riiSlL, «ttfi©«Pl*4&£bT4' - (2-^h^lh^) -4- (1 

h- tf 7^;p- i -i, i' - t7i^- 3 h u;i/ (3. 2 

5 g) £#fc 0 

1 H-NMR (200MHz, CDC1 3 )<5 0.94 (3H, t, J=7.2Hz), 1. 30-1.50 (2H, m), 1.54-1.69 
25 (2H, m), 3.56 (2H, t, J=6.6Hz), 3.82 (2H, t, J=5.0Hz), 4.19 (2H, t, J=5.0H 
z), 6.56 (1H, t, J=2.6Hz), 7.05 (2H, d, J=9.0Hz), 7.53 (2H, d, J=9.0Hz), 7 
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.80-7.94 (4H, m), 8.17 (1H, d, J=2.6Hz). 

IR (neat) 2230, 1609, 1518, 1499, 1397, 1252, 1125, 936, 910, 826, 737 cm" 1 

&mm 93. 

7fr3>BWm.T. 4' - (2-^h^->ib^y) -4- (lH-K9 , /-^-l 
5 -"OW -1, 1' -H7x- )V- 3 -*^/J?— h (3. 2 5g) OhJH> ( 
10 0ml) «F«K1» O'CTzKiiHbSM VZT^frTfr^-Vh. (1. 0Mh^i>^ 
14. 0ml) SiTbfc. giaT2B#P*m£M£, **flS5>-f V^^7;i/5- 
(1. 0MhM>m 9. 0ml) SSfi-CSTTbifc. SITJ 3 0 »Ml|jt 

10 ffibfc. **JB U ttvn^^ATfeilfc. «JBET»*tfe' 

* ii§*7A^D7h^77^- (WxfJV : ^\^r1t>l : 4—1 : 3 — 1 : 2 

) t^iiit, mn&<Dmvty>)£VT4' - (2-:/h*~>xh^» -4- a 
h- v^v-fr- i --r;w -l, i' - t*^m;i/- 3 -#;w\*;i/-xt H (7 8 8 

mg) <£f#fc. 

15 1 H-NMR (200MHz, CDC1 3 ) (5 0. 94 (3H, t, J=7. 1 Hz), 1.30-1.48 (2H, m) , 1.51-1.68 
• (2H, m), 3.56 (2H, t, J=6. 6 Hz), 3.82 (2H, t, J=5.0Hz), 4.19 (2H, t, J=5.0H 

z), 6.57 (1H, t, J=2.2Hz), 7.04 (2H, d, J=8. 8 Hz) , 7.53-7.61 (3H, m) , 7.82-7 

.89 (3H, m), 8.20 (1H, d, J=2.2Hz), 10.08 (1H, s) . 

IR (neat) 1688, 1609, 1512, 1397, 1252, 1184, 1128, 937, 828 cm" 1 
20 9 4 

7)Vzf>mm^T, Tkmfc-f b U ^7 A (6 0 %, 0. llg) OhJH> (10ml 

) o tJT 2 — ($>x^;Hs**>0 -ju tf^->i?x5 1 ;i/ (o. 6 7g) <d 

h^X> (10ml) »*SiTbfc. Otl?l^F B »t« 4' - (2-7*h + ->X 

h^-» -4- ( i h- e5>/-;p- i --f;u) -i, i' - t^i^- 3 

25 A'^rt H (7 8 8mg) <D\+)Vx.> (10ml) »?K*J)PA, 4 B#W*P^j1«E bfc 
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fftX?^ : *\*"V-> 1 : 4) -e^iiSb. TOC^itLT (2 E) - 3- [ 
4' - (2-^h^>'Ih + -» -4- (lH-K5 , /-*-l-^) -1, 1* 
- k'7xZJK 3 - < JU] -2-^Wi"J^Xf;i/.(8 4 2 g) 
5 1 H-NMR (200MHz, CDC1 3 )(50.94 (3H, t, J=7.4Hz), 1.26-1.50 (5H, m) , 1.55-1.69 
(2H, m), 2.03 (3H, d, J=1.6Hz), 3.56 (2H, t, J=6.6Hz), 3.82 (2H, t, J=4.9H 
z), 4.16-4.29 (4H, m), 6.45 (1H, t, J=1.8Hz), 7. 03 (2H, d, J=8.8Hz), 7.52-7 
.58 (4H, m), 7.63-7. 65 (3H, m), 7.74 (1H, d, J = 1.8Hz). 
IR (neat) 1709, 1609, 1514, 1493, 1399, 1271, 1246, 1115, 912, 745 cm"' 
10 9 5 

(2E) -3- [4' - (2-yh^'>Ih^y) -4- ( 1 H - \± =7 V—)V- 1 - 

>r;p) -l, i* -\zy *.-)},- z — on -2-/wi"j;mif^ (790 

mg) <DX^/-;i/-THF (2 0 - 1 Om 1 ) Mt. MT! 1 NTKSMfe:** h U ? 
A7K^?g (3. 5ml) *M%-tz. 5 0TCT4B#F^^#^, O'CeiNi&i? (3. 5 

15 mi) mmx.^)wmmvtco timm**.&&ifi&m'&m.*-em&v* mm. 

SSM V:/nfcr;PX — T^Ttfe^U, LT (2E) -3 - [4' - (2 

-yh^>Ih^-» -4- (1H-E5V-)V- I )l) -1, 1* -k'7x- 

3 — on - 2 -^^;wt^ u;i/m (7oomg) £#fc„ 

20 mp 132-134 t: 

■H-NMR (300MHz, CDC1 3 ) (5 0.94 (3H, t, J=7.4Hz), 1.34-1.46 (2H, m) , 1.57-1.66 

(2H, m), 2.05 (3H, d, J=1.5 Hz), 3.56 (2H, t, J=6. 6 Hz), 3.82 (2H, t, J=4. 9 H 

z), 4.18 (2H, q, J=4.9Hz), 6.45 (1H, t, J = 1.8Hz), 7.02 (2H, d, J=8.7Hz), 7 

.52 (2H, d, J=8. 7 Hz), 7.58 (1H, s) , 7.62-7.66 (4H, m) , 7.74 (1H, d, J=1.8Hz 
25 ). 

###| 9 6 
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7;i^>#ffll§;T* **fb?- MJ (1 . 4 4 g) ODMF (1 5 0ml) MMM 
\Zs OtTl, 2, 3, 4-rh5tHo + /iJ> (4. Og) ©DMF (20ml 
) MSiTLfc, 0«CTMB#fflifc#g^ OWKm^izaVit*? > (2. 0 6ml - 

aESfc^A^nv — mWtX.^)V : ^\*+J->l : 19) MO 

»iltl-^f^-l, 2, 3, 4-f h7ti ? 04 i ; i J> (3. 64g) * 

1 H-NMR (300MHz, CDC1 3 ) 6 1. 94-2. 02 (2H, m), 2.76 (2H, t, J=6. 6 Hz) , 2.88 (3H, 
10 s), 3.21 (2H, t, J=5.7Hz), 6. 57-6. 62 (2H, m) , 6.93-6.96 (1H, m), 7. 04-7.25 ( 
1H, m). 

mmm 9 7 

2, 3, 4-fh7tFD + ;'J> (3. 64g) ©i?^DD^^ 
> (50ml) mmz, O^Tf h^^W^-^Ah'J/DS H (1 1. 92 
15 g) ZMXtz, 0tT3 0»f B 1> IST18^FII#tfc. Rf&Sfc^&lW*., n 
n**>T?iilifcHLfc. ^WW&^tflMfe:*- h U ^A*»?ft*«taciafPA1i[7KT?«c?»b 

IfSl?^ : ^\=\rU-> 1 : 19) TSHitt«U M©»ttX6-7'o ; &- 
2, 3, 4-f h7tFn^;U> (4. 65g) £#fco 
20 'H-NMR (200MHz, CDC1 3 ) 6 1. 89-2. 01 (2H, m), 2.73 (2H, t, J=6.4Hz), 2.85 (3H, 
s), 3.20 (2H, t, J=5.7Hz), 6.43 (1H, d, J=8. 6 Hz), 7.02-7.05 (1H, m), 7.10-7 
.16 (IH, m). 

IR (neat) 1501, 1323, 1208, 912, 740 cm" ' 
###| 9 8 

25 6 - 7*nt-l-^f;l/-l, 2, 3, 4-7h7th*n^;'J> (4. 65g) © 
DMF (4 0ml) mWCmit^ a n ;* 3=- 1/ ^)V7 A (3. 
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9 5g) .sjn*, 6 5tTmwa#ufc. Rmm&w&**\zMz.fc. mwtxvv 

ftX^ : J\*V> 1:19—1:9) tWL, ffiOMtlT6-^D 
5 1 - *^)V- 1 , 2, 3, 4-f b7t + ; »J >- 8 -A;WUft K (2 

. 8 2 g) 

1 H-NMR (200MHz, CDC1 3 ) <5 1. 87-1. 99 (2H, m) , 2.75 (2H, t, J=6.2Hz), 3.04 (3H, 
s), 3.27 (2H, t, J=5.6Hz), 7.20 (1H, d, J=2.6Hz), 7.63 (1H, d, J=2.6Hz), 9 
.94 (1H, s). 
10 9 9 

7)VzI>nm^.T. 7kMik~)~ hV<J& (60%, 0. 25g) ©h;i/X> (10ml 
) mMWZ. OtT^IfWX^/SIXfJI/ (1. 2 2ml) CDhJH> (10 
ml) »«ft»Tlfc. 0tT3 0^flim -*3-)V- 1 , 2, 

3, 4 - f h 7k H D+7 'J > - 8 - * Wrk H (1. 3 0 g) <Z>h;Ux> (2 
15 0ml) £*TU 2P#WmjRjBi«bfc. K^mz^MPL. iiimilJlLfc 

SS$iJ7A^D7b^77^- (ffiHixf^ : ^\*-tJ-> 1:19-^1:9)1? 
#{H»®tL, ^ffiCStlJtbT (2E) -3- (6 -ZfU^- 1 1 , 

2, 3, h'D + y U >- 8--f ;P) T^UMlfiP (1. 49g) 4 

20 

'H-NMR (200MHz, CDC1 3 )6 1.33 (3H, t, J=7. 1 Hz), 1.76-1. 90 (2H, m) , 2.71-2.78 
(5H, m), 3.10-3.15 (2H, m), 4.26 (2H, q, J=7. 1 Hz), 6.32 (1H, d, J=16. 1 Hz), 
7.13 (1H, d, J=2.2 Hz), 7.41 (1H, d, J=2. 2 Hz), 7.84 (1H, d, J=16. 1 Hz). 
IR (neat) 1711, 1632, 1451, 1470, 1416, 1310, 1265, 1233, 1175, 1040, 912, 74 
25 3 cm' 1 

10 0 
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7 frziym-mmrr, (2E) -3- 2, 3, 4-t- 

h7tKa*;U>-8--f^) T^U^BfeX^P (1. 49g) , 4- 
^->Ih + '» 7irW-)« (1. 3 1 g) s Bm%V*7& (1. 2 7g) ©hJl/ 
x>-x*y-Jl/-zk (5 0-5 -5ml) S^ft*SlT30»IBJt#bfc. 
5 ^Cfh7n (hU7i-^7^» ^7S?l>A (0. 2 6g) 6 B# 

i&7.KTri5te#b, SOtT^*^* A-Cft*L&. «EET»»«» »*7Ai?n?h 
tf^yj- mm^Jl : 'vHf-^l : 1 9-*l : 7) T#l8Mf§ib, ftfeoftbttft 
ill (2E) -3- [6- [4- (2-yh^->Xh^-» 7HJH -1-^5=" 
10 2, 3, 4-rb5tKo*/U>-8-'f;i/] T^J^Kl^P (1. 5 

6 g) 

" 1 H-NMR (200MHz, CDC1 3 ) <5 0.93 (3H, t, J=7. 1 Hz), 1.26-1.48 (5H, m) , 1.50-1.70 
(2H, m), 1. 79-1. 97 (2H, m), 2.76-2. 89 (5H, m), 3.11-3.24 (2H, m) , 3.55 (2H, t 
, J=6.6Hz), 3.81 (2H, t, J=5.0Hz), 4.16 (2H, t, J=5.0Hz), 4.20 (2H, q, J=7 
15 ■ .2 Hz), 6.42 (1H, d, J=16.2 Hz), 6.97 (2H, d, J=8.4 Hz), 7.21-7.23 (1H, m), 7 
.46 (2H, d, J=8.4 Hz), 7.47-7.50 (1H, m) , 7.99 (1H, d, J=16.2 Hz). 
IR (neat) 1709, 1630, 1609, 1516, 1454, 1275, 1248, 1177, 1125, 1040, 910, 74 
1 cm" 1 

10 1 

20 (2E) -3- [6- [4- (2-^h^>lF**» 7i-W - 1 1 
> 2, 3, 4-fh7kh'n^/U>-8-i'JI/] T^'J^X^l, (1. 5 6 g) 
OX^;-;i/-THF (2 0 - 1 Om 1 ) mmz, ^iST 1 N*K<fc^" h U 
* (8. Oml) *JlPAfc. 6 51CT2 OP»M!t#«, 0 TCT 1 N$i .( 8 . Oml 

< V:/n£;i,x-7^U&£tf^*l7->Ti5fc#L, n&vm&tl'X (2E) - 3- [ 
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6- C4- (2-^b^>Xh^» 7i-M - 1 1 , 2, 3, A-=f 

h7kHD^yj>-8--fjn 7^u;nd. 3 7 g) zntc. 

mp 128-129 t: 

1 H-NMR (200MHz, CDC1 3 )<5 0.93 (3H, t, J=7.3Hz), 1. 29-1.48 (2H, m), 1.55-1.68 
5 (2H, m), 1.82-1.97 (2H, .m), 2.82-2. 86 (5H, m) , 3.16-3.21 (2H, m), 3.56 (2H, t 
, J=6.6 Hz), 3.81 (2H, t, J=4. 9 Hz) , 4.16 (2H, t, J=4. 9 Hz). 6.44 (1H, d, J=l 
6.1 Hz), 6.98 (2H, d, J=8. 8 Hz), 7.25 (1H, d, J=2. 0 Hz), 7.46 (2H, d, J=8. 8 H 
z), 7.52 (1H, d, J=2.0 Hz), 8.10 (1H, d, J=16.1 Hz). 
###1 10 2 

io 7)V3>m-mnrF, tk^^mj^a (6 0%, o. 2 7g) ®hjn> (iomi 
) Ji^fc, ott2^ (i^x^^^x^y) 7u tr^->mx^;i/ (1. 58g) o 

hJH> (10ml) IS^STLL OtTl^FllM. 6 -T/n^E- 1 
)V-1, 2, 3, 4-fh7bFn^;'J>-8-*JWUfbH (1. 40g) <D 

h>x> (20ml) sr?KTb, 4mm$ummffiist£ 0 &m%te7k&to%.. wx? 

o MJZTmmW:. iS^5Ai'0?hy77^- («X^;i/ : ^\^1t> 1:19 
-+1 : 15) -CftMmUV. tfiCiWtLT (2E) - 3- (6-^D^E-l- 
2, 3, 4-fh7th , n^/iJ>-8-'fJl/) - 2- *J-)V7i? V )V 
WtJL^JV (1. 6 7 7 g> « 
20 1 H-NMR (200MHz, CDC1 3 ) (51.34 (3H, t, J=7. 1 Hz), 1. 75-1.89 (2H, m), 2.06 (3H, 
d, J=1.4 Hz), 2.71-2.78 (5H, m), 3.10-3.15 (2H, m), 4.27 (2H, q, J=7. 1 Hz), 7 
.10 (1H, d, J=2. 2 Hz), 7.16 (1H, d, J=2. 2 Hz), 7.59 (1H, s). 
IR (neat) 1707, 1449, 1412, 1264, 1240, 1223, 1111, 1044, 912, 748 cm"' 
10 3 

25 7 )Vzi>mm%l : s (2E) -3- (6-^niE-l-^^-l, 2, 3, 4-^ 
h^kHn + y U >- )V) - 2-*?-)l7t7 <J;H£x^;i/ ( 1 . 6 7 7 g) , 



WO 2004/069808 PCT/JP2004/001181 

216. 

4- (2-yh^>Ih^y) 7i^*f» (1. 42g), «K;frUtfA (1. 
3 7g) <D h;l/X>-X^ y-;i/-7]c (5 0-5- 5ml) g^|j^jll?3 0^^ 
JJItfbfc. EfSJRfcx (h'j7i-m7^» n^WJ* (0. 17g 

) *jha, 6iSFMiin^aaEbfc. MST^t, Mfcx^Tttwufc. *r*g§»£ 

*7A^D^H^77^ (fttXf^ : ^*U"> 1 : 19 — 1 : 9) T^BI$»mb 
, ffiOi^lltUT (2E) -3- [6- [4- ( 2 h^v'X b*>0 7xX 

;w] -i-^^^-i, 2, 3, 4-f h5tFn*;y>-8--f^] -2-*?- 

Jl^T^'JJUx^ (1. 5 5g) zntzo 
10 1 H-NMR (200MHz, CDC1 3 )<50.93 (3H, t, J=7.3Hz), 1.27-1. 47 (5H, ■) , 1.51-1.68 

(2H, m), 1.82-1. 96 (2H, m), 2.13 (3H, d, J=1.2Hz), 2.77 (3H, s), 2.80-2.87 ( 

2H, m), 3.15-3.20 (2H, m), 3.55 (2H, t, J=6.6Hz), 3.80 (2H, t, J=4.9Hz), 4. 

15 (2H, t, J=4.9 Hz), 4.28 (2H, q, J=7. 1 Hz), 6.96 (2H, d, J=8. 8 Hz), 7.19-7. 

29 (2H, m), 7.44 (2H, d, J=8.8Hz), 7.74 (1H, s) . 
15 IR (neat) 1705, 1516, 1456, 1248, 1123, 912, 829 cm" 1 
10 4 

(2E) -3- [6- [4- ( 2 -~7 h^>X h*>0 7i-JI/] - 1 - 1 
, 2, 3, 4-f h7t HP^y U>-8-<;H -2-^?;P7i"JMx^l/ ( 
1. 55g) OI^;- ;i/-THF (20-1 0ml) ilt 1 N*tt-ffc± 

20 h 'J «7A*»« (7. 0ml) &;0n*.fc. 6 5 "CT? 4 B#MJ1#^ OttlNlt ( 
7. 0ml) £JU;L\ ffftx^^TJJA ffl bfc. J: t^fi&*iftift7icT?ft#b 

, SlE»^*^tf AT?tt»L&. «ffiT*»«, Wffibfe^**5®fCioT*J6fe 
o J^a^^-f V7*n^H- x;P^«ttK^s^ij->T^#b, JI^O^^tbT (2E 
) -3- [6- [4- (2-7'h^v'Ih + ^) 7i-M - 1 - .* 1 , 2, 

25 3, 4 -fh7kHD + ;U>-8--fJl/] - (1: 27g) 
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mp 133-134. *C 

1 H-NMR (200MHz, CDC1 3 ) (5 0.93 (3H, t, J=7.4Hz), 1.28-1.47 (2H, m) , 1.54-1.68 
(2H, m), 1.82-1.97 (2H, m), 2.17 (3H, d, J=1.6Hz), 2.79-2.87 (5H, m) , 3.16-3 
.22 (2H, m), 3.55 (2H, t, J=6.6Hz), 3.80. (2H, t, J=5.0Hz), 4.16 (2H, t, J=5 
5 .0 Hz), 6.97 (2H, d, J=8.8Hz), 7.21 (1H, d, J=2.2Hz), 7.30 (1H, d, J=2. 2 Hz 
), 7.44 (2H, d, J=8.8Hz), 7.90 (1H, s) . 
10 5 

5 -^Dt- 2 - 7^tD^>X7^ft H (2.5g) , N- ( 2 - ^ h^^X^l/ 
) *^)V7^> (1.43g) , toWrt-hWA (3.91g) ?tV*^)V7.)V-fc*c s s 
10 P (40ml) -7K (2 0ml) \MXHJSl> §i^iIT> 9 0tT6^»#U 

T^'>9ATft*S*.fc. «JETT*«l*«*bfe«» y'J^^W^A^n^h 
#7 7 4- {<\*4Jr> : Mx^;i/ = 6 : 1—^*1* > : SSxfJHl : 1) L 
, tfi©ittli:tT5-^D€-2 - [ (2 h^~>X^;i/) 75; 
15 ] ^>X7;kft K (2.4 7g) &#fc„ 

•H-NMR (300MHz, CDC1 3 ) <5 2.93 (3H, s), 3. 29-3. 33 (5H, m) , 3.56 (2H, t, J=5.4 
Hz), 7.02 (1H, d, J=9.0 Hz), 7.54 (1H, dd, J=9. 0, 2.4 Hz), 7.86 (1H, d, J=2. 
4 Hz)„ 10. 21 (1H, s). 
10 6 

20 x.miki-hvv& (i9 4mg) ohM> (10ml) 

BMRx^P (9 8 7mg) <D h;i/X> (1 0ml) M^OiC, SS**BB»T»c*^ 
TiTLfci. l»M*»bfc. #V>T5 -^nt- 2 - [ (2-*h*-> 

x^;p) (*^;w 75;] ^>X7;i/ft H d.Og) © h;Px> dOmi) ^ 
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t>:»Kl^=6 : 1) Tllll. tfiOMtLT (2E) -3- 15-7 
[ (2 h^X^lO 75;] 7iZJH T^'J^ilf 

;i/ ( 1 . 0 3 g) 

1 H-NMR (300MHz, CDC1 3 ) 5 1.34 (3H, t, J=7.2Hz), 2.80 (3H, s), 3.12 (2H, t, 
5 J=6.0Hz), 3.32 (3H, s), 3.54 (2H, t, J=6.0Hz), 4.26 (2H, q, J=7.2Hz), 6.35 
(1H, d, J=16.2 Hz), 6.96 (1H, d, J=8.4Hz), 7.39 (1H, dd, J=8.4, 2.4 Hz), 7. 
59 (1H, d, J=2.4Hz), 7.94 (1H, d, J=16.2 Hz). 
#5£0iJ 10 7 

(2E) -3- [ 5 -yo^- 2 - [ (2 h^->X^;i/) y ] 7 

10 i-Jk] OOOmg) , 4- (2-/h + ^Ih^y) 7i-JP 

(8 1 4mg) , ^m^J U^A (9 4 5mg) 0 b;PX> (15ml) , X^ 
/-;!/ (1.5ml) , tK (1.5ml) M^^X^:* >ff H^T 1 »#P^#bfc^ 
, ^h^7> (h U 7o:XJI/jJnX7^ >) /l^i^A (1 52mg) 6 mm 

Il'l/fc.Mfcltfci, 7K*iJD^T^x^;i/TtttBbfcoW^H^^fa^7K-e 

W7A^D7h^77^- (^\^-y-> : «X^;i/=l 9 : l-*^ : @^^X 

?-Jl= 5 : 1) TffiSLtfiOtt^tbT (2E) -^3- [4' - (2-r/h^>- 
-4- [ (2-* h*->X3^) (^^;i/) 757] -1, 1' -tf:7;cX 

;u- 3 --r;p] 7^ u;i^mx^;i/ (i .i9g) (2 e) - 3 - [4 * - (2 

20 -7*h^->Ih=f-» -4- [ (2 h^->x^;i/) (*^;w) 757] -1, 1* 
- tf^xXJl/- 3 --f ;iO T^7 U^fi^Jl/ (980mg) ITHF (25ml) - 

(25ml) lzmfrVr£'&, 1 N7kmti- b 'J OAT^mm (8.6ml) £ 
JPtU 9 0tT3I^TOtfc, 0tJ^43ViT7j<^JP^fc^> 1 NitS&T?* ftlLgm 

25 TtiiSSiLfc^ #e»nfe^S^^^1^>-Ct5feVi^Wi^a^bT (2E) - 
3 - [4' - (2 -7 h*~>Xb*<» - 4- [ (2 h^>X^;i/) (^JlO 
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7 5/.] -1, 1 ' - ¥7 3L-JV- 3 ;H T&Vfrm (7 1 7mg) £»fc 0 
m.p. 86.4-87.4 V. 

1 H-NMR (300MHz, CDC1 3 ) <5 0. 94 (3H, t, J=7.5Hz), 1.34-1.46 (2H, m) , 1.56-1.6 
6 (2H, m), 2.87 (3H, s), 3.19 (2H, t, J=6. 6 Hz), 3.37 (3H, s), 3.56 (2H, t, J 
5 =6. 6 Hz), 3.61 (2H, t, J=6.0Hz), 3.82 (2H, t, J=5. 1 Hz), 4.17 (2H, t, J=5. 1 
Hz), 6.47 (1H, d, J=16.2 Hz), 7.01 (2H, d, J=7.8Hz), 7.18 (1H, d, J=8.7Hz), 
7.49 (2H, d, J=7. 8 Hz) , 7.54 (1H, dd, J=8. 7, 2.1 Hz), 7.71 (1H, d, J=2. 1 Hz) 
, 8.23 (1H, d, J=16. 2 Hz). 

5c3ii##TC 2S H3 3N0 B Calcd. C, 70.23 ; H, 7.78 ; N, 3.28 : Found C, 70. 08 ; H, 7. 
10 84 ; N, 3.26. 
#*t0!] 10 8 

1 4-%)l#*>'T)l7 i \i F (1.2g) , *^)l<TS.>i&Mm. 

( 7 3 6mg) , h U If^TS > (3. 0 4ml) /—)V (1 5ml) 

15 .^»***Slfcft»ffTT?*IS«5Sbfc. »6ftfc»ittDMSO (20ml) 
, 7K (15ml) , h'J^A (3. 4 7 g) £in*.fc«, ^iSf^H^T, 115 

gt*HT5-^Dt-2-7Mn^>X7;i'fhP (2.2 1g) ODMSO (1 

omi) w^Tufc.toss 1 1 5Kfc*viT 5mm$LWi>rc&, isnibt 

yj- (^\^1t> : SUI5 1 ^= 3 : 1 -^*+J- > : WKx^W- 1 : 1) T"ftM$H 
A^U->-tSSXfJl/)!)^SieilT^OiitlT5-^n^-2- 

[ (i-^5 L Ji'-iH-if77-;i'-4-fW 75;] ^>X7^f 

t H (7 8 4mg) 
25 m.p. 80.0-81.0 

1 H-NMR (300MHz, CDC1 3 ) 6 2. 78 (3H, s), 3.86 (3H, s), 4.14 (2H, s) , 6.92 (1H, 
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d, J=9.0Hz), 7.18 (1H. s), 7.30 (1H, s), 7.54 (1H, dd, J=9. 0, 2.7 Hz), 7.89 
(1H, d, J=2.7 Hz), 10.25 (1H, s). 

« 

TC^ftffiC, ^ 4 N 3 0BrCalcd: C, 50.67 ; H, 4.58 ; N, 13.64 : Found C, 50.68 
; H, 4.48 ; N, 13.44. 
5 ##0iJ 10 9 

**-fb±hU«>A (7 2mg) <Dh;i/X> (10ml) liiCyXfJl/*^*/^ 
tXfjl/ (3 6 5mg) <D h;i/X> (1 0ml) it^Ot, SSSR^HSCFte^T 

i h- tr^y-;i/- 4 --r;i/) 75;] ^>X7^rtF (4 20m 

10 g) ©MWx> (10ml) Jg^fcO'C, S**B8StTfc*ViTfl»Tl/fc«3I^IHIjl 

A^07h^77^- (^\*+f-> : »»xg=-;i/= 7 : 3— SKlf)!/) Ti»8SL, ^ 
^>-f tX^M^Mfi LTtfiOiei t UT (2E) - 3- 

15 2- [ (i-^^;i/-iH-tf^v-;p-4 — r;w ^^;H 7$ 7] ^ 

x;i/] (3 10mg) £#fc 0 

m. p. 67.0-68. 0 . 

1 H-NMR (300MHz, CDC1 3 ) <5 1.35. (3H, t, J=7. 5 Hz), 2.65 (3H, s), 3.87 (5H, s), 
4.27 (2H, q, J=7.5Hz), 6.40 (1H, d, J=16.2Hz), 6.86 (1H, d, J=8.7Hz), 7.3 
20 1 (1H, s), 7.34 (1H, s), 7.38 (1H, dd, J=8. 7, 2.4 Hz), 7. 64 (1H, d, J=2.4Hz) 
, 8.06 (1H, d, J=16. 2 Hz). 

7n^^-WC I7 H J0 N 3 0 2 BrCalcd. C, 53. 98 ; H, 5.33 ; N, 11.11 : Found C, 53.94 ; H 
, 5.25 ; N, 10.96. 
#5*09 110 

25 (2E) -3- [ 5 -r/Cl^E- 2 - [*^)V [ ( 1 - * ?-)V- 1 H - fcT9 V—)V- 4 
--f;W 757] 7i-W -7 2 U;H*X^;W (450mg) , 4- (2- 



WO 2004/069808 PCT/JP2004/001181 

221 

^h^-zih^^) 7 (3 6 9mg) &Wi*> Ur>A (427mg) <D h 

;i/X> (15ml) , J — )V (1.5ml) , tK (1.5ml) MM%t*7)Vzi> 

. 9mg) &M7LT6mfflMffivrc.mu\zmvr£'&> 7Xs»iTitx5 i ^T'iiiibfc 

l^iUx^Jl/) TiSbffiOWftibT (2E) -3- [4' - (2-7b* 

^xh^r~» -4- [ (i iH-tr^^/-;v-4 — r;w 

] 75/] -1, 1 ' -t'7i^- 3 - -HI/] 7^ UJUxf^ (5 2 2mg) 

10 fco 

1 H-NMR (300MHz, CDC1 3 ) 5 0.94 (3H, t, J=7.2Hz), 1.34-1.46 (5H, m), 1.55-1.6 
7 (2H, m), 2.70 (3H, s), 3.56 (2H, t, J=6. 6 Hz), 3.82 (2H, t, J=4.8Hz), 3.89 

(3H, s), 3.93 (2H, s) , 4.17 (2H, t, J=4.8Hz), 4.29 (2H, q, J=7. 2 Hz) , 6. 51 
(1H, d, J=13.2Hz), 7.00 (2H, d, J=8.7Hz), 7.07 (1H, d, J=8.4Hz), 7.38 (1H, 
15 s), 7.40 (1H, s), 7.48-7.53 (3H, m), 7.73 (1H, d, J=2. 1 Hz), 8.23 (1H, d, J= 
13. 2 Hz). 

111 

(2E) -3- [4' - (2-7b=l i '>Ih+'» -4- l*7)V [ 

iH-t!^V-;p-4-^;i/) 75;] -1, 1' - tf y^=uv- 3 ;n 

20 7^ 'J ;HX^JP (495mg) £ T H F (12ml) - * ^ / — )V (12ml) iZ 

^^Lfe^, i N7mfc± h u <7A*mm (4m i ) £2jp;l, 9 o ict* 5 mmmn V 

ft*:3IS£'\*U->-> 7 l' V^n tfJl/X-^;i/T^V^^OigS<i:bT (2E) -3 
25 - C4' - (2 h=\rv-X -4- [ ( 1 - * 3^1/- 1 H - tf 7 V 

-;i/-4-<;w 75;] -1 , i* -if7i-JV-3-a] t^u;^ ( 
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4 2 5mg) £#fco 
m.p. 125. 0-127. 0 

1 H-NMR (300MHz, CDC1 3 ) <5 0.94 (3H, t, J=7.5 Hz), 1.36-1.44 (2H, m), 1.50-1.7 

0 (2H, m), 2.72 (3H, s), 3.56 (2H, t, J=6. 6 Hz), 3.82 (2H, t, J=4. 5 Hz), 3.92 
5 (5H, s), 4.17 (2H, t, J=4.5Hz), 6.52 (1H, d, J=15.9Hz), 7.01 (2H, d, J=8.7 

Hz), 7.1-0 (1H, d, J=8. 1 Hz), 7.37 (1H, s), 7.49-7.55 (4H, m) , 7.76 (1H, d, J 
=2.1 Hz), 8.34 (1H, d, J=15. 9 Hz). 

TGfUft-flfCjjHaa^ • 0. 5H 2 OCal cd. C, 69.40 ; H, 7.07 ; N, 8.67 : Found C, 69.69 
; H, 7.24 ; N, 8.87. 
10. ##^J 112 

i^mvc^- h'J^A (52mg) <d h;i^x> (i Omi) MMt&te 2 -*x*;yn fcf 

t>f hUxfJI/ (2 7 8mg) <Db)VX-> (10ml) W^Ot, g.mMffl^.T 

(1 -*7)V- 1H-¥5"S-)1>- )l) *7)U] 75/] ^>X7;i/ftH ( 
15 3 0 0mg) <D h;PX> (1 Om l ) Ot, ^^fflSmc^ V>T?i£T b 

u*yjW7A^nYh^77^- mm^jv) T*mmvm&<Dmw:yo£VT (2 

E) -3- [5-^0^-2- i*7)V [ (l-^f;i/-lH-H7 , /-;i'-4 — f 
20 )V) *7)V~\ 75;] ^xx;i/] - 2 -^^;l/T^ U;i/^X5^;i/ (3 8 1mg) *# 

fee 

1 H-NMR (300MHz, CDC1 3 ) <5 1.36 (3H, t, J=6.9Hz), 2.10 (3H, d, J=1.5Hz), 2.6 

2 (3H, s), 3.82 (2H, s), 3.86 (3H, s), 4.28 (2H, q, J=6.9Hz), 6.84 (1H, d, J 
=8.7 Hz), 7.25-7.40 (4H, m) , 7.79 (1H, s). 

25 113 

(2E) -3- [ 5 -7*n€- 2 - 1*7)1? [ ( 1 - * 7)V- 1 H - fc? 9 »/— )V~ 4 
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--i)V) 75;] -2-^Wi"Jj«X^ (3 6 0mg) 

, 4- (2 h^X ^x-;W7j>^m (2 8 3mg) ifc»;&'J£A (3 3 

omg) 0hjn> (iomi) > x^y-;i/ (imi) , 7X (imi) 

5 A (5 3mg) ^mXX 6^mmm.LrcoMU\ZMhrcW:> 7K£iJn*.T^X3^TW 

= 2 : l-^*1t> : WlfJH 1 : 4) T?«l!l/tfe©}ft»tlT (2 E) - 
3- [4' - (2-yb^->Ih*^» -4- [ (1 -^C^^- 1 H- tf57 

10 4 --f ;W 75/] -1, 1' - 3 -2-*^ 

Jl/7^'JJVSxf;V (3 4 4mg) 

1 H-NMR (300MHz, CDC1 3 ) <5 0.93 (3H, t, J=7.2Hz), 1.33-1.46 (5H, m), 1.50-1.6 
6 (2H, m), 2.17 (3H, d, J-1.2 Hz), 2.68 (3H, s) , 3.55 (2H, t, J=6. 9 Hz), 3. 81 
(2H, t, J=4. 8 Hz), 3.85-3.87 (5H, m) , 4.16 (2H, t, J =4. 8 Hz) , 4.30 (2H, q, J 
15 =7. 2 Hz), 6.99 (2H, d, J=9.0Hz), 7.05 (1H, d, J=8.7Hz), 7.32 (1H, s), 7. 40 
(1H, s), 7.45-7.49 (4H, m), 7.96 (1H, s) . 
114 

(2E) -3- [4' - (2-^h + ^Xh + '» -4- >i (1 

lH-tl7 4 — UV) 75/] -1, 1' -t!7iXj|/-3-'fJH 

20 - 2 -*3-)V7Z> >J;l^X^;U (330mg) £THF (8ml) )V (8 

ml) 1 NjMMIS^MJ (2. 6m 1) SriH*., 90tT5 

fcl^ #&nfc»S£^*U->*Cife^fltft©*&a£bT (2E) -3- [4' - (2 
25 -7h^>Ih + -» -4- [ (l-^^-lH-h!7 , /^-4-^^ 

) 75;) -l, l* -¥7x.-ji- 3 --r;u] - 2 -tf-jiri? -u;i/tt (2 
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6 Omg) 

m.p. 139. 5-140.5 C C. 

1 H-NMR (300MHz, CDC1 3 ) 6 0.94 (3H, t, J=7.5Hz), 1.34-1.46 (2H, m), 1.57-1.6 
6 (2H, m), 2.21 (3H, d, J=1.5Hz), 2.69 (3H, s), 3.56 (2H, t, J=6.6Hz), 3.82 
5 (2H, t, J=4. 8 Hz), 3.85 (2H, s) , 3.94 (3H, s), 4.17 (2H, t, J=4. 8 Hz) , 7.01 
(2H, d, J=9.0 Hz), 7.10 (1H, d, J=7.8Hz), 7.34 (1H, s), 7.46-7.56 (4H, m), 7 
.65 (1H, s), 8.12 (1H, s). 

7n^^WC 28 H3 5 N 3 0 4 -0. 25H 2 OCalcd. C, 69.76 ; H, 7. 42 ; N, 8.72 : Found C, 
69.98 ; H, 7.37 ; N, 8.42. 
10 115. 

4 -zTu*;7 )V*U (1 5. 0 g) ©$££!^h^b FD77>. (1 50ml) 

i^fCLDA (2.0M. 5 5.7ml) ttr )Vd >#H§CT, - 7 8 "C iZ#> V^T^T 
VTc 0 -eott 2mmmWlstcm, N-^h + y-N-^f;P7th75K (10.6 

g) ®wh7hFn77> (2 0mi) mm&mri'fr. ^mzm^x2mmm 
15 whtc&. iNm.m^m^.xmmzvjL-^jvxmmvrco mmm^mm-km.^xm^ 

V h^77-{- (^\^-y-> : itx?JV= 5 0:1 -»^\^1t> : 2 5 : 

1) ~T?ftMmmis, Sfi©j|!i^tLTl-(5-7*Dt-2-7Mn7i-;P)l 
& J > (1 3. 1 g) £#fc e 
20 1 H-NMR (300MHz, CDC1 3 > d 2.64 (3H, d, J=5^ 1 Hz), 7.02-7.09 (1H, m), 7.59-7.6 
5 (1H, m), 7. 98-8. 01 (1H, m) . 
116 

tfn»J^> (3.85ml) , ^TJU^A (1 2. 7 g) ©DMF (6 0ml) »m 
i:i-(5-7D ; E-2-7JI/ta7x-JWX^;> (5.0g) ©DMF (20ml 

25 ) mm^&mnm^r, 7 5xnz&^xmTistc'&. ^<D&&6mmtQmm.wi>r£ a 
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^7^- (^\^rit> : W!If;i/=l 9:1) T'#fl§*f §g ^®»»tbtl 
-(5-^a^E-2-lfnU^>- 1 — f^7i-;Wi^;> (2.28g) 

•J. 

1 H-NMR (300MHz, CDC1 3 ) <5 1.93-1. 98 (4H, m), 2.57 (3H, s), 3.07-3.11 (4H, m), 
5 6.70 (1H, d, J=9.0 Hz), 7.37 (1H, dd, J=9. 0, 2.4 Hz), 7.58 (1H, d, J=2.4Hz) 

##0IJ 117 

1 - (5 -7U=E- 2 - tf a U V>- 1 — f^7i- ;i/)X^y > (7 5 0mg) , 4 

- (2-7b^'>Xh^-» 7iZW78 (8 6 7mg) Ifc«;&U£A (1. 0 g) 
10 <Dh;WX> (15ml) , X.?S-)V (1.5ml) , 7K (1.5ml) M«t7^ 

(16 2mg) ^Jra^T6B#P H 1«^Lfeo^M{CMbfe^> TKSiJQATSMfcX^Tffl 

* bt# 5 tlfciS^ V U *^r;W 7 A O ? h i^77 - (^\^rU-> : SKx?^ 
15 =19 : 1— ^*1*-> : StX^=6 : 1) TffiMbfeo #&nfcfflfle*'\*U-> 
T^^TSt^Oi^^ibT 1 - [4' - (2-7h + J/Xh^» -4-tfDU>?> 

- 1 - ;P - 1 , 1' -t*7x-JK 3 X^y> (4 9 5mg) 
m. p. 87.0-88.0 "C. 

'H-NMR (300MHz, CDC1 3 ) 5 0.93 (3H, t, J=7.2Hz), 1.36-1.46 (2H, m) , 1.55-1.6 
20 6 (2H, m), 1.94-1.99 (4H, m) , 2.64 (3H, s), 3.15-3.20 (4H, m), 3.55 (2H, t, J 

=6.9 Hz), 3.81 (2H, t, J=4.8Hz), 4.16 (2H, t, J=4.8Hz), 6.88 (1H, d, J=9.0 

Hz), 6.98 (2H, d, J=9.0Hz), 7.46 (2H, d, J=9. 0 Hz), 7.53 (1H, dd, J=9. 0, 2.1 
Hz), 7.66 (1H, d, J=2.1 Hz). 

7Cf5t##TC 24 H 3l N03Calcd. C, 75.56 ; H, 8.19 ; N, 3.67 : Found C, 75.52 ; H, 8. 
25 19 ; N, 3.41. 

#%0lJ 118 
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7km\rf- h U OJ± (2 9 6mg) <D h;i/X> (1 0ml) Mmmzi?3L^)l,*X& y 
Bllf^.(1.24ml) OhJH> (2 0ml)'*»«0t", Sg*»Ba5tTfc*Vi 

TiTifci, fossi ^mmwvtco #n-z?i- [4 ' - (2-^^^>ih+ 

>-) - 4 - fcfa u v>- 1 i , 1' - k*^rc-;v- 3 --f ;H x^y> (4 

5 7 Omg) © h^X> (1 0ml) jSSSOt,' g*»H3CTfc*3 V^T^Tbfc^ 3 

>^USfi0^ftilT (2E) -3- [4' - -4- 

10 Kn«J5?>-i--f^-i, l * - tf^xx;w- 3 --r Jl"] 2 -x>^x^;i/ 

(2 5 Omg) 
m.p. 81.0-82.0 "C. 

1 H-NMR (300MHz, CDC1 3 ) <5 0.93 (3H, t, J=7.5Hz), 1.24-1. 43 (5H, m) , 1.50-1.6 
5 (2H, m), 1.85-1. 95 (4H, m), 2.50 (3H, s), 3.15-3.25 (4H, m), 3.55 (2H, t, J 
15 =6.6 Hz), 3.80 (2H, t, J=4.8Hz), 4.11-4.25 (4H, m), 5.98 (1H, s), 6. 85 (1H, 
d, J=9. 0 Hz), 6.96 (2H, d, J=8. 4 Hz), 7.25 (1H, d, J=2.7Hz), 7.40 (1H, dd, J 
=9.0, 2.7 Hz), 7. 46. (2H, d, J=8.4Hz). 

7t^^*fC 28 H 31 N04 -0. 5H 2 OCalcd. C, 73.01 ; H, 8.32 ; N, 3.04 : Found C, 73.06 
; H, 8.15 ; N, 2.87. 
20 IMFffl 119 

(2E) -3- [4' - (2 -t/h^X b**/) - 4 - fcfd U S J>- 1 --f )V- 1 
, 1' - t'7i3^- 3 ;H 7"^-2-I>l!I^ (26 Omg) £THF ( 
7ml) (7ml) 1 NTfcR-fc^- h U V AtKJM (2.3 

ml) SriRA. 9 0tT3Btri}|^Lfc, O "C fdcfe ViT* £JP Afcf^ 1NMT4" 
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2E) -3- [4' - (2-yh^>Ih*'» -4-t!oU>?>- 1 1, 
1 • -^71^- 3--01'] y^-2-X>^ (1 5 8mg) 
m.p. 127. 5-128. 5't. 

1 H-NMR (300MHz, CDC1 3 ) 6 0. 93 (3H, t, J=7. 2 Hz), 1.35-1. 43 (2H, m), 1.56-1.6 
5 3 (2H, m), 1.90-1.94 (4H, m), 2.52 (3H, d, J=1.2 Hz), 3.19-3.23 (4H, m), 3.54 
(2H, t, J=6.6 Hz), 3.80 (2H, t, J=4.5Hz), 4.15 (2H, t, J=4.5Hz), 6.01 (1H, 
d, J-1.5 Hz), 6.86 (1H, d, J=8.7Hz), 6.96 (2H, d, J=8.4Hz), 7.26 (1H, d, J 
=2.4 Hz), 7.40 (1H, dd, J=8. 7, 2.4 Hz), 7.45 (2H, d, 1=8.4 Hz). 
7C*^WC 26 H 33 N0 4 -0. 5H 2 0Calcd. C, 72.19 ; H, 7. 92 ; N, 3.24 : Found C, 72.20 
10 ; H, 7.74 ; N, 2.97. 
#^#| 12 0 

5-^D ; E-2-7Mn^>X7;i/ftH (2.0g) , 3-tfD'J> (0.98m 
1) , ^m^U^A (1.7 7'g) CDMF (3 0ml) Uti^^^^^H^iT, 7 5 

x?jv= 6 : i) x^mmmv. n^nr^m^^^yx^xm^om^tvx 

5-7nt-2 -(2, HD- 1 H— \1U — )V— 1 --f^)^>X7^fk H 

(5 9 2mg) £#fc„ 
20 m.p. 88.2-89.2 V. 

1 H-NMR (300MHz, CDC1 3 ) d 4.21 (4H, s) , 5.95 (2H, s), 6.68 (1H, d, J=9.0 
Hz), 7.46 (1H, dd, J=9. 0, 2.4 Hz), 7.82 (1H, d, J=2.4Hz), 10.08 (1H, s) . 
jc^^WC, ,H I0 N0Br Calcd. C, 52.41 ; H, 4.00 ; N, 5.56 : Found C, 52.24 ; H, 
3.94 ; N, 5.33. 
25 12 1 

5 -7*D^- 2 - (2 , 5-7tFD - 1 H — fcf D — Jl/— 1 - -f )V) ^ >X7^f t K 
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(5 5 0mg) , 4- (2 -7 h^X h=^» 7i^*^| ( 6 7 6mg) 

# U #A ( 7 8 4mg) <D h;Kr> (15ml) , X^y — Jl (1.5ml) , * (1 

.5mi) mmm*T)i3>mm^Ti®fm%tw\sfz'&> fh^x (hU7i^ 

A°7> J ^A (12 6mg) &toAT5B#MSffiOfc.M»::lSL;fc:Sfc, 

5 jp^T^x^^Trambfc^^ii^tS^n^^zKT^v^^^^^^^A-cfg^^-a- 

=^it> : 1^X3^ = 19:1 -+'\*r*1r> : H^X^;U = 5:1) TffiSl L^\^1t> 
-»RlW6»«flb, Stfi©*N&£bT4 w - (2 -T/h^X b*>0 -4 
-(2, 5 -S?t b*P- 1 H- \£.U—)V- 1 — OV)- 1 , 1 ' - H7i-Jh 3 

io ;wt;i^fc: H (4 3img) 

m.p. 79.0-81.0 

1 H-NMR (300MHz, CDC1 3 ) 6 0.93 (3H, t, J=8.7Hz), 1.34-1.45 (2H, m), 1.48-1.6 
8 (2H, m), 3.55 (2H, t, J=6.6Hz), 3.81 (2H, t, J=4. 8. Hz), 4.16 (2H, t, J=4. 8 

Hz), 4. 28 (4H, s), 5.96 (2H, s) , 6.87 (1H, d, J=8. 7 Hz) , 6.99 (2H, d, J=9. 0 
15 Hz), 7.49 (2H, d, J=9.0Hz), 7.64 (1H, dd, J=8. 7, 2.4 Hz), 7.92 (1H, d, J=2.4 

Hz), 10.21 (1H, s). 

7nSt##rC 23 H 27 N0 3 Calcd. C, 75.59 ; H, 7.45 ; N, 3.83 : Found C, 75.48 ; H, 7. 
46 ; N, 3.66. 
12 2 

20 7k 3Mb?- (6 lmg) <D h;i/X> (10ml) 2 -*X*y ;/P tf 

h u x^;i/ (o.3mi) <d h;wx> (i omi) mm* on, &mmm%T\z 

) - 4 - (2 , 5-yk h'D- 1H — tf P — 1 — { )V) — 1 , 1" -H7i^- 

3 -*;wt^5*k h (39 omg) © h;px> (iomi) mwt& on, ^mmmm, 
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0 : l^^^r-y-> : ltXfJP=4 : 1) TJiHtfiO?ft!Kii: bT (2 E) - 3 

- [4* - (2-^f^yI|>*-» - 4 - (2 , 5 - k h*D- 1 H- \ZU~-)V- 1 

— r ^> — i , i' -t*7oc-;i.-3 — r;p] - 2 -p^^t^ u;h?x^;i, (3 8 9 

5 mg) 

1 H-NMR (300MHz, CDC1 3 ) <5 0.93 (3H, t, J=7.5Hz), 1.30-1. 70 (7H, m) , 2.01 (3H 
, s), 3.52-3. 58 (2H, m) , 3.79 (2H, t, J=4.8Hz), 4.13-4.31 (8H, m), 5.87 (2H, 
t, J=4. 2 Hz), 6.81 (1H, d, J=9.0Hz), 6.95 (2H, d, J=9.0Hz), 7.38-7.46 (4H, 
m), 7.91 (1H, s). 
10 12 3 

(2E) -3- [4' - (2 -T/h^Xh^vO - 4 - (2 , 5-^tHn-lH- 

¥u-jv- i --r;io- i , l' - t'7i-Jk 3 --oi>] - 2 -*^)VT2 u;i/»x 

(360mg) §THF (10ml) — ;P (1 Oml) fcll&^Lfc^ 

1 NTK^-fb^- h >J ^AtK^IS (3.2ml) *1$\X, 9 0 t7? 3 mmMfthfro OV\Z 
•15 43ViT7jc<£j!jpAfc^> 1 Nmm-Tt'fnLPiSX^Tttffibfco W^M<£^^7K 

A^>^Viffi©^atLT (2E) -3- [4' - (2-yh^>Ih + -» 

- 4 - (2 , 5 -S?k HD- 1 H-tf U—JV- 1 --f;i/)- l", 1 ' - \d7x.=.)l- 3 
->fJl/] -2-^^7i"J;H (2 6 5mg) £#fco 

20 m.p. 138.5-139.5 *C. 

'H-NMR (300MHz, CDC1 3 ) 6 0. 93 (3H, t, J=7. 2 Hz), 1. 33-1. 45 (2H, m) , 1.56-1.6 

5 (2H, m), 2.04 (3H, s), 3.55 (2H, t, J=6. 9 Hz), 3.80 (2H, t, J=5. 1 Hz), 4.15 
(2H, t, J=5. 1 Hz), 4.20 (4H, s), 5.88 (2H, s), 6.82 (1H, d, J=9.0Hz), 6.96 

(2H, d, J=8.7 Hz), 7.28 (1H, d, J=2. 1 Hz), 7.40-7.45 (3H, m), 8.06 (1H, s). 
25 7nSt#t/fC 26 H 3l N04Calcd. C, 74.08 ; H/7.41 ; N, 3.32 : Found C, 74.21 ; H, 7. 

29 ; N, 3.17. 
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#%#!J 12 4 

2 -(3 - t Fn^fcfn »j i -0)^>X7^5*t H (6. 4 g 

) * 3, 4-^h FP- 2H-bl7> (4.33ml) ®^i?nn^> (70ml) 

®m\zj?- h;i'X>x;i^^>^t?u> ? -^A (i.i9g) *Jn*.fc«s gmf?ffl^T 

,$l£g£bT> ^fi©?ft^^tbT5 -^nt- 2 - [3-(f h7t h*n- 2H-E 

7>- 2 -<o + j/) tfnu^>- l ^>X7^ft H (8.i5g) 

.. **ftth'Jl>A (1. 4 1 g) <£>h;UX> (50ml) s»«£2 -afr^afc/yn 

io Kt>ib'ji^ (6.88mi) ©h;i/x> (50mi) mm* ox:* mmnmm, 

TC^^TlTbfci, *®££ll$MSI#l,fc. ^T5-^Dt-2 - [3-(:r 
h7hKP-2H-tf^>-2-<P4 i >')fcfP'J> ? >-l-<;P] ^>X7;i/rh H 
(8.5g) 0hJH> (5 0ml) M^Ot;, &#»ffl»Tfc*5V>T»TL;fc : » 3 

%<!f)l})7&? n? H^?^- (^\^ri7 % > : »»x^;i/6 : 1) ~?ffimvn&<Dm 
VtmtLT (2E) -3- [ 5 -fn^E- 2 - [ 3 - (x h 7 h H n - 2 H - tf ^ > - 
2 n^>» tf □ U V>- 1 7x.-)U] ~2-)k^)VT^^)Vm.^)V (9 

• 69g) (2E) -3- [5-^n^6-2- [3-(f h7kh'D-2H- 

20 e7>-2--fn + '» tfniJ5?>-i-<;i/] - 2 - *?-)V7>7 u ;Pi?x 

3^ (9. 5 g) <D*#;-)V (2 7 0ml) »*KllNJft« (86.8ml) £rflP AT 

25 X^;U) TMU gfi'CMIlilT (2E) -3- [5-7"n€-2-(3-kh* 
a=^>tfD U >- 1 JI/) 7i'M -2-^?Jl/7^'J;HlX5 : Jl/ (7.3 8 g 
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) 

1 H-NMR (300MHz, CDC1 3 .) «5 1.34 (3H, t, J=7. 2 Hz), 1.69 (1H, d, J=5. 1 Hz), 1.9 
0-2.05 (4H, m), 2.07-2.25 (1H, m), 3.08-3.18 (2H, m), 3.41-3.53 (2H, m), 4.26 
(2H, q, J=7.2Hz), 4.43-4. 53 (1H, m), 6.69 (1H, d, J=8. 7 Hz), 7.20-7. 35 (2H, 
5 m), 7.66 (1H, s). 
12 5 

m-fb^^itU;P (1.2ml) (D*J$UU*$y (20ml) MUDMSO (2.1 
ml) <OWuu*$ > (2 0ml) iI?£7;M>^iIT, - 7 S°C\z$>\,^Xffi 
Tbfco ^OS$l (2E) - 3- [5-^Dt-2-(3-tb'n 

10 =^->tf n U Vy- 1 )V)7 — - 2-*^)VT>7 »J )Vm^-^)V ( 3 . 5 g) <D 
^nn^^> (20ml) MWlfc. ^o*415»Ij$lfci, h'Jxf 
)V75.> (8.2 6ml) ^S$2^»lfc^ m.mzmhtco 7jc 

fctfc. ^J*m7A^n7h^77^- (^\*1t> : TOx^;^= 1 : 1) T3» 
15 ML, n&VMWtmhlsT: (2E) -3- [5-yn ; E-2-(3-^VtfDUy> 

-1-VJW7I-JP] - 2 -*3^X^ U;P^X^;i/ (2.67g) £#7c. 

1 H-NMR (300MHz, CDC1 3 ) <5 1.34 (3H, t, J=6. 9 Hz), 2.04 (3H, s) , 2.62 (2H, t, 

J=6.9Hz), 3.47-3.52 (4H, m) , 4.27 (2H, q, J=6.9Hz), 6.81 (1H, d, J=8. 7 Hz), 
7.33 (1H, d, J=2.4 Hz), 7.37 (1H, dd, J=8. 7, 2.4 Hz), 7.59 (1H, s) . 
20 ##0)J 12 6 

(2E) -3- [ 5 -fU^z- 2 - (3 tf □ U i?>- 1 )l)y^-)V] - 
2-*3 L )V7>7V)Vm.JL^)V (2.6g) , 4- (2-7*h^^Ih^-» 7 
Vm. (2 . 2 9 g) mMtl Ur7A (2. 6 5 g) (D h;i/X> (50ml) , 

(5mi) „ 7K (5mi) mmm^r ^ynmm.y i mmmwh fe^, ^b^** 

25 (hij7i^77^» A^v^A (5 9 7mg) *JP^T 5 ^M««Ebfc. M 
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* a-ck j* s -e-fc. mfrT-emm & mik v t» e. nitmnt & > u # y ^* 5 a ^ a t 

hif^yj- (^\*+f-> : Mlf^= i 9 : : @£@?X^;W = 5:1) 

TStMbfc, #SftfcH#&^tf >TftV>ltfi0ttB£UT (2E) -3 - [4' 
_ ( 2 -^^~>xh + -» -4-(3-*+VKn'Ji?>-l-fJk)-l, 1' - 
5 \f.y*.~)V- 3 --f -2-^W^UMxfJV (1.51g) 
m. p. 98. 5-99. 0 X:. 

1 H-NMR (300MHz, CDC1 3 ) 5 0.93 (3H, t, .1=1.2 Hz), 1. 32-1. 46 (5H, m>, 1.50-1.6. 
6 (2H, m), 2.11 (3H, d, 1=1.5 Hz), 2.65 (2H, t, J=7.2Hz), 3. 53-3.58 (6H, m), 
3.81 (2H, t, J=4. 8 Hz), 4.16 (2H, t, J=4. 8 Hz) , 4. 28 (2H, q, J=7. 2 Hz), 6. 9 
10 8-7.02 (3H, m), 7.42-7.51 (4H, m), 7.55 (1H, s). 

7G^^WC J8 H 35 N0 5 Calcd. C, 72.23 ; H, 7.58 ; N, 3.01 : Found C, 72. 09 ; H, 7. 
37 ; N, 2.78. 
12 7 

(2E) -3- [4* - (2 -Zf h^>X -4-(3-3-3rVtra>J> 5 >- 1 

15 -4)V>-\, 1' - i;7i^- 3 - 2 -*F)),7>7 u;pmx^F;v (1.2 

5g) , Ifl/>7'J3-;i/ (1.5ml) ©h;WX> (2 0ml) SMfcfcp-Ml'X 
>X)]s*>WL-7kmW (2 6mg) *Jn*.fc«, gSt#MT> JKtKL&jWS**** 

20 s&>>u^y;i/*^Ai7D-7 h^?^ — (^t>:iix^=4: l^^^p-y- 

>:«X^;i/=l : 1) TH6©i^itT (2E) -3- [4' - ( 2 - ^ h 
=|r>/Xh=^» - 4- (1 , 4-> 5 ^^U-- 7 -T+fXfcfn [4.4] </>-7--f;i0 
- 1 , 1 * - k'7i-Jh 3 - 2 -pC^^T^ U^ffiXf^ ( 1 . 1 4 g) * 

25 1 H-NMR (300MHz, CDC1 3 ) 6 0.93 (3H, t, J=7.2Hz), 1.33-1.45 (5H, m) , 1.50-1.6 
5 (2H, m), 2.05 (3H, d, J = 1 . 2 Hz), 2- i 5 (2H, t, J=6.9.Hz), 3.31 (2H, s), 3.38 
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(2H, t, J.=6.9 Hz), 3.55 (2H, t, J=6. 9 Hz) , 3.80 (2H, t, J=4.5Hz), 3.95-3.99 
(4H, m), 4.15 (2H, t, J=4.5Hz), 4.28 (2H, q, J=6.9Hz),, 6.86 (1H, d, J=8. 1 
Hz) , 6.96 (2H, d, J=8.7Hz), 7.34 (1H, d, J=2.4Hz), 7.39-7.46 (3H, m) , 7.79 
(1H, s). 
5 ###J 12 8 

(2E) -3- [4' - (2 h*->X h3^» - 4 - (1 , 4 -i?**rV- 7 -7 
IfXfcfO [4.4] / >- 7 — f;V)- 1 , 1' - 3 -^Jll -2-^9- 
)V7P 'J ;H?X?;P (l.lg) 5;THF (12 ml) (12ml) fc» 

frbfc^, 1 NyHmti- b U ^A7X^^ (4. 3m 1 ) &ti\?L, 5 0tT««^Ufc 
10 „ 0 < C{c*3^T7K^iP^fc^, lN»>fSlbWxfJ^iHjlfc 0 

fc^S:'\^^>-> J <y^n tr;i/x-^;n?^fev^-feo^^tbT (2E) -3- 

[4* - (2-^h^->If^-» -4-(l, 4-i^^-^lT-- 7 -TlfXtfP [4.4 

] y >- 7--r;p)- i, i* - ^y^-fr- 3 --nil -2-*^)i>7?v)in (i 

15 .'0 2 g) 

m.p. 129.5-131.5 X:. 

' H-NMR (300MHz, CDC1 3 ) 6 0.93 (3H, t, J=7.2Hz), 1.33-1. 45 (2H, m), 1.56-1.6 
5 (2H, m), 2.08 (3H, d, J=1.5 Hz), 2.16 (2H, t, J=7.2Hz), 3.33 (2H, s), 3.40 
(2H, t, J=6.9 Hz), 3.55 (2H, t, J=6.9Hz), 3.80 (2H, t, J=4. 8 Hz), 3.92-4.02 
20 (4H, m), 4.15 (2H, t, J=4.8Hz), 6.87 (1H, d, J=8.7Hz), 6.97 (2H, d, J=8. 7 
Hz), 7.36 (1H, d, J=2.1 Hz), 7.40-7. 46 (3H, m) , 7.93 (1H, s). 
! 7r^##TC 28 H S5 N0 6 Calcd. C, 69.83 ; H, 7.33 ; N, 2.91 : Found C, 69. 67 ; H, 7. 
45 ; N, 2.65. 
##09 12 9 

25 5 -ynt-2-7Wn^>X7^Tl:F (2.5g) , 3 - t H □ * 9)V tf D 
'Jy>ttS (3. 3 9 g) , mWZj-bVyA (3. 2 6 g) ODMS'O (7 5ml) 
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-Ttc (37.5ml) mmm*^mmm%.T> 75tt5iruoiufc. mmzmvtc 

: IfllfJH.'g : l-^*tf-> : «X5 1 JV= 1 : 4) TmiL, ^6 
5 ©Wtl£LT 5 -r/o^E- 2 - [3- (kFD^v'^^) tfn U v*>- 1 --f ;i" , 
] ^>X7;i/^t:F (2.9g) 

1 H-NMR (300MHz, CDC1 3 ) 5 1. 77-1.89 (1H, m), 2.09-2.19 (1H, m) , 2.51-2.60 (1H 
, m), 3.26-3.50 (4H, m), 3.65-3.78 (2H, m) , 6.73 (1H, d, J=9.0Hz), 7.45 (1H, 
dd; J=9.0, 2.7 Hz), 7.79 (1H, d, J=2'. 7 Hz) , 10. 01 (1H, s) . 
10 ###| 13 0 

5-yD^6-2- [3- (th'O + ^fJP) tfn U >?>- 1 ^>X7;Vt 

tn (2.85g) ©kus?> (iimi) mmzMfcrnm. (3.77ml) 

nfe^?ft*'>U^y;i/*^A^ h^77^f- (^\^+f"> : fttxf)^ 3 : 1 — 
A+t>:iSlfJN2 : 1) T!*||»U ffiOMfttbTM [l-(4-^n 
^6- 2 -^5JV7i-;W fcfn u s>>- 3 (2.9 1g) 
1 H-NMR (300MHz, CDC1 3 ) <5 1.80-1.90 (1H, m), 2.07 (3H, s) , 2.10-2.33 (1H, m) , 
20 2.61-2.71 (1H, m), 3.20-3.53 (4H, m), 4.02-4.22 (2H, m), 6.72 (1H, d, J=9. 3 
Hz), 7.45 (1H, dd, J=9. 3, 2.4 Hz), 7.79 (1H, d, J=2.4Hz), 10.01 (1H, s). 
13 1 

fttt i 1 - (4 2 -*JRj|/7i^JW tfn U S J>~ 3 --f )M *3")V (2. 
47g)., 2 -(h U 7xn^7i>X^7X:'J^»^n^>mtert-y5 1 ;i/ (3.4g) 
25 <Dbfrx.> (10 0ml) »ifc*g*»H»T»£iSiffibfc. 



WO 2004/069808 



PCT/JP2004/001181 



*Dr> : B^mx^;i/=4 : 1) tii UJIfiOWtl £ LT (2 E) - 3 - [2 - [ 
3- [(T-t^^^^r^)^^;!^] tfn u i -.5 -^Dt7i^Jl/] - 
2 -^^;i/T^ U^mtert-^^;!/ (2.29g) 
5 1 H-NMR (300MHz, CDC1 3 ) 6 1.53 (9H, s), 1.60-1.75 (1H, m) , 1.95 (3H, d, 1=1.5 
Hz), 2.00-2.15 (4H, m) , 2.53-2. 63 (1H, m), 2.98-3.08 (1H, m), 3.18-3.28 (3H, 
m), 3.95-4.16 (2H, m), 6.66 (1H, d, J=8. 4 Hz), 7.20-7.33 (2H, m), 7.52 (1H, 
. s). 

13 2 

10 (2E) -3- [2- [3 - (T"t h*~>*^)Wu U V>- 1 --f - 5-^0 
^71^] - 2 -*^;VX^ U^tert-y^^ (1.2g) , 4- (2-:7*h*^ 
Xf^r-» 7iZ^*!>9 (8 4 8mg) , Uttt* U ( 9 8 4 m g ) ©hJH> 
(20ml) , X^y-^ (2ml) , tK (2ml) JK»**T;p=f >#H^T 1 Pf 
WM#b7c^> ^h^^X ( h U 7xz:M^7^ >) A° "yVtJK (15 8mg) * 

SS'>'J*yM7A7DYh^77Y- (A+i^> : i^XfJl'= 9 : 1-»A^1J- 
>:»tl^=3 : 1) ^6©fft^tl<i:bT (2E) -3- [4- [3 

- (Tir h^s^^lO tfn <J i --r;H -4' - (2-7h^->ih^-» - 



20 1, 1' - fcf 7i-Jh 3 - 2 ^)UT^ 'J)^tert-^^;i/ (7 7 0m 

g) £#fco 

1 H-NMR (300MHz, CDC1 3 ) <5 0. 93 (3H, t, J=7.2Hz), 1.30-1.80 (14H, m), 1.95-2. 
15 (7H, m), 2.55-2.65 (1H, m), 3.07-3.13 (1H, m), 3, 27-3. 35 (3H, m), 3.55 (2H 
, t, J=6.6 Hz), 3.80 (2H, t, J=4. 5 Hz), 4.02-4.18 (4H, m), 6.87 (1H, d, J=8. 1 
25 Hz), 6.97 (2H, d, J=9.0Hz), 7.36-7.46 (4H, m), 7.69 (1H, s) . 
13 3 
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(2E) -3 - [4- [3-(T-feh^r'>^^;i/)tfn'J^>-. 1 — { )V\ -4* - ( 

2- yh^->ih+-» -l, i' -\f.? 3 - 2 -*^;U7^ 

^tert-^^;P (7 5 0mg) ^H^X^ (7.5ml) »3^bfc^> 4Nfij|- 

wwLx.mmm (i imi) £in;u mmmm^T. m^mwhtco ox:\z^>x7K 

X-^;PT^Viig^O^Si:UT (2E) -3- [4- [ 3 - (Tir h * S'* 5F;l/) fcf 
□ Uy>-1-^^] -4' - (2-^h^'>lh + '» -1, 1' -t'7i-^- 

3- <;P] - 2 -t^lVTZ V)im (5 4 2mg) 
10 m.p. 109.5-111.0 "C. 

1 H-NMR (300MHz, CDC1 3 ) 6 0.93 (3H, t, J=6.9Hz), 1. 33-1. 46 (2H, m), 1.56-1.8 

0 (3H, m), 2. 00-2.20 (7H, m) , 2. 55-2.70 (1H, m) , 3. 10-3. 15 (1H, m), 3.29-3.35 
(3H, m), 3.55 (2H, t, J=6.6Hz), 3.81 (2H, t, J=5. 1 Hz), 4.04-4.17 (4H, m), 

6.90 (1H, d, J=8.7Hz), 6.98 (2H, d, J=9.0Hz), 7.38 (1H, d, J=2. 1 Hz), 7.41- 

15 7.47 (3H, m), 7.93 (1H, s) . 

7nm^*fC 29 H 37 N0 6 Calcd. C, 70.28 ; H, 7.52 ; N, 2.83 : Found C, 70.03 ; H, 7. 
51 ; N, 2.72. 
13 4 

1 -^>v>;Hfn U S S>- 3 -tl )V<D* 9 J— (5 0ml) - INI 
20 I (16.9m'l) (10%, 1 . 8 g ) £in*.;fc«, *m 

>wl**-jmwsl (2. 7 1 g) 

1 H-NMR (300MHz, DMS0-d 6 ) 6 1.95-2.25 (2H, m) , 3.11-3.45 (5H, m) , 3.66 (3H, s 
25 ), 9.23 (2H, br). 
' ##0IJ 13 5 
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5-^Dt-2-7JPtD^>X7^TtF (2.12g)\ fcT D U i?> - 3 - 
>^^^;UMm (2. 6 g) , U^A (3.63g) <DDMF (40ml) M 

6 : l-*-\*+h> : ilxfjl,= 4 : 1 ) T?#fiiffiigb> SfiOMilT 1 - (4 

-^n^e- 2 -^;i/5;i/7 jc-;1/)Hp u 3 -^j;i/^>l?^^ji/ (8 1 6mg) 

1 H-NMR (300MHz, CDC1 3 ) 6 2. 26-2.33 (2H, m) , 3. 15-3. 24 (1H, m), 3.33-3.41 (1H 
10 , m), 3.47-3.58 (3H, m), 3.73 (3H, s), 6.75 (1H, d, J=9.0 Hz), 7.46 (1H, dd, 
J=9.0, 2.4 Hz), 7.80 (1H, d, J=2.4Hz), 10.01 (1H, s) . 
###1 13 6 

i - (4 -^a^e- 2 -^5;i/7x-;i/) trn u ~J>- 3 )V^>m^^)V (8 o 

Omg) , 2 - (N "J 7xn;i/7jNX^^n'J ^»^ > 0/\°>g?tert-^'5 1 ;i/ (1.34g 
15 ) <Z)h^X> (2 0ml) ilS$iigl^TT6WIlfc. ilfcRlfct, 

+J-> : ^X^;i/= 1 0 : : Wm^)V= 1 : 4) ^ffl^b^feODtft^ 

tlttTl - [4-^D^E-2- [ (IE) - 3 -tert-:/h=^>- 2 -pWP- 3 
20 -;f*V ^n/t- l -x-;H 7i-jl/] t? d U >>>- 3 j\s&>m*?-)\> ( 5 8 
Omg) £#fc 0 

' H-NMR (300MHz, CDC1 8 ) <5 1.53 (9H, s), 1.95 (3H, d, J=1.5 Hz), 2.17-2.24 (2H 
, m), 3.10-3.15 (1H, m), 3.21-3.29 (2H, m), 3.41 (2H, d, J=7.5Hz), 3.71 (3H, 
s), 6.69 (1H, d, J=8. 7 Hz), 7. 24-7.30 (2H, m) , 7.53 (1H, s). 
25 13 7 

1- [4 -^D^e- 2 - [ (IE) - 3 -tert-^h^^- 2 -*^)V- 3 -^^V 
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-fun- 1 -xx;H 7i^] tfn u s>>- 3 -^j;i/^>m^^;i/ (5 5 Omg) 

, 4- (2 -^h^X 7x^1/*^ (4 0 2mg) , M^'J'^A (4 

6 6 m g) <D h;i/X> (15ml) , X^ 7 — )V (1.5ml) , 7jc (1.5ml) M 

5 A'^^A (7 5mg) ^JPA.T 5^P B ia^b^ 0 ^m(lMbfe^, tK£ iD^Timx 

SIlfJH 18:1 -^\^+f-> : Mx^;i/= 4:1) Till, ^feODfat^ £ L 
II - [4* -(2-7*kj/lK'»-3- [ (IE) - 3 -tert-^h^->- 2 
10 -^?Jl/-3-^77"aA-l-I^] -1' 1 -t*7i^ - 4 tfn 
U 3 -*;i/^>^^5 1 ;P (4 0 9mg) 

■H-NMR (300MHz, CDC1 j ) <5 0.93 (3H, t, J=7.2Hz), 1. 33-1.45 (2H, m), 1.51-1.6 
5 (11H, m), 2.02 (3H, d, J=1.2 Hz), 2.19-2.26 (2H, m), 3.10-3.20 (1H, m) , 3.2 
5-3.35 (2H, m), 3.48 (2H, d, J=7. 5 Hz), 3.55 (2H, t, J=6. 6 Hz), 3.72 (3H, s), 

15 3.80 (2H, t,. J=4. 5 Hz), 4.15 (2H, t, J=4. 5 Hz), 6.89 (1H, d, J=8.4Hz), 6.97 
(2H, d, J=8. 7 Hz), 7.35-7.46 (4H, m), 7.68 (1H, s).f^Jl 3 8 
1- [4' -(2-7h^->Ih^-»-3- [ (IE) - 3 -tert-^h^~>- 2 - 
^fJl'-3-^V7'D/'?-i-x-;i/] -l* i -k'7i-Jh 4 --r;i/] tfnu 
i?>- 3 -tl)V^>m^^)V (4 0 0mg) *»»X^JP (4ml) 

20 4 Nftt-»Rlf^»« (7ml) £iflA, ^iif^H^T, 4H#fM#b7Co CC 

*'>!>AT«*stfc. mmT-v»m4t&&i,it&* #5nfta#*^t>Tftn 

tfiO^tbt (2E) -3- [4* -(2-7*h+yIh^^)-4- C 3 - (* h 

*->#;u#x;p) tfp u i --r;n - i , i' - k'7i^- 3 --f ;H - 2- 
25 ^?^7i"J;VS (2 7 3mg) §§fc t 
m.p. 140.0-141.0 *C. 
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1 H-NMR (300MHz, CDC1 3 ) <5 0.93 (3H, t. .1-7.2 Hz), 1.33-1.45 (2H, m), 1.50-1.7 

0 (2H, m), 2.10 (3H, d, J=1.2 Hz), 2.20-2.28 (2H, m), 3.10-3.25 (1H, m), 3.2 
8-3.40 (2H, m), 3.46-3.50 (2H, m), 3.55 (2H, t, J=6. 6 Hz), 3.73 (3H, s), 3.80 

(2H, t, 1=4.5 Hz), 4.16 (2H, t, J=4.5Hz), 6.92 (1H, d, J=8.7Hz), 6.98 (2H, 
5 d, J=8. 7 Hz), 7.38-7.47 (4H, m), 7.91 (1H, s). 

7n*^tlfC 28 H3 5N0 6 Calcd. C, 69. 83 ; H, 7.33 ; N, 2.91 : Found C, 69.76 ; H, 7. 
45 ; N, 2.64. 

13 9 

l-^>^-3,4^fMDiJi?> O.Og) <D*?/-)l> (10 0ml) - 
10 1 NiMM (48.9ml) mmtZK 9 W > (10%, 4. 5 g) *iD*.&« 

fi0^ftttT3, 4-5>*3\>H£nU5»iiMMI[ (5.93g) 

'H-NMR '(300MHz, DMS0-d 6 ) 6 0.90 (6H, d, J=3.4Hz), 2.22-2.31 (2H, m) , 2.73-2 
15 .82 (2H, m), 3.17-3.27 (2H, m), 9.32 (2H, br). 

14 0' 

5 —ZfU^E— 2 - 7^tP^>/7^rk H (2.5g) , 3 , 4 - V * ^;Hf D U *J 
>m.mi& (2. 5 1 g) , mWti- MJ#A (3.59g) 0DMSO (50ml- jjc ( 

2 5mi) mmmzmmmm^T. 80 < cT4Wj$bfc, iiciifci, ** 

lfUl^=2 0 : l-^A^>:^l^=6 : 1) T?#Hltt§4L, S6©«|# 
®tbT5-^ni£-2- (3,4-5;^f;HfDiJ>?>-l-^^) ^>X7^fk 
H (2. 8 4 g) &'&r£o 
25 1 H-NMR (300MHz, CDC1 3 ) 5 0.99 (6H, d, J=6.9Hz), 2.35-2.40 (2H, m), 3.06-3.1 

1 (2H, m), 3.44-3.49 (2H, m), 6.66 (1H, d, J=9.0 Hz), 7.39 (1H, dd, J=9. 0, 2. 
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7 Hz), 7.78 (1H, d, J=2. 7 Hz), 10.00 (1H, s). 
###J 14 1 

TRm-fb^hU^A (5 5 0mg) <DbJlX.> ( 3 0 m 1 ) MMmiZ 2 - 7°U 
t:t>SS?h'JX^P (2.66ml) 0h)H> (20ml) mWL* 0X2, ^Hi#ffl^ 
5 Tfc&^TMTbfc^ ^(D^^immmWhrco &^t?s -i/n^e- 2 - (3,4- 
i^^;H£ □ U S?>- 1 -<;i/) ^>X7^rtH (2.7g) <Z>WPx> (3 0ml 

) mm* ox;, g.mmm^.Tiz&^TffiTvr£'&3mmm%Lht£o mm&nvrcWi, 

10 (ss*D-> : ffitlf^= 19:1 ^^-tf"> : «I^= 6:1) Tillffi 
®i»iLT (2E) -3- [5-^D€-2- (3, 4-i?^?;HfD "J y>- 1 

-<;iO -2-^f;i/7^ 1 J;«x5 1 ;i/ (3.4 8g) SUfc.' 

1 H-NMR (300MHz, CDC1 3 ) 6 0.95 (6H, d, 7=6.6 Hz), 1.34 (3H, t, J=6.9Hz), 1.9 
5 (3H, d, J-1.5 Hz), 2.23-2. 32 (2H, m), 2. 90-2. 95 (2H, m), 3.30-3.35 (2H, m), 
15 4.26 (2H, q, J=6.9Hz), 6.61 (1H, d, J=8.7Hz), 7.19-7.27 (2H, m) , 7.67 (1H, 
s). 

14 2 

(2E) -3- [ 5 -r/a^e- 2 - (3, 4 - S^^^HiniJ 5?>- 1 ~-f )V) 7 x.~ 
JU1 (3.3 5g) , 4- (2-yh+'>Ih + -» 7 

20 x — JlftZWl (2.83g) , &tWt*y7& (3.29g) <Db)l^> (50ml) , 
3L?S-)l (5ml) , zK (5ml) 5l*S$££>;i/Zf >^ffl^T 1 TO^Lfcfg. . 
•^h^^T. (hiJ7i-MX7^» /^>">A (5 3 0mg) £;&n*.T 5 Bf F^St 

25 *7A^n7h^77^ (^\^r-y-> : mWtX.^)l= 1 9 : l-^^\=^+i-> :'Mx^ 
;U=6 : 1) TffiSbfco #e>tlfc^?iS^^-y->T*^oT^fe©^St IT (2E 
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) -3- [4' - {2-~7 h + -4-(3, 4-v*3 L ;H?D>J> ? >- 1 

--r;w)-i, i' -^71-^-3-^^] - 2 -*3=-;w7* u^fx^jp' ( i . 7 

7 g) £#fc 0 
m.p. 67. 0-69.0 "C. 

5 1 H-NMR (300MHz, CDC1 3 ) <5 0.88-0.98 (9H, m), 1. 32-1.45 (5H, m), 1.55-1.65 (2H 
, m), 2.02 (3H, d, J=1.2Hz), 2.22-2. 35 (2H, m), 2.98-3.03 (2H, m), 3. '37-3. 42 

(2H, m), 3.54 (2H, t, J=6.9Hz), 3.80 (2H, t, J=4.8Hz), 4.14 (2H, t, J=4. 8 
Hz), 4.27 (2H, q, J=6.9Hz), 6.79 (1H, d, J=8.4Hz), 6.95 (2H, d, J=8. 7 Hz),, 
7. 30 (1H, d, J=2.1 Hz), 7.38 (1H, dd, J=8.4, 2.1 Hz),. 7.43 (2H, d, J=8. 7 Hz), 
10 7.81 (1H, s). 

7cSt##TC 30 H 4 ,N0 4 Calcd. C, 75.12 ; H, 8.62 ; N, 2.92 : Found C, 74. 83 ; H, 8. 
33 : N, 2.77. 
14 3 

(2E) -3- [4' - (2 -^h+yl h=¥^) - 4 - ( 3 , 4 - 3>*5\;Hf D U 5? 

is >- 1 --r;i/)- i , i' - k'7i^- 3 --on - 2 -*?-)V7t? ujvm^^)i ( 

1.04g) STHF (35ml) — )V (35ml) izmfrVtzfe, 1 NtK& 

ibj-h U V&Tkmm (8. 7m 1 ) 9 0tT3^j|^I/&. CCfCcfe^TzR 

®t^tf*i"5&7?nmzi*tco m&T-emm&'g£;Vt£'&. n^nram^^^> 

20 ^m^n^(D^^iiVX (2E) -3- [4' - (2-7*h^>Xh^» -4-(3 

, 4->>*3 i ;!/fc?nUS>>- i --f;w- i, i' - 3 --r;H -2-* 
^;pt^ (o.97g) 

m.p. 126. 3-128. 3 "C. 

'H-NMR (300MHz, CDC1 3 ) 5 0. 87-0.99 (9H, m), 1.33-1.45 (2H, m), 1.56-1.65 (2H 
25 , m), 2.05 (3H, d, J-1.2 Hz), 2.27-2. 37 (2H, m) , 3.00-3.05 (2H, m), 3.40-3.45 
(2H, m), 3.55 (2H, t, J=6.9Hz), 3.80 (2H, t, J=4.8Hz), 4.15 (2H, t, J=4. 8 
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Hz), 6.83 (1H, d, J=7. 2 Hz), 6.97 (2H, d, J=8.7 Hz), 7.34 (1H, d, J=1.8Hz), 
7.40 (1H, dd, J=7. 2, 1.8 Hz), 7.44 (2H, d, J=8. 7 Hz) , 7.97 (1H, s). 
7n^^tffC 2g H 37 N0 4 Calcd. C, 74.47 ; H, 8.26 ; N, 3.10 : Found C, 74. 32 ; H, 8. 
44 ; N, 2.87. 
5 ' ###J 14 4 

.5-^D ; E-2-hh*n4 i ->z3f>S (40g) \zmk^3r—)V (2 0 0ml) £ 
■Otfc*HT»Tl/fc. ^ViTfDMF (12.5ml) £ 0 *C \Z& HTSTF VTcig. 2 

mmmrnvtc. MfcRb&a, *jEETT»#jo*-fb5 t *-;ws«*ufc..#5nfc 

mmz*# (4 5 0ml) ^ 0 c C^43ViT^TUfe^, «JEETT?»JK*«*U 

, i^mx^;i/TifttBbfc„ W«»&fi&*n*****t?ifev^ a«T A Ttt** li- 
fe. «JBET-T?*«|SS*b;fc«, '>'J*m7A^o?h^77^- (^+f-> : 
Wmx5 L ;P=9 : 1) T^St, ifi0^Sil/T5-^nt-2-^on-a5 1 > 
(3 9. 5 g) 

15 1 H-NMR (300MHz, CDC1 3 ) 6 3, 97 (3H, s) , 8.28 (1H, d, J=2.4Hz), 8.56 (1H, d, 
J=2.4 Hz). 

7ciit##fC 7 H 5 N0 2 ClBr Calcd. C, 33.57 ; H, 2.01 ; N, 5.59 : Found C, 33.53 

; H, 2.21 ; N, .5.66. 
###| 145 

20 7km4ti-hVy& (6 0X«I#*K 48mg) ODMF (5ml) ISiCtfDiJi?. 

> (o.imi) *o , cfc::fetr>Tjn*fc«, ^mmwnr. muximmmwistt. & 

l^T 5 -yp^e- 2 -if o d- n^>^pc^;u (lOOrng) ODMF (5m.l) 
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n^>m (6 7mg) 

1 H-NMR (300MHz, CDC1 3 ) 6 2.01-2.11 (4H, m), 3.38-3,43 (4H, m) , 8.35 (1H, d, 
J=2.4 Hz), 8.43 (1H, d, J=2.4 Hz). 

TnStfrflfCuHMNjOjBr Calcd. C, 44.30 ; H, 4.09 ; N, 10.33 : Found C, 44.34 ; 
5 H, 4.06 ; N, 10.29. 
14 6 

5 -^d^e- 2 - tfn »J >>>- 1 )V~Zi^>m (8 0 0mg) , N, O-i?*^ 
jVkh'Dt~>Jl/7 3>SISI (3 7 5mg) > 1 - t H D ^>^. > V h U 7 V— )V— 
TfcftltF ( 5 8 8mg) 0DMF (20ml) mmz b U XW5> (0.54ml) 
10 , i»i!0 4- (N, N-^^W5;) If Uv^SriPTtfc^ l-X^;i/-3 

- {Z-*J*^)V7^J?U\!:)V) -*J^3 MI (7 3 6mg) £;ta7L^ 

15 >:Mx^;i^=8 : 1 -^^if^ : tix?;H 1 : 1) •vmUh, ^\^>-m 
iXfJW^Siilt> ifiC^lt'LT h^->-N-^^;i/ 

- 2 - fcfo U i?>- 1 )l>~n^>7 S. H (8 1 2mg) 
m. p. 94.0-96.0 "C. 

1 H-NMR (300MHz, CDC1 3 ) (5 1.91-1.96 (4H, m), 3.29 (3H, s), 3.37-3.41 (4H, m), 
20 3.57 (3H, br), 7.49 (1H, d, J=2.4Hz), 8.17 (1H, d, J=2.4Hz). 

7n^f##rC, 2 H, 6 N 3 0 2 Br Calcd. C, 45.87 ; H, 5.13 ; N, 13.37 : Found C, 45.83 ; 
H, 5.07 ; N, 13.22. 
14 7 

TK^-fbU^^AT^SXi^A (74.2mg) Ofh7tHD77> (10ml) 
25 i:5-^0€-N-^ h^-N-pt^;!/- 2-fcfOU>>>-l ^-3?>7$ 
H (6 1 5mg) Ofh7tFD77> (10ml) MSfi^lIT, Ot^fC^ 
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^TiTbfctiSI:IbT3 Oa-itjfcLfco OXllZ&^T, * (0.08ml) , 1 
5 %7}tmtj- h U V&TkmWt (0.08ml) >7K (0.24ml) SJHfc ill 

T«^S4i/Tffto}iitttuT, 5-^D^-2-trp«j s>>- i — r^x 

5 3f>7^TtH (4 7 0mg) 

1 H-NMR (300MHz, CDC1 3 ) (5 1.96-2.01 (4H. m) , 3. 50-3. 54 (4H, m) , 8.00 (1H, d, 
J=2.4 Hz), 8.30 (1H, d, J=2.4Hz), 9.95 (1H, s) . 
14 8 

5 -^n^E- 2 - Ifn U V>- 1 — T F (4 5 0mg) , 4- ( 

10 2-^l>ti/If^-» 7i-M!)a (5 4 5mg) , Jft»#U#A (6 3 4mg 
) ©h;i/X> (20ml) , X^y-;i/ (2ml) , (2ml) M^^^T;i/rf> 
»IS»Tll$M8l#b)fc«, ^b^X (hV7*-)V*7,7j ^) /I^S^A (1 

0 2mg) *JinAT7I^MaidKl/fc.MK:Sbfc«, TK&iDfcTfimx^TWlttl b 

15 T#StlfcM^'> , J*^7A^n7h^77^- (^U-> : »»X5 t ;W= 9 
: 1— ^It^ : iBUxfjN 2 : 1) TlSSL, :ftlllW5SiS 
LT^&O^HiibT 5 - [4-(2-yh + yIh^-»7i^] -2-tfn>J>? 
>-.l-fJl/-3f>7^rkF ( 5 5 8mg) £#fc 0 

1 H-NMR (300MHz, CDC1 3 ) 6 0.93 (3H, t, J=7.5Hz), 1. 33-1. 47 ,(2H, m), 1.55-1.6 
20 6 (2H, m), 1. 99-2.05 (4H, m), 3.51-3.62 (6H, m) , 3.81 (2H, t, J=5. 1 Hz), 4.15 

(2H, t, J=5.1 Hz), 7.01 (2H, d, J=9.0Hz), 7.46 (2H, d, J=9.0Hz), 8.11 (1H, 
d, J=2.4Hz), 8.56 (1H, d, J=2.4Hz), 10.11 (1H, s). 
7n3ft##fC 22 H 28 N 2 0 3 Calcd. C, 71.71 ; H, 7.66 ; N, 7.60 : Found C, 71.63 ; 
H, 7.71 ; N, 7.42. 
25 #^#1 14 9 

h 'J A (4 2mg) ©hiH> (10ml) «I(C^XfWX*;ff 
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Sif^ (0.189ml) <D b)VJL> (1 0ml) 0"C» SS**iS»Tte*^ 

7i-;V] -2-fc? PUi?>- 1 — r;i/-Df>7;VTt H (2 7 0mg) OhJH 
> (10ml) »«t£0T\ sag*»B8»TK:*^Tfl9Tb*:«3I^Mja»Ebfc. *ft*£ 

^'>«>AT?«jft«*fc. «jET*e»«*s*b&«, **tt^u*y;p*9A^o' 

7h^77>f- C\3r+i-> : tHxf;V= 1 3 : l-*^+J-> : S^XfJN 1 : 1 
) TiSL, S6©it«ltl/T(2E)-3- [5- C4- (2 -:/h=^>X h=^» 

7i^jH — 2 — tfnu> > >— l— -f;nfu> ? >— 3--i';i/] 7^>J^»x?;i/ (2 

10 2 9mg) Sr#fco 

1 H-NMR (300MHz, CDC1 3 ) 6 0.93 (3H, t, J=7. 2 Hz), 0.96-1.43 (5H, m), 1.51-1.6 

I 
t 

4 (2H, m), 1. 92-1.97 (4H, m), 3. 53-3. 63 (6H, m), 3.81 (2H, t, 1=5.1 Hz), 4.16 
(2H, t, J=5. 1 Hz), 4.26 (2H, q, J=7. 2 Hz), 6.23 (1H, d, J=15. 6 Hz), 6.99 (2H 
, d, J=8.7 Hz), 7.43 (2H, d, J=8.7Hz), 7.76 (1H, d, J=1.8Hz), 8.01 (1H, d, 
15 J=15.6 Hz), 8.37 (1H, d, J=1.8Hz). 
15 0 

(2E)-3- [5- [4-(2-7'b^->Xh + i')7xX;H -2-tfnU^>-l 
- -f ;i/fcf >J 'J > - 3 - -f ;!/] 7 2V )VWL^)V ( 2 1 5 m g ) &THF (6ml) - 

(6mi) izmfrvtcm.. iN*«ftthy^*iaf» (2.0ml) &m 
t?*«e*«*l&«, &znftmm&^*-v->-cm*i%&<DMihi:VT (.2 e>- 3 - 

[5- [4-(2-7'h+->Xh^y)7iX^] - 2 - fcT D 'J V > - 1 - <f ;i/ tf U 5? 
>-3-^JH'7^'JM (2 0 0mg) 
25 m.p. 162.5-164.5 

'H-NMR (300MHz, CDC1 3 ) <5 0.93 (3H, t, J=7.2Hz), 1.35-1.47 (2H, m), 1.52-1.7 
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0 (2H, m), 1.93-1.98 (4H, m), 3.55 (2H, t, J=6. 6 Hz), 3.58-3. 63 (4H, m) , 3.81 
(2H, t, J=4.8Hz), 4.16 (2H, t, J=4. 8 Hz) , 6.24 (1H, d, J=15. 6 Hz) , 7.00 (2H 
, d, J=8.7Hz), 7.44 (2H, d, J=8.7Hz), 7.79 (1H, d, J=2.4Hz), 8.10 (1H, d, 
J=15.6 Hz), 8.39 (1H, d, J=2.4Hz). 
5 7C^^tfTC 2 4H3oN 2 0 4 Calcd. C, 70. 22 ; H, 7.37 ; N, 6.82 : Found C, 69.97 ; 
H, 7.22 ; N, 6.61. 
###J 15 1 

Tkmiki- MJ^A (42mg) OhJH> (10ml) MMmz 2 ?u tf 

t>Slh'Jl^ (0.2 0 4ml) ©h;i/X> (1 Oml) M^Ot, tiSfflM 
10 T\Z&^xmTVtc'&, 1 mmmWLfco X^-VS- [4-(2-:/h3r->x 

h^-»7i^] - 2 - tfn U >>>- 1 --r;U-3^>T;!/5 i t: K (2 7 0mg) CD 

h;i/x> domi) mwt&ox;, mmmmnT\z£>^TmTist£&3mmm%Lisrc 

15 ^D?h^77^- (^\^1t> : @mx^;U= 9 : 1 -*'\*F-'fr> : K^X5^^= 6 : 
1) TiiLUfeOitll tl/T(2E)-3- [5- [4-(2-7h^>Ih + y) 

^xn;p] - 2 - trn u i --r;i/tr u s?>- 3 - 2 -*^)]sT& vjv 

gSl^ (2 7 5mg) 

1 H-NMR (300MHz, CDC1 3 ) 6 0.93 (3H, t, J=8. 1 Hz), 1.33-1.50 (5H, m), 1.55-1.6 
20 5 (2H, m), 1.84-1.94 (4H, m) , 1.99 (3H, d, 1-1.5 Hz), 3.47-3.57 (6H, m), 3.80 
(2H, t, J=4. 5 Hz), 4.15 (2H, t, J=4. 5 Hz), 4.28 (2H, q, J=6. 9 Hz), 6.99 (2H, 
d, J=9. 0 Hz), 7.41 (2H, d, J=9.0Hz), 7.50 (1H, d, J=2.4Hz), 7.77 (1H, s), 
8.33 (1H, d, J=2.4 Hz). 
15 2 

25 (2E)-3 - [5- [4-(2-7^^>lhir'»7i-JI/] -2-tfDU> ? >-l 
--OUf'J *J>- 3 -^)V\ -2-^^7^UMl^ (26 5mg) SrTHF 
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(7ral)'-^^;-il/ (7ml) fc»tf*bfc£» 1 NTkBMfc:*- MJ A*»»t (2. 
3 4ml) £Jq*.» 9 0 , CT'3l$M8fc#b&. CC t*^T**JpiLfc«, 1NM 

5 T(2E)-3- [5- [4-(2-^h^>lK^»^x^] -2-tfnU3?>- 

i --r ;vt?us?>- 3 --ni/) - 2 -^^;ut^ u;p« (i8 4mg) 

m.p. 106.0-107.0 "C. 

'H-NMR (300MHz, CDC1 3 ) 6 0. 93 (3H, t, J=7.5Hz), 1.33-1.46 (2H, m), 1.56-1.6 
5 (2H, m), 1.91-1.95 (4H, m), 2.02 (3H, d.- 1-1.2 Hz), 3. 50-3. 57 (6H, m) , 3.80 
10 (2H, t, J=4.8Hz), 4.16 (2H, t, J=4.8Hz), 6.99 (2H, d, J=8.7Hz), 7.42 (2H, 
d, J=8.7Hz), 7.53 (1H, d, J=1.8Hz), 7.90 (1H, s) , 8.35 (1H, d, J=1.8Hz). 
7d35t##TC 2 5fl3 2 N 2 0 4 Calcd. C, 70. 73 ; H, 7.60 ; N, 6.60 : Found C, 70.65 ; 
H, 7.86 ; N, 6.42. 
15 3 

15 mkXJVi/iyj* (3 3 . 6g) <DJL$ (2 5 Om 1 ) -fh7kFD77> (2 

5 0ml) MMmZ7k.m4t*Vmj-hVV& (2 3.0g) 0 "Cfc*5V>-C*> Vf~D 

U-u?->m.*^)V (19.0g) £in;LT, ^tSOttM^Lfc. Otl:* 

'J*yM7A^D?h^7^ - is\**}-> : WWt^JV= 9 : l-^\^> : W 
m^)V=A : 1) T?*S^b, m^(D^tVX, ( 5-^0^-2 DO tf 'J^> 

^^;-JI/ (15.0g) *#fc. 
m.p. 86.7-87.5 t:. 

25 1 H-NMR (300MHz, CDC1 3 ) <5 4.77 (2H, s), 8.04 (1H, d, J=2.4Hz), 8.36 (1H, d, 
J=2.4 Hz). 
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7nS##TC 6 H 5 N0ClBr Calcd. C, 32.39 ; H, 2.27 ; N, 6.30 : Found C, 32. 38 ; H, 
2.24 ; N, 6.28. 
#*09 15 4 

mt**rD- U;i/ (1.98ml) <DV>7UU*?> (20ml) itfcDMSO (3. 
5 4 5ml) <DWUU*?> (30ml) ^^gffi^T, - 7 8 *C \Z& V>T?ff 
Tbfc. 0^I#Ufct5-^nt-2-^nDt!ij>'>-3-f;v) 
. ;P (3.6 s) Cyi/nD^> (3 5ml) M^STbfc. 1 OftffiWV 

rc'&.. h'JX^7 5> (1 3.5ml) SiTlfc. ^©**1 0#M#b£:^ ^ 

i'D'7h^77-f (^\^U-> : mm^)V= 6 : 1) tlHl, IfiO^itLT 
5-^ni:-2-^D OZ3f>7^rt K (3.4g) 
m.p. 88.0-89.0 *C. 

■H-NMR (300MHz, CDC1 3 ) 6 8.33 (1H, d, J=2.7Hz), 8.67 (1H, d, J=2.7Hz), 10. 
15 38 (1H, s). 

7C^^WC 6 H 3 N0ClBr Calcd. C, 32. 69 ; H, 1.37 ;. N, 6.35 : Found C, 32.51 ; H, 
1.33 ; N, 6.18. 
###1 15 5 

5 — zTn^E — 2 — & U D-3f , >7^rk K (1.2s) > 3 - * tf D U >>> (9 
20 2 8mg) , MtMJ^A (1.16s) ODMSO (40ml) -7K (20ml) 

ra^s^m^s^T, 7 5 9 c~T?2mmm&vt£ 0 mmzmisfr'&7k&m?LxBWix. 

)V= 2 0:1 — ^\*1*-> : #g?X^;U= 4:1) XftMffiMV> % Ztlfcmfc&^lr 
25 D->Tm^Xn^<Dm^iil,X 5 - 7Dt- 2 - (3 -*?-)\,\iU U >>>- 1 )V) 
-nf>7^7th' (7 6 1ms) Sr#fc 0 m.p. 72.0-73.0 1C. 
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' H-NMR (300MHz, CDC1 3 ) 6 1.13 (3H, d, J=6.6Hz), 1.53-1.67 (1H, m) , 2.07-2.1 
6 (1H, m), 2.28-2.41 (1H, m), 3, 17-3. 24 (1H, m), 3.46-3.56 (2H, m), 3.61-3.70 

(1H, m), 8.01 (1H, d, J=2.4Hz), 8.31 (1H, d, J=2.4Hz), 9.96 (1H, s). 
7C5ft##TC, , H, 3 N 2 0Br Calcd. C, 49.09 ; H, 4.87 ; N, 10.41 : Found C, 49.07 ; H 
5 , 4.88 ; N, 10.29. 
15 6 

ikmikj- h U r7A ( 1 5 5mg) (D hJl/X> (1 0ml) 2 -frXft/ ?n 

■tz*>m h 'jifjp (o.76mi) <d h)VJL> (i omi) mwt& ox:, ^.mnm^, 

Tlz&^TmTVrcW:, ^©^^lStlll^lfc. 5-^n^e-2-(3-^^ 
10 )V\f. n U vy- l -^;i/)rn?>7JI/rk F (7 3 0mg) ©hJUXlOml) 

^^i^> : WlfJN 1 9 : l->^^iJ-> : Sti^=4 : 1) TffiML^fe© 
15 mVtMt LT(2 E)- 3 - [ 5 -^n^E- 2 - (3 -*^)l¥n U >>>- 1 -<1 )V) tf 
U 3 -< ;U] - 2 -^^;PT^ 'j;HX?JV (914mg) 

1 H-NMR (300MHz, CDC1 3 ) 5 1.07 (3H, d, J=6.6Hz), 1.34 (3H, t, J=6.9Hz), 1.4 
5-1.62 (1H, m), 1.94 (3H, d, J=1.5Hz), 1. 96-2.08 (1H, m), 2.20-2. 35 (1H, m), 
3.01-3.07 (1H, m), 3. 42-3.55 (3H, m), 4.26 (2H, q, J=6. 9 Hz), 7.37 (1H, d, J 
20 =2.4 Hz), 7.60 (1H, s), 8.10 (1H, d, J=2.4Hz). 

mmm 157 

(2E)-3 - [5-^0^-2 - (3 -*5\>H£ O U i?>- 1 — T )V) tT U v> >- 3 - 
4)U -2-^^7^J;H?If;|/ (880mg) » 4- (2-^h^^Xh^^ 
) 7x.~)V*Om (7 7 4m g) , «»*U»>A (8 9 8mg) (Z>MWx> (15m 
25 1) , x^y-;P (1.5ml) , 7jc (1.5ml) ®JS^*7;Wrf >^H^T 1 mm 
!lt#L&t*» fh7+7 (h'j7i-J^X7-f » n^V^K (144mg) £fln 



WO 2004/069808 PCT/JP2004/001181 

250 

m^myK^m^m^ ^^^^ Ax^m^^rcom&r^mm^m^vxn^ntcm 

5yU*yW7A^D7 h^f^y A— ( / \^it> : WWL^)\>= 1 9 : 1 
> : »RX3\>P=4 : 1) Tiffin U LT (2 E) - 3 - [5 - [4-< 

5 2-^h+->Ih + -»7i-JH - 2 - (3 P U S?>- 1 tf U >>> 

-3--r;i/] -2-^?;i/7^'JJHSXf;V (9 7 0mg) 

1 H-NMR (300MHz, CDC1 3 ) 5 0.93 (3H, t, J=7.5Hz), 1.10 (3H, d, J=6.6Hz), 1.3 
2-1.65 (8H, m), 1.98-2.10 (4H, m) , 2. 20-2.40 (1H, m), 3.09-3.16 (1H, m) , 3.4 
7-3.63 (5H, m), 3.79 (2H, t, J=4.8Hz), 4.16 (2H, t, J=4.8Hz), 4.27 (2H, q, 
10 J=7. 5 Hz), 6.97 (2H, d, J=8. 7 Hz) , 7.40 (2H, d, J=8. 7 Hz), 7.48 (1H, d, J=2.4 
Hz), 7.75 (1H, s), 8.31 (1H, d, J=2.4Hz). 
##0IJ 15 8 

(2E)-3- [5- [4- (2 -:/h^>X h*is)7x.~)V~\ - 2 - ( 3 - * 3^1/ t? U 

w>- i --f)V) try 3 - 2 -*^)vr>7 u;vmx^;i/ (9 5 omg 

15 ) &THF (3 2ml) -*&S—)V (3 2ml) \zmfrVTc'&. 1 N&Wtifcj- h U 
9A**I (8.14ml) £2)0*-, 9 0 TCT? 3 B#M«#L;fc. 0 1CK: $5 HT* 

^isv&xi&mz&fr. iET-pi«$s*Lfct, »snfc3aaE*->y#y;i/;&7 

20 #6nfc@*$A^t>T?ijfeVitfi©^iiLT(2 E)- 3 - [5- [4-(2-^h 
^>'Ih^e')7i-JW - 2 - (3 -^^;Hf D 'J 1 — f Jl/) tf U >>>- 3 

- 2 -*^)V7 2 V)l>M (7 5 8mg) £#fc„ 
m.p. 106.5-108.5 'C. 

1 H-NMR (300MHz, CDC1 3 ) 6 0.93 (3H, t, J=7.5Hz), 1.11 (3H, d, J=6.6Hz), 1.3 
25 3-1. 46 (2H, m) , 1.51-1.66 (3H, m), 1.95-2.10 (4H, m), 2.22-2.40 (1H, m), 3.1 
2-3.18 (1H, m), 3.50-3.64 (5H, m) , 3.81 (2H, t, J=4.8Hz), 4.16 (2H, t, J=4. 8 
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Hz), 6.99 (2H, d, J=8.7Hz), 7.42 (2H, d, J=8.7Hz), 7.53 (1H, d, J=2.4Hz), 
7.90 (1H, s), 8.35 (1H, d, J=2.4Hz). 
7C^^-^C 26 H 3 4N 2 0 4 Calcd. C, 71.21 ; H, 7.81 ; N, 6.39 : Found C, 71.07 ; 
H, 7.74 ; N, 6.13. 

5 fMr.0Hl.5 9 

5 -^nt- 2 -i7on^3^>TJl/^b F (l.5g) , 3 - t Hn+V^^Hin 
Uv J >«lg (1. 8 7 g) , KithUCA (1. 8 g) ©DM SO (4 5ml) - 
7K (22.5ml) M'tt«g*£BftT. 7 5 tT 2 B#P^j[jq^Lfc:„ SilfcRUfcft 

>T?t5fevsjlte©«filt LT 5 -yot- 2 - [3- (kHn*^^) tfn 
-1 — r;H rnf>7^rkh' (1.67g) 
m. p. 84.0-85.5 "C. 

15 1 H-NMR (300MHz, CDC1 3 ) 5 1.47-1.60 (1H, m) , 1.78-1.90 (1H, m), 2.08-2. 20 (1H 
,, m), 2. 49-2.59 (1H, m), 3. 42-3.74 (6H, m), 8.02 (1H, d, J=2.4Hz), 8.32 (1H, 

d, J=2.4 Hz), 9. 96 (1H, s) . 
7cijf##rC, ,H, 3 N 2 0 2 BrCalcd. C, 46.33 ; H, 4.60 ; N, 9.82 : Found C, 46.50 
; H, 4.57 ; N, 9.74. 
20 ###1J 16 0 

5-^nt-2 - [3- (tHn^>^f;P) t!nu 1 — t)V\ -n^>T;i/ 

rt h (i.75g) oeus?> domi) mmzm^mn (2.32ml) zmm 
25 «a«i*ia7Kt?iifev>«jEETT?»ii*«*bfc. »6nfc3aai*^u*yju*7A^n-7 

h^57-f- (^*17*> : »ttx^;P = 3 : 1 -^3rtJ-> : fS?xf;P= 1 : 1 ) T 
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;u) tf d u yy - 3 ( i . 7 6 g) £#fc 0 

1 H-NMR (300MHz, CDC1 3 ) 6 1. 74-1.86 (1H, m) , 2.07 (3H, s), 2.12-2,17 (1H, m) , 
2. 60-2.70 (1H, m), 3.38-3.45 (1H, m), 3.50-3.70 (3H, m), 4.02-4.21 (2H, m), 
5 8.02 (1H, d, J=1.8 Hz), 8.32 (1H, d, J=1.8Hz), 9.95 (1H, s) . 
###| 16 1 

mm. [ i - (5 -7u=e- 3-*ji/5jnf'j s jy- 2 -t)V) tf d u v>- 3 --r;n 

*^)V (1.6g) , 2 -(b 'J 7x^;i^^7>5iN5-U-7 ; »^n,/1>mtert-^^;i/ ( 
2. 4 8 g) <D h;i/X> (50ml) itt^^i^T, 3 P#|HUS«Ebfc. 1sLffl.\ZW 

('\*tt> : Wl?Jl'= 1 5 : 1— ^\ : @^SX?;i/=4 : 1) T?» 

lbffi©i»tlT(2E)-3- [2- [3-(T-feb^>'^^;i/)tfoU>?>- 

1- -f;V] - 5 -^D^EtTU 5»- 3 -2-/Wi"JJ«tert-^ 
15 ( 1 . 4 4 g) 

1 H-NMR (300MHz, CDC1 3 ) 5 1.53 (9H, s), 1.67-1.76 (1H, m) , 1.90 (3H, d, J=1.5 
Hz), 2.00-2.10 (4H, m), 2.52-2.61 (1H, m) , 3.25-3.31 (1H, m) , 3. 45-3.50 (2H, 
m), 3.55-3.61 (1H, m), 4.00-4.15 (2H, m), 7.38 (1H, d, J=3.0Hz), 7.48 (1H, 
s), 8. 10 (1H, d, J=3.0 Hz). 
20 16 2 

(2E)-3- [2- [3-(7-feh*->*^;U)lfPU$>>- 1--T;H - 

tf U ¥>- 3 --t)V] - 2-*?-)VT>7 V)VWl t e r t ( 1 . 4 g) , 4 - ( 

2- yh + ->Ih + '» 7i-;^-)l! (9 8 6mg) , JftR;*7 U tfA ( 1 . 1 5 g) 
© h;UX> (25ml) , ;—)V (2.5ml) » 7jc (2.5ml) mMW.*T )V 

25 zf>#s^Ti mmm.wvfe'&. (hU7xzm7^» n^wi* 

(184mg) £JD&T6B#ra»aEbfc.MteRbjfc«, tK**P ^.tSSlf^Ti 
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= 9 : l-'\*+f-> : tiI?Jl/=3 : 1) TfftgfL, t6©ittl<h LT(2 E)- 
3- [2- [3-(7th + ^^^WlfDUy>-l — ( JV1 -5- [4-(2-^h 
5 ^->Ih^»7iZjP] t? 'J i?>- 3 — OH -2-W7^'JJ«tert-y 
3^ (1. 4 1 g) £#fc 0 

1 H-NMR (300MHz, CDC1 3 ) <5 0.93 (3H, t, J=7.5Hz), 1.30-1.80 (14H, m) , 1.95 (3 
H, d, J=1.5 Hz), 2. 00-2.20 (4H, m), 2.50-2.65 (1H, m), 3.34-3.40 (1H, m), 3.5 
3-3.57 (4H, m), 3.63-3.69 (1H, m), 3.80 (2H, t, J=4.5Hz), 4.03-4.18 (4H, m), 
10 6.99 (2H, d, J=9.0 Hz), 7.41 (2H, d, J=9.0Hz), 7.51 (1H, d, J=2. 1 Hz), 7.64 
(1H, s), 8.32 (1H, d, J=2. 1 Hz). 
16 3 

(2E)-3- [2- [3 -(T-fe h^~>^^;l/)trnUi?>- 1 -<i)V\ -5- [ 4 - ( 
2-yh^yIh^v)7i^JH t? U 9 S>- 3 — ( - 2 - ;* ^JlT 9 U Jim. t e 
15 r t -Zf*J\, (1.2 5 g) Zmmx-^JV (1 7ml) fc»3&>bfc«, 4NSt-»t 

(i7mi) &anA, gm^fflHiT, if«3i#Lfco o^^ttr^ 
m.m.xwj± (4.7g) ^jq^xiiiwitBLfc. #*n;i£7K, ma 

iilt(2E)-3 - [2- [3 -(T-fe h*->^^)bfn'JS?>- 1 -<)P] -5 
- [4-(2-7h*i/Ih^y)7i^] fcfUS*>- 3 — HP] -2-^^^T^ 
U;i/» (8 2 3mg) £#fc 0 
m. p. 82. 2-84. 2 "C. 

25 'H-NMR (300MHz, CDC1 3 ) <5 0.93 (3H, t, J=7.2Hz), 1.33-1.45 (2H, m) , 1.50-1.8 
0 (3H, m), 2.02-2.17 (7H, m), 2.50-2. 67 (1H, m), 3.35-3.41 (1H, m) , 3.49-3.59 
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(4H, m), 3. 63-3. 69 (1H, m) , 3.81 (2H, t, J=4.8Hz), 4.04-4.17 (4H, m), 7.00 
(2H, d, J=8.7Hz), 7.42 (2H, d, 1=8. 7 Hz) , 7. 54 (1H, d, J=2. 1 Hz), 7.87 (1H, 
s), 8.35 (1H, d, 1=1. 5 Hz). 

7C^^*fCj 8 H 36 N 2 0 6 Calcd. C, 67. 72 ; H, 7.31 ; N, 5.64 : Found C, 67.64 ; 
5 H, 7.26 ; N, 5.48. 
16 4 

5-7nt-2-^nn-3f>7Jl'Tbl { (l.5g) ; 3 , 4 - v^^JHf n U *J 
>&m& ( 1 . 8 5 g) , fikMi- hUt7A (1 . 8 g) ©DMSO (45ml -tK (2 

2.5mi) mmm^mmmm,T. 8 owsmmmfthtc Mmzmvrc^ 

«X?Jl'= 1 9 : 1— .: H^X^;i/=4 : 1) ~Zftmmmh. ft&tlfc® 
gl^t^-iixW^S^ftlTffiC^ItlTS-ynt- 2 - (3, 4 
-V*^)V\Z DU> ? >- 1 -f;Wrn5 1 >7iVft H (1.5 6.g) 
15 m. p. 98.5-99. 5 t:. 

1 H-NMR (300MHz, CDC1 3 ) <5 0.98 (6H, d, J=6. 6 Hz), 2.31-2.41 (2H, m), 3.22-3.28 

(2H, m), 3.59-3.65 (2H, m), 8.00 (1H, d, J=2.4Hz), 8.29 (1H, d, J=2.4Hz), 
9.95 (1H, s). 

7C^##rC, 2 H 15 N,OBr Calcd. C, 50.90 ; H, 5.34 ; N, 9.89 .: Found C, 50.93 
20 ; H, 5.35 ; N, 9. 82. 
16 5 

ikMikir h 'J ( 3 0 3mg) <D M!/X> (20ml) MMmz 2 -*X7fry 7u 

tr^->^hux^;i/ (i.48mi) v>h)i3L> (20mi) mwi&ox;. m.mnmn. 

T^43ViT^Tbfe^, ^-tf>££ 1 mmmWVtc. #^T?5-:/n;&-2-(3.4- 
25 i?*?-)l>¥n U i?>- 1 JW-3f>7jVfk h* (1.5g) <DbJVX.> (2 0m 
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- (^=^1t> : @^i?X^;i/= 1 0 : l-»^^1t> : @^mx^;i/= 1 : l) i?iILg 
fiOMiibt (2E) -3- [5-yn^6-2-(3, 4-^^^;l-tfOU^>- 

5 i tru >>>- 3 -2-/^7^u;^x^ (i.94g) 

o 

1 H-NMR (300MHz, CDC1 3 ) 6 0.94 (6H, d, J=6.6Hz), 1.34 (3H, t, J=7.2Hz), 
1.93 (3H, d, J-1.5 Hz), 2.20-2.30 (2H, m) , 3.11-3.17 (2H, m) , 3.48-3.54 
(2H, m), 4.26 (2H, q, J=7. 2 Hz), 7.37 (1H, d, J=2. 1 Hz), 7.60 (1H, s), 8.09 
10 (1H, d, J=2.1 Hz). 
##0»J 16 6 

(2E) - 3- [5-^D^E-2-(3,4->?^^;HfnU^>- 1 - -f ;10 tf U > 

-3--ovi -2-^^7^u;H?x^a (i.9g) , 4- (2-yh^^ih^ 

yjiZDVfrVm. (1.6g) , KMI*U^A (1.8 7g) 0h;H> (3 0ml 
15 ) , x*/-;i, (3ml) , 7jc (3ml) >»H«T 1 P#M«#bfc 

f h7^r^ ( h U 7iZi;i/7jN^^^ » (3 0 0mg) £2j[]>LT5l$ 

dr;i/^77A^ h^^^^— (^\^1t-> : «!5 1 ;i/= 1 9 : l-^^U^ : 
20 x^;W=4 : 1) Tifib, *M&©?lMKtt£bT (2E) -3- [5- [4-(2-^ 
h^'>Ib*'»7xZj|/] - 2 - (3, 5>>- 1 --HlOfcTU 5>> 

-2-^f;P7^'J;Hx^ (1.92g) 
1 H-NMR (300MHz, CDC1 3 ) 6 0.90-0. 98 (9H, m), 1. 33-1. 45 (5H, m), 1. 55-1. 65 (2H 
, m), 1.98 (3H, d, J=1.2 Hz), 2.22-2.37 (2H, m), 3.20-3.25 (2H, m), 3.53-3.62 
25 (4H, m), 3.80 (2H, t, J=4. 8 Hz), 4.15 (2H, t, J=4. 8 Hz), 4.28 (2H, q, J=7. 2 
Hz), 6.98 (2H, d, J=8. 7 Hz), 7.41 (2H, d, J=8.7Hz), 7. 49 (1H, d, J=2.4Hz), 
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7.76 (1H, s), 8.32 (1H, d, J=2. 4 Hz). 
##09 16 7 

(2E) -3- [5- [4-(2-^h + ->lh^-»7i^] - 2 - (3 , 4 - S> * 
?-)V\d U U V>- 1 -4)V) tf U =J>- 3 -<)V\ -2-^f;P7^'JMx^ (1 
5 .9g) &THF (60ml) -*&S—fr (60ml) 1 NzkHt-fb:?" 

h'J^A*^ (15.8ml) *Jn*.» 9 0'CT4^TOtfc. 0«Cfc*ViT7KS 

fln*.fc^, i Ntt-et^uiix^i/TittiLfc. #«H&ttfB£*fi7kT?ifev>«£K 

«JETT?»«E&«*Ufc», #&tlfe^S^^^-y->T 
«t^ffi©^ltbl (2E) -3- [5- [4-(2-7"h + yIh^»7i-;i/ 

io ] - 2 - (3, 4 -s?*^;i/trn u s>>- i --r;w tru v>- 3 --on -2-^^;i/ 
7*y;w* (i.5i g) *ntc. 

m.p. 90.0-92.0 X:. 

1 H-NMR (300MHz, CDC1 3 ) <5 0. 93 (3H, t, J=7. 5Hz), 1.03 (6H, d, J=6. 3 Hz), 

i 

1.33-1.45 (2H, m), 1.56-1. 66 (2H, m), 2.03 (3H, d, J=1.2 Hz), 2.38-2.50 
15 (2H, m), 3.52-3.60 (4H, m), 3.80 (2H, t, J=4.8Hz), 3.85-4.00 (2H, m) , 4.15 
(2H, t, J=4. 8 Hz), 7.00 (2H, d, J=8. 7 Hz), 7.40 (2H, d, J=8. 7 Hz), 7.75 (1H, 
s), 7.80 (1H, s), 8.44 (1H, s) . 

7nSt##fC 27 H 36 N 2 0 4 -0. 25H 2 0Calcd. C, 70.95 ; H, 8.05 ; N, 6.13 : Found C, 
71.17 ; H, 7.67 ; N, 6.08. 
20 ##00 16 8 

kF7^>- lTkmm (9. 6 6 g) ox^y-;i/ (i oomi) mwz.. ifiT^ 
U3-;i/fif;i/ (2 0. 0 9 g) &Km%<DM.m& 1 0 1; EAT *3>o < 

Qtmrvtco &u-v4mm$twm, ^v^^->7>m^u\fji (20ml) §ns 
mourn* i ot^Tt'ffi^^^5!0o< o tiTUfc, 4 o*ct?6 4mm$t&&, 

25 ^®.£T?$£!]U 3k* (50ml) &1)UZ.tc 0 15«i, 5 N7fc|8Hb:J" h U "7A 
*mm (4 0ml) 6 0t1?4^FWbfc. 0tTSSiliSpH^6 \ZU 
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5 -^^Jtj^h- 4-yn tf;i/- 4H- 1 , 2, '^-h'JT'/-^ (2 3. 4 5 g) 
£#fco 9 0 Xtftt (18ml) fttf*' (26ml) fi^«l:IlB»t h>Jf A (0 

5 . 0 7 g) SDn*., O^T?4 5t>T? 3 - t PD + '>^^- 5 — ^^^7 ^ 1 4 - ^ 

DW-4H-1, 2, 4 - h U T S S—)V ( 1 0 g) £ 0 . 5 BtM^ttT^o < 9 £ 
JP^-fco M*T??MJ«* OT}Tift«}*MJ»>A*pH**7fc;&SST?l0>o< 9<t#P 

10 T3-'hh*n^>^fJl'-4-ynt:^-4H-l, 2, 4-hU7 1 /-^ (5. 9 
5g)£#£:o 3-th'D + ->^5 1 ^-4-^Dlf;i/-4H-l I 2, 4-MJ7*/ 
(5. 9 5g)fC, OtTt^t-^ (4 0ml) < !3 tilP^fc. 1 B# 

15 *»tx^7?ft#b, ^fi©^tUT3-^nn/5 1 ;i'-4-7'nt:jV-4.H 
-1, 2, 4-K'J7 7-Jl/-IiI (5. 4 3g) 
m. p. 91-94 *C. 

1 H-NMR (200MHz, CDC1 3 ) (5 0. 80 (3H, t, J=7.3Hz), 1. 73-1.94 (2H, m), 4.11 (2H, 
t, J=7.4 Hz), 5.10 (2H, s), 9.26 (1H, s) . 
20 IR (KBr) 3353, 1574, 1537, 1470, 1331, 1204, 1177, 957 cm" 1 

7G*#W C|H,,N t Cl| -0. 25H 2 0 Calcd. C, 35.93 ; H, 5.78 ; N, 20.95 :Found. C, 
36. 13 ; H, 5.77 ; N, 21.23. 
16 9 

75;ft7i;-Jl/ (2.9g) , h U 1^7 5 > (14.2ml) 0rh5th* 
25 D77> (70ml) mmz3- (#nn*^)l) - 4 - ?U tf )V- 4 H- 1 , 2 , 4 

- bV7'/—)vmfc& (5.og) (30mi) mmzo'c, ^mmmm. 
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nfcMC, jRB6**^-h U ^A7K»tt*jpAT, Blx^JH? 3 ©JAW l^^.fjUi 

5 :10) Tifil, *i£©tfi^tj£bT4- [ [ ( 4 - ^ P 4 H - 1 , 2 , 4 - h 

U 7V—JV— 3 — -f jp) X*7r=>] 7-U> (5.39g) 

1 H-NMR (300MHz, CDC1 3 ) <5 0.98 (3H, t,.J=7.2Hz), 1.77-1. 90 (2H, m), 3.74 (2H 
, br), 3.91 (2H, t, J=7. 5 Hz), 4.08 (2H, s), 6.56 (2H, d, J=8.7Hz), 7.12 (2H 
, d, J=8. 7 Hz), 8.06 (1H, s) . 
10 ##011 17 0 

?t->7>i*'J^A (119. 2g) , >?t:Hn^^7th>-i# (7 3. 9g 

. ) , 7n kjvrs. >mmm. doog) om^m^wwt (89mi) , 1 -y^y- 

)V (5 9 0ml) ©i^iH^bfoM^fc. ^iST 1 B8t#bfc:«, * ( 1 1 8 
ml) ^Sn^.T3 0#J*#L£:. WffiL/fcH#*jatflJtb, SSfc:* (180ml) "p 
15 2®, ^\^it>Tl|Hl^^fCo #e>nfc@#:^MEETT^^L., £ LT 5 

-tHn + j/^f;i/-2-^M^h-i-^nifM5^/-JI/ (7 1. 2 g) § 

'H-NMR (200MHz, CDC1 3 ) <5 0.87 (3H, t, J=7.4Hz), 1.61-1.79 (2H, m) , 3.91 (2H 
, t, J=7.4 Hz), 4.32 (2H, s), 5.26 (1H, br), 6.79 (1H, s) , 11.95 (1H, s). 
20 TtMfttii C 7 H I2 N 2 OS-0.25H 2 0 Calcd. C, 47.57 ; H, 7.13 ; N, 15.85 ; Found. C, 4 
7.22 ; H, 6.94 ; N, 15.99. 
17 1 

5. OMffiM (3 7 0ml) ClffiSt h 'J >7A (1. 1 4 g) &in*.fc&, 0X1\Z 
&^T5 -t Ko + i/^f^- 2-^M7°h-l -^ntf;K S.?V—)V (7 1 . 
25 Og) &&l,'r-om%.feo Sjgl:^lT 2P#ra»#Lfc«, 7j< (2 0 0ml) £Jjq;L 
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i 

5 i^^tUTS-bHo + ^^^-l-^DtfJWS^/-^ (3 3. 6 g) S#fc 

o 

1 H-NMR (200MHz, CDC1 3 ) (5 0.96 (3H, t, J=7.4Hz), 1. 76-1. 94 (2H, m), 3.97 (2H 
, t, J=7.2 Hz), 4.63 (2H, s), 6.97 (1H, s) , 7.48 (1H, s) . 
17 2 

io 5 -fc KD^->^f;i^- i -7u tr;K $^/-Ji/ (3 3. Og) \zmkJ-*—)l> ( 
8 0ml) £ CC^^ViT^b-T^iP^fe^, ^St#H^T> 9 0*01? 3 0#Mb 

TMMffiT-e^«»^s*ufeo # b nfc@#$ six? jv^ 6 iigi it, m&<d 
m&ti>T5 -i/DD^jh i ~^u\f.)v^ ^^v-)vmmm. u 3. s g ) 

15 fc„ 

■H-NMR (200MHz, DMS0-d 6 ) <5 0. 92 (3H, t, J=7.4Hz), 1. 84-1.95 (2H, m), 4.18 ( 
2H, t, J=7. 2 Hz), 5.04 (2H, s) , 7.82 (1H, s), 9.24 (1H, s) . 
17 3 

4-75;ft7i;-Jl/ (2. 5g)£7K(2. 5m 1.) *3cfciDW v ?un;-)V 
20 (10ml) h'JX^;i/T5> (5. 5ml) £j&n*.fc^ - 1 5 1 

oTCKUft^bfc. 5- (^do^^) - i --fn tr;i/- i h--t 

(3. 9 g) (D7k (2 . 5ml) 15—1 OttiTb, i^i&ST? 1 B#l!9 

*t3$bfc 0 -fV^n/V-J^iffSSbfei, ^WV^^h^ (25ml 

) ^-^e^TK-e^Lfeo (o. ig) ifiti o 

25 ^^^t-feo mmmzmmv, *^)v^v7^)v*rh> (3 0mi) \zmm^t^. 

HIICS?- p - Ml/rt-nU- (D) -M^m (7. 7g) £MI/X> (9 0ml) , * 
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WVW^b> (60ml) (DMWzmMV, 7k (3. 6ml) £in*.fco o 

WLfrW:, 3 0 %Mmit7km7k (6. 8g) £Jq*., MT24PtF«bfc. 

(3 0ml) SJBA, 5 0tT8^HS#Ufe. tK (30ml) SJDA, IS 
5 t5l»bL tlfttlbfe^^^«L, -7K (30ml) Ti$fe#LT, (-) -4 
- {[ (i-^nt!;i/- iH-f5^/-Jl/-5-<JV) ^^HXi^^JH y x. 

-^75>v^-p-hJW<^-D-MS ; lTkfP^J (7. 1 g) 
m.p. 134-136 *C. 
' 17 4 

10 5 -^ot- 2 -7JI/tn^>X7Jl'Tt H (3 0 0mg) > tf n U - 3 — -f ;U 
SixfJUHI (4 0 lmg) , ^tt h U (3 30mg) ©DMSO (10 
ml) -tK (5ml) Jl^^^^m^H^T, 9 0tt4litril^bfc. MCMl 

15 (-\*U-> : ^mx^Jl/= 10:1 -^*1j-> : ^X^;i/= 3:1) T#$t*»$&L 
> n&OMWlMLVT 5 -T'Dt- 2 - [3 - (2-Ih^->-2-^Vlf fcf 
n'jy>-l- / f JH^>X7^fk H (4 5 5mg) 

1 H-NMR (300MHz, CDC1 3 ) 51.27 (3H, t, J=6.9Hz), 1.69-1.79 (1H, m) , 2.15-2.30 
(1H, m), 2.46-2.49 (2H, m), 2.65-2.80 (1H, m), 3.15-3.21 (1H, m), 3. 30-3.60 ( 
20 3H, m), 4.12-4.19 (2H, m) , 6.71 (1H, d, J=9.0Hz), 7.43 (1H, dd, J=9. 0, 2. 4 H 
z), 7.79 (1H, d, J=2.4 Hz), 9.99 (1H, s). 
17 5 

5-7 P Ot-2-[3- (2-Xb^>'-2-t+VI5 : ^) tf n >J > - 1 - << )V\ 
^>X7Jl/rkl ? (4.3g) , 2 -(h U 7i-WX*7- U x» T'o/N^^tert 
25 -7^)1 (7.4g) (Dh)VJL> (2 0 0ml) iM^PStf^ffl^TT 8 B^iliTrt h tz 
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m-?if*zsv&Tnmi<&rco &&T~emm*&2ihtt&* yvtjyfrx^&pn-? 

h^77>f~ (^\^it> : itlfJl/= 9 : l^^\^rit> : B^X^j> = 7:3) Tit 

rnvn-^om^mtLx (2E) -3- [ 5 -yot- 2 - [3 - (2-xh^->-2 

5 ;U (2. 6 4 g) 

1 H-NMR (300MHz, CDC1 3 ) 61.26 (3H, t, J=7.2Hz), 1.53-1.65 (10H, m) , 1.94 (3H, 
d, J=1.5Hz), 2.10-2.20 (1H, m), 2. 43-2.46 (2H, m), 2.55-2.70 (1H, m), 2.93- 
2.96 (1H, m), 3.20-3.36 (3H, m) , 4.11-4.18 (2H, m), 6.65 (1H, d, J=8.4Hz), 7 
.20-7: 28 (2H, m), 7.54 (1H, s). 
10 17 6 

(2E) -3- [5-^n^-2-[3- (2-Ih^->-2-^yi^) tf O >J 
Vy- 1 --OKI:7;cx;P] -2-*?-)V7>7V)Vm\ex\7^)\> (2.5g) , 4- ( 

2-zfh*yjLh*-» ^xx^Tjs^m (i . 7 1 g) , mmti u (i . 9 9 g) 

©h;Px> (50ml) , X^y— )l> (5ml) , 7jc (5ml) mmmZT )Vzi >m 

15 mm,T immmwistc'&, ^h^^x (h')yx.~jv^xy^» n^wj* (32 

. mm m £ ffi. *n &}&7jc Tift « v if* is -7 A $ -fr-fc . M ffi T T»» £ u t 
f enfcM^y'JAyM^A^DY h^?^ — (^\^-tl-> : @£&x^;i/= l 8 
: l-*^\^1t> : mm^)V=4 : 1) ^-feOffi^t) «t LT (2 E) - 3 

20 - [4' - (2 -7 h^v-X - 4 - [3 - (2-Ih^J/-2-Wl^ 

) KnUS>>- 1— OH- 1. 1* - t*7x-;i/- 3 --OKI - 2 -*<?)\,T9 VJV 
^iert^5 L ;i/(1.8 7g) 

1 H-NMR (300MHz, CDC^) 5 0.93 (3H, t, J=7. 2 Hz), 1.27 (3H, t, J=6.3 Hz), 1.33- 
1.70 (14H, m), 2.01 (3H, d, J=1.2Hz), 2.10-2.20 (1H, m), 2. 46-2.48 (2H, m), 
25 2.60-2. 75 (1H, m), 3.00-3.06 (1H, m), 3.20-3.45 (3H. m) , 3.55 (2H, t, J=6. 6 H 
z), 3.80 (2H, t, J=4.5Hz), 4.11-4.19 (4H, m), 6.84 (1H, d, J=8.4Hz), 6.96 ( 
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2H, d, J=8.7 Hz), 7.33-7.46 (4H, m). 7.69 (1H, s). 
###J 17 7. 
(2E) -3- [4' - (2 -7*h^>Xh=^» - 4 - [3 - (2-Ih^y-2- 

t*vi?jp) t:niji?>-i-'fM-i I l' - t?:7i-;i/- 3 — ( )l>l -2-* 

5 <?)V7 9 V )im.teTt7^)l (1.8g) SftKx^l' (20ml) Lfc&* 4N 

li-iix^Mt (23.9mi) ftjn*., &mnm%Ts lBfii^ifc. o"c 
*$>vj*'vi&f8k'Z-&it. «ffiTT»*K£«*b&ffe* nznt£mfa*^*y->Tyc^ 

ffeO^itlT (2E) -3- [4' -r (2 -^h^->X h^~» - 4 - [3 - (2 

io -xh^i/-2-t+vx?jH tfnu^>- l -<)V\- l, l' - t'7i^ - 3 
-2-^5 t ;P5 r ^ u;p* (i.42g) 

m.p. 115. 5-116. 5 °C. 

1 H-NMR (300MHz, CDC1 3 ) 8 0.93 (3H, t, J=7.5Hz), 1.27 (3H, t, J=7.2Hz), 1.33- 
1.80 (5H, m), 2.08 (3H, d, J-1.2 Hz), 2.10-2.21 (1H, m), 2.46-2.49 (2H, m), 2 
15 .65-2.80 (1H, m), 3.02-3.07 (1H, m), 3.20-3.45 (3H, m), 3.55 (2H, t, J=6. 6 Hz 
), 3.80 (2H, t, J=5.1 Hz), 4.12-4.19 (4H, m), 6.87 (1H, d, J=8.4Hz), 6.98 (2 
H, d, J=8. 7 Hz), 7. 36-7.47 (4H, m), 7.94 (1H, s) . 

7n35f##fC 30 H3 9 N06 Calcd. C, 70.70 ; H, 7.71 ; N, 2.75 : Found C, 70.33 ; H, 7 
: 67 ; N, 2.71. 

20 mmm 

(1) khCCR5n*^>l/t^-©^n-Z>^ 
kh»I cDNA^6PCRftT?CCR5lfif©^D- = >^*ffofc. 0 . 5 ng 
<0»m cDNA (Mftffi, QUI CK-Clone cDNA) ^lib, Samson S#«|R 
ft (Biochemistry 35 (11), 3362-3367 (1996)) l/Tl^CCR 

WO 99/32100 (Dmmm ( 1 ) IB : 1 C@2?iJ<E>S£ : 34 ;I3 
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mom : m.m, mom. : : h#n>>- : mm®, mmcomm momm 

DNA) £ 

wo 99/32100 nnmm c i ) izmmom&m^ 2 cbb?u©*s : 3 4 ; m 

M<DM : tt& ; m<D$k : ; h#Dy- : Btftt ; BB3aj©ffl« : M<DmWt 

5 DNA] * • 

#2 5pmol fO^jQU TaKaRa EX Taq (^il) Sftffllt, PCRSfSSDN 
A*— *7;hm^5— 4 8 0 (/\°-*>x;p-7-) fclTfrofc : 9 5t7? 

l#Mx 6 0tTl^f B 1, 7 5tT?5^R$ 3 0 i^-f ir/P) 0 ^-©P CRg4&j£T# 
P-X^m^acftL, ^Il.Okb <DDNA#fJt£®JRLfc^ Original TA Cloni 
10 ng Kit (7t3i/) *J§V>T, CCR 5i€f $^n-z>^Lfc. 

(2) thCCR55gSffl^775^^S 

±iBT?#&nfe^7X3 H*<WK»*XbaI (SSit) iBamHI (Mil) 
bfc^, 7#n-*y;p«at8clbbTl©l . Okb ©DNARffJt^iaiRbfco ^ODDN 
A»fJt£XbaI£BamHl T*ffifc IstcmyuMMm&m?? 7> S. f* pcDNA3.1 (7:*- 
15 £iB<&U DNA Ligation Kit Ver. 2 TliSlT, ^cHJM 

1 0 9 ©3>t!f> h-fe;i/ (£11) *JBJMg*l*r.5£i:T?:/9;*i5 K pCKR 5£ 

(3) t KCCR5^ii^775 F©CHO-KliMHI8^©a»A£$fcS 

20 M) *f^Tr-f^>aij;i/5 1 t-77X3 7 5 0ml h 3r>V » T£ 

WStfcCHO-K lafflJBS* 0. 5 g/L hU7"'»-0. 2 g/L EDTA ( 7 -f 

Tifc#LT»/i> (10 0 Orpin, 5 U PBSTWlfc. #C S^-W^Hf— 

25 > 0.4cm y^O + a^y M:8X1 0 6 Mil 0/ig CkhCCR5M 
pCKR5£ira*., @JE0.25kV, +t/V>^>7 9 6 0 /i F TTll/ 
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7ry^t l Jl>^^) S 5 0 0 jt g /mHCftS «fc 3 fcijp^fc 1 0 % 0 ^m'Mltm^ 
-g-tfAAF 1 2mm-?mmh, 1 0 4 M/ml£&£J;5K::?imbT9 6 

iStlfcyi^f-f 9 6 ^x;^l/- h (^h>5V*>V 

» Ti§*b£:t£, »tt#<D>t>^€,CCR 5fgi!lM£jI2Rbfc <) SP^> 2 0 0pM© 
[12*5 1} -RANTES (77->tA) £ U # > K <h LT^im bfcT y -fe-f A . 
y7 7- (0.5%BSA, 20 mM HEPES (fP^M^, pH 7 . 2) £^t?AA 
10 F 1 2igifc) *TMCT4 O^^^S^^frV^ 2k7ftb7cPB SWt, 1M 
NaOH^5 0 ££ l/^X^T^JnL^^UT, r - # u > ? -xikMmVk&Mfeir z> 

(4) CCR 5^f^ffi^S^<^^©W^ 
9 6 >>x;l/x'-r ^D7l/-h'H5Xl 0 4 SfflJIS/^x;i/TC CR 
15 U 2 4B#F^*bTJ§*<£K?ll^*M> fifciHfc;-^ (lwM) ^A,fcT>y-fe^A*y 
7 7 — £&^x;W~;&n*., •J#>K7?&£ C 1 2 5 I] -RANTES — 
. A) £10 0pM(C^5ct5(Iiiat, 0#&U£/fcLfc. )k\Z. Tyfe-f/N*-/ 

y T-^^m^U. tftfilVTcP B SX*2\alffi&Ut£o mz, 2 0 0 m 1 ©V-f^a 
'»f-2 0 <A*y#-F) *&V^)\>\ZM%., h-/^^7^>h Tilt 
20 MS'lt^tf-MUfcc 

ifBO^fefc^oT. tSlfcte^OCCR 5iig^lE#s££$|^Lfco MJH^gE 1 
St. 
[Hi] 

Yb-§r^#-^ iSg-S-Mip (%) 

25 17 10 0 

2 3 10 0 
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2 6 


9 0 


2 9 


10 0 


3 5 


10 0 


3 8 


9 3 


3 9 


9 9 


4 0 


10 0 


4 1 


10 0 


4 2 


10 0 


4 3 


8 6 


4 7 


9 6 


4 8 


9 8 


4 9 


10 0 


5 0 


10 0 


5 7 


10 0 


5 8 


9 5 


5 9 


8 9 


6 0 


9 1 


6 1 


9 4 


6 2 


10 0 



20 mmmi x^^^m 

(1) (Ss) - (2E) -3- [4' - (2-yh^->Xh + -» -4- (3-* 

fr#*i/\fnv>>>- i -1,1' - \Z7y.—)V- 3 - 2 -*5 L ;u- 
N — [4- [ [ (l -^at!;i/- lH-'fs^/- 5 — f )V) 

-;H 7i-JH 7^U;P7aH 4 0mg . 

25 (2) ^ h— x 6 1 mg 

(3) totiSk'-tefrn — Z. 1 8mg 
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(4) Xf7U >Svn-> , )A lmg 

lt>7t)V (fai&m) 120mg 

CD > (2) , (3) %>&x$ (4) *mmLfc'&, if 7 : ?>*'7 j t)v\zmx'3rz> 0 

5 (1) (Ss) - (2E) -3- [4' - (2-^h^->Ih + >» -4- (3-* 

^)V\du u s»- i --f -l, i' - e^x-;i/- 3 --r - 2 -j*3^-n 

- [4- [ [ a -yntf^- 1 h — r s.y*s-)v- 5 --r;w x;^^- 

JV] 7izM 7^'J;V7 5 H 4 0mg 

(2) ?Z Y — 6 1 mg 

10 (3) 1 8mg 

(4) XrT'J^ny^A lmg 

1 ft-y-teji (fam-wi) i20mg 

(1) , (2) , (3) *3ek^ (4) zmnavtcgt, j z ; ??->t>zf j t)v\z.mx-ir2>o 

15 (1) (S) - (2E) -3- [5- [4- (2 -r/h^rv-X h**/) 7i^] - 

2 - trn u s>>- 1 -<;i/tf u v>- 3 --r;i/] -2-^^;i/-N- [4- [ [ (1 

— :/□ tf;p— m-f 5 & s J—)V— 5 — -f x;H 7izW t 

^UJVTSH 4 0mg 

(2) 7^ h-x 6 lmg 
20 (3) — X 18mg 

(4) X^T>J >m^tf*>"52± lmg 
l^y-fe;!' (F^^!^) 12 0mg 

(1) , (2) , (3) &cktf (4) ZMtaLfcm:. M'y^yts'f^mzUX't^. 



25 (1) (Ss) - (2E) -3- [4' - ( 2 h*->X h^v) -4- (3-;* 

^;i/fcf p 'J >>>- i --f;i/) -l, i' - k'7x^- 3 --r;H - 2 -^;i/-N 
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- [4- [ [ (1 - ynKA- 1H--T 5^VT-;P- 5 — i )V) 7.)V7-(ZL 
7x"JH 4 0mg 

(2) V>r. h— 51. 2mg 

(3) flRflgft-fe^D— * 18mg 

5 (4) tHn + V^HfJPtJPn-^ 3. 6mg 

(5) ?D7)!j;M n— X^- h U #A 6mg 

(6) Xf7U>|[7^>"^A 1. 2mg 

1 1 2 0 mg 

(i) > (2) , (3) cfeitx (4) «n«u nBfi-fb-r*. z.(D^mz (5) ^<t^ 
io (6) sflnfcTfcfflfcjnflEjfcarr*. 

(1) (Ss) - (2E) -3- [4' - (2 h + ->lh^» -4- (3-* 

j^+>'HDU^>-i-f;W -1,1* - k'7i^- 3 --f;KI -2-^^;i/- 
n- [4- c [ (i - ^ntf;i/- lH-'f s.yv—Ji'- 5 — r;w) 

15 7^UJV7aH 40mg 

(2) V>- h— ;l/ 5 1. 2mg 

(3) WLmm±)Ua-7. 18mg 

(4) t Fn^^^I/tfJlz-fe^P-T. 3. 6mg 

(5) ^ n;*;*;;^ n — x^- h U 6mg 

20 (6) Xf7'J>®IY^i">A 1. 2mg 

1 1 2 0 m g 

(i) , (2) , (3) &&z$ (4) &mm. itfbts, z.<ommz (5) 

(6) *jqATte»iK:jqjEj«a-r*. 
mmm 6 

25 (1) (S) - (2E) - 3- [5 - [4- + 7x-M - 

2-trou$>>-i--f;nf u^>-3-<;i/] -2-p^^;i/-N- [4- [ [ u 
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-~fu tr;i/- lH-'fs 5 — T xjvy^—)^ 7i^i] t 

^7 ij ;i/7 5 K 4 Omg 

(2) h-;W . 5 1 . 2mg 

(3) migH-fe^n-X 1 8mg 

5 (4) t FP^^^tf^-fe^D-X 3. 6mg 

(5) i/D^^JMP — X^h'J^A 6mg 

(6) 7f7U>|T^i'^A 1- 2mg 

1 $t 1 2 0 m g 

(i) , (2) , (3) (4) *m%i. mmk-r&o zvmmz (5) 

io (6) ^in^T^J^injE^Mfs. 



i5 $i*.«£a i d s<D=?ffitz*>mzfem(DfrtbteGm\zmm"v% : bo 
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1 . 5£ I 




Kl©&£*lTV>T<&«fctA 5 Sfctt6M0ffi§, Z 2 «Z 2 8 -W 1 -Z 2 b - (Z 
2 a &<fctfZ 2 b \%^n^flO, S (O) m (mte(K Ufc»2f*t) , 

io cr (Rja**®^ mm^nx^xh^i&m.T)^jvm. mm^nx^x%^^ 
«6 Mi&a!S:«*i8»*»^UTViT'e>«kvo £fc«N£> r 4 «nr 5 r 6 (r 

is r 6 ^tNR 6 r 6 xmm^nx^x^^mmm^mVs r 2 « (d e& 

(2) IHSnT^Tfei<> IMMt Itiiitlf tfcBSt^S 
T«bJ:^M»MM, (3) 3; : 
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(0), 

(4) gm$tlT^TfeJ;V^T5>?/S*fe« (5) Bm^nTViTfecfcV^T^^ 

>, i///n^>^>, n^-tf-^ HnU^>, t!^>Jv>>, M^vy. 

4. R 1 #tg$|£ttT^T 1 k<fc^'<>'t? >T35^tt*3l 1 fflifcaMb^. 

5. N R 5 R 6 ^gm^tlT^TfecfcV^m^a^^^W^l fB^O^^^I. 

6. Z 1 tf* (1) AD^>I^ (2) ADy>Bf •CMSnt^T'bi^C ! ' 

_ 4 r;i'4 t ;i'£*3«fctf (3) Any>«^T?e*3nTv>T'b«fcv>c , _ 4 tjwh*. 

8 . z 2 *«- z 2 a -w 2 - z 2 b - cz 2 a *5<j;^z 2 b te^ti^no, s (O), 
> w 2 ^e^^nTVixfe J:ViT;i/^i/>^*^T] t^^n^ST^^M i ib 
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9. Z 2 Of* -OH* -s -CH (OH) -kftte- S CO) m -CH 2 - (mteCK 

10. Z 2 ^-s(0) m -CH, - (mttO, l£fc«2£^f) -«£n£«T 

5 ii. r 2 (i) mm^nx^x^>^< > ssasist^^ig^^^Afcs&fcfc 

10 ft. 

i2. r 2 fimmsnT^xh^ys. $fc»M«nT^T<bJ:<, §t#t 

14. r 2 5 ^«ift*nT^T«>«kv^a*5¥SK«*58*T»*»*«ilBtt©'fb: 
16. R 1 3&t j en-6natfeSi:bTAPy>, ~ho, i/7;> C x 1 « 7)V*r)V 

, c x _ 6 t;p3^>-> c, _ e _ 6 7;mr;p*fcttc 1 _ 6 7;io 

- 8 T^a+i'fttl/T^Tfei^'O-KX 7^>> 7*7 x.>* tf U 
^n^>^>, ->^n^>, tfnUi^>, tr-*U5»* tf^7^>, ^ 
25 )U*V>. f ttJk* U >Sfcttf h ? t K n K ? >, Z 1 # (D Any>If, 
(2) Any>M^"C©il^tiT^T ! b«t^C x _ 4 7;l/*;i'S43J;tf (3) Aay 
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T^Tfc «fcV>^>if Z 2 #*-Z 2 a -W 1 -Z 2 b - [Z 2 a 43<kO?Z 2 b tt* 

n^no> sco) m (mtt<K i^fc«2^^-r) * c 1 . 4 7j^;HTiisn 

£^LWT*>J;<, C x _ 4 7;w*;u»Tg&$ttTv>T ! b£v^^mit*Sig 
10 17. 




R 1 a « (C x _ 6 7;P3^>-C 1 _ 6 7;iO*>0 7irj^, R 2 a it 

(i) n-Cx _ 6 7;w-N-fh7hh , nfc:7-;i/7s;, (2) g&stiTv* 
Tfei^Cj _ 6 7;i/*;ui?H&£*iT^T i £> ivw s^/u;u*fett (3) wmtzn 
TViT"b«fcViCx _ 6 7;i'*;i/^gi&£nT^Tt> < £v> mj 7^y r 3 «tK^ 

v'S*. R 4a «NR 5 a R 6 a (R s a , R 6 '^INR 6 a R 6 "TM&^tlT^Tfc 

«fcv>«*aiai***r) r 7 > r 8 u^tn^tiT^mmi'^rcitmm^tLx^xh^^ 

&ffl.7)V*)Vm*. X'ttCHJfcttN*. na teO£;fcttl£, Z 2 a S, 

20 18. Z 2 a jJtS OT&<51t2fcJ£| 1 7 83 

19. Z 2 a © (S) ©S OT&£lit3fcJf|l 8 flBfc©4fr&*l. 
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2 0. R 4 'jiifl^nT^Tti^ 1-tJDU -J- Jl/^T&^SS*^ 1 7 fEifcCKfc 
21. (Ss) - (2E) -3- [4' - (2-7h3->Xh*-» -4- (3- 

*3=-;n; p u i .--oio -i. i' - f7xuk 3 - 2 

5 n- [4- [ [ (i-^ntf;v-iH^<5^/^-5--f^) *;p:7^ 

-;|/] ^7rc-;i/] 7^'JJI/75F, (Ss) - (2.E) -3- C4' - (2-^h^ 
■>I^-» -4- [3- (tFD^f^) \±UV=?>-\--iM -1,1' - 
t'7i^- 3 ->OKI -2-^^;i/-N- [4- [ [ (1 -yn t!;i/- lH-<5 

5 _-f^) ^5=-;H 7i=M t^u^t^h, (ss) 

10 - (2E) -3- [4' - -4- (3-#;U*=^>tfnl) 

5?>_l--f;i,) -1,1" -If 7I-JI-- 3 — T M - 2-*r)V-N- [4- [ [ 

22. (Ss) - (2E) -3- [5- [4- (2-7"h^>lb^» 

15 ] _ 2 - [3- (kFD^^jw Knys?>-i— r;n tru^>-3-^;P3 

_2-*^;i,-N- [4- [ [ (1 -T'DtfJV- lH--f5^/- )V- 5 — f )V> * 
W\ XJP7vf-;H 7xzj« 7i"J;V7 5 HfeJ;^©^77f (S 
) - (2E) -3- [5- [4-' (2-7*h+i/Xh^» 7 -2-tfn'J 
l -<;Utf U 3 -2-^^;P-N- [4- [ [ 

20 - i h — r 5^/-^- 5 --ov) x;i/7^x;i/3 7xzj« t^u;pt^ 

2 3. i 
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1 2 2" 

H 2 N-Z-Z-R 

<5£*, Z 1 £cfctfZ 2 «lf^^lfE«<i:|RilteT^«9> R 2 " « (1) «H*ftT 

ViT'b < fc<, &.mm^4mry : e=.^Ait^nx^X'b^^Ts. ;s> (2) g& 
R< R R , 



H 12 2" 

N— Z— Z— R 




15 2 4. 
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4 



H 12 2 

N — 1- — Z— R 



R 



KBSISnTViTfe.fcVi 5 ifca6|0»il§, Z 2 tt- Z 2 a -W 1 - Z 2 b - (. 
5 Z 2 a 43£tfZ 2 b tt^no, S (O) m (mfcfcO, 1 2 £j**r) , ff& 

10 rc\t6mmmm^mmmm^m^.vx^xh^^) sfcttNs, r 4 «nr s r 6 ( 
iR a ^inr 6 r 6 *c«ifc£nTv>Tfc«kv>**m££7Kb, R2 (i) e 

15 &^TS.S&. (2) Ii$nWTfej;< 1 SS^M^t bT«JSflIl^*fe«m^ 




10 
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(4) ii§nx^tt)j;Vi75vyasfc« (5) li^nt^rfe.tv^jiiv' 

2 5. CCRtt^3W*C&*ffil3RJS2 4E«<0eai. 

2 6. CCR^CCR 5 33 <fc tfclJCCR 2 £fif Jfcil 2 5flBtt®l£?E. 
2 7. CCR^CCR5T*§»^2 5fBiOgi. 

28. 'HiviM, m&mBv ott-, &B$L&mm. 7U)v#-&mm. 

2 9. HI VCDflRSMfeO^Bfr • ?&^^JT?^^W*^2 4flB4ft®£l£. 

3 0. A I DSCD^ 8& • l&*'iW*C*a»*3«2 4ffi*©EH. 

3 1. AIDS ©*lffi5iffai«!lffln?**BS^2 4f3t©El. 

15 32. Hivim isttwasy tf-?? 1 , gsMi*. 7U)v*?-&mm. m.ssi 

3 3. HlVg^ ttttHfflSU^T^, gBM^l, 7kil/=f-tt^§« iftjfii 



INTERNATIONAL SEARCH REPORT 



International application No. 

PCT/JP2004/001181 



A. CLASSIFICATION OF SUBJECT MATTER 

Int. CI 7 C07D233/64, 401/12, 401/14, 403/12, 491/20, A61K31/4164, 

31/4178, 31/4439, 41/454, 31/4709, 31/5377, 31/55, A61P9/00, 
9/10, 13/12, 29/00, 31/18, 37/02, 37/04, 37/06, 37/08, 43/00 

According to International Patent Classification (IPC) or to both national classification and IPC 



B. FIELDS SEARCHED 



Minimum documentation searched (classification system followed by classification symbols) 

Int. CI 7 C07D233/64, 401/12, 401/14, 403/12, 491/20, A61K31/4164, 

31/4178, 31/4439, 41/454, 31/4709, 31/5377, 31/55, A61P9/00, 
9/10, 13/12, 29/00, 31/18, 37/02, 37/04, 37/06, 37/08, 43/00 



Documentation searched other than minimum documentation to the extent that such documents are included in the fields searched 



Electronic data base consulted during the international search (name of data base and, where practicable, search terms used) 
STN/CAS 



C. DOCUMENTS CONSIDERED TO BE RELEVANT 



Category* 



Citation of document, with indication, where appropriate, of the relevant passages 



Relevant to claim No. 



X 



WO 99/32100 A2 (TAKE DA CHEMICAL INDUSTRIES, LTD.), 

01 July, 1999 (01.07.99), 

& JP 2000-128782 A & EP 1039899 A 

& US 6268354 Bl & US 6376536 Bl 

WO 00/68203 Al (TAKEDA CHEMICAL INDUSTRIES, LTD.), 

16 November, 2000 (16.11.00), 

& JP 2001-26586 A & EP 1182195 A 

WO 01/41808 Al (TAKEDA CHEMICAL INDUSTRIES, LTD.), 
14 June, 2001 (14.06.01), 

& JP 2001-302544 A & EP 1236476 A 

& US 2003/78189 Al 



1-31,33 



1-31,33 



1-31,33 



Further documents are listed in the continuation of Box C. 



I 1 See patent family annex. 



Special categories of cited documents: 

document defining the general state of the art which is not considered 
to be of particular relevance 

earlier application or patent but published on or after the international 
filing date 

document which may throw doubts on priority claim(s) or which is * 
cited to establish the publication date of another citation or other 
special reason (as specified) 

document referring to an oral disclosure, use, exhibition or other means 

document published prior to the international filing date but later than 
the priority date claimed 



T" later document published after the international filing date or priority 
date and not in conflict with the application but cited to understand 
the principle or theory underlying the invention 

"X" document of particular relevance; the claimed invention cannot be 
considered novel or cannot be considered to involve an inventive 
step when the document is taken alone 

"Y" document of particular relevance; the claimed invention cannot be 
considered to involve an inventive step when the document is 
combined with one or more other such documents, such combination 
being obvious to a person skilled in the art 

document member of the same patent family 



Date of the actual completion of the international search 
08 April, 2004 (08.04.04) 


Date of mailing of the international search report 
27 April, 2004 (27.04.04) 


Name and mailing address of the ISA/ 

Japanese Patent Office 

Facsimile No. 


Authorized officer 
Telephone No. 



Form PCT/ISA/210 (second sheet) (January 2004) 



INTERNATIONAL SEARCH REPORT 


International application No. 

PCT/JP2004/001181 


C (Continuation). DOCUMENTS CONSIDERED TO BE RELEVANT 


Category* 


Citation of document, with indication, where appropriate, of the relevant passages 


Relevant to claim No. 


P,X 
P,X 


JP 2004-2402 A (TAKE DA CHEMICAL INDUSTRIES, LTD.), 
08 January, 2004 (08.01.04), 
(Family: none) 

JP 2003-335776 A (TAKEDA CHEMICAL INDUSTRIES, 
LTD.), 

28 November, 2003 (28.11.03), 
(Family: none) 


1-31,33 
1-31,33 



Form PCT/ISA/210 (continuation of second sheet) (January 2004) 



INTERNATIONAL SEARCH REPORT 



International application No. 

PCT/JP2004/001181 



Box No. II Observations where certain claims were found unsearchable (Continuation of item 2 of first sheet) 



This international search report has not been established in respect of certain claims under Article 17(2)(a) for the following reasons: 

{*} Claims Nos.: 32 

because they relate to subject matter not required to be searched by this Authority, namely: 
The invention as set forth in claim 32 pertains to method for treatment 
of the human body by therapy 

Claims Nos.: 

because they relate to parts of the international application that do not comply with the prescribed requirements to such an 
extent that no meaningful international search can be carried out, specifically: 



Claims Nos.: 

because they are dependent claims and are not drafted in accordance with the second and third sentences of Rule 6.4(a). 



Box No. m Observations where unity of invention is lacking (Continuation of item 3 of first sheet) 
This International Searching Authority found multiple inventions in this international application, as follows: 



1 ■ fZH As all required additional search fees were timely paid by the applicant, this international search report covers all searchable 
claims. 

As all searchable claims could be searched without effort justifying an additional fee, this Authority did not invite payment of 
any additional fee. 

As only some of the required additional search fees were timely paid by the applicant, this international search report covers 
only those claims for which fees were paid, specifically claims Nos.: 



No required additional search fees were timely paid by the applicant Consequently, this international search report is 
restricted to the invention first mentioned in the claims; it is covered by claims Nos.: 



Remark on Protest □ The additional search fees were accompanied by the applicant's protest 

□ No protest accompanied the payment of additional search fees. 



Form PCT/IS A/2 1 0 (continuation of first sheet (2)) (January 2004) 

.t 



BKEfflM* PCT/JP2004/00 1 18 1 



A. ?&W<oWrtrZ>9rW0>$rW. {m&MWf-ftm (IPC) ) 

Int. CI 7 C07D233/64, 401/12, 401/14, 403/12, 491/20, A61K31/4164, 31/4178, 31/4439, 31/454, 31/4709, 31/5377, 31/55, A 
61P9/00, 9/10, 13/12, 29/00, 31/18, 37/02, 37/04, 37/06, 37/08, 43/00 



■tt*frofc**H»» mmm&m (ipo ) 

Int. CI' C07D233/64, 401/12, 401/14, 403/12, 491/20, A61K31/4164, 31/4178. 31/4439, 31/454, 31/4709, 31/5377, 31/55, A 
61P9/00, 9/10, 13/12, 29/00, 31/18, 37/02, 37/04, 37/06, 37/08, 43/00 



STN/CAS 



C. 







mm-rz 


X 


WO 99/32100 A2 (TAKEDA CHIMICAL INDUSTRIES, LTD. ) 1999. 07. 01 
& JP 2000-128782 A & EP 1039899 A & US 6268354 Bl & US 63765 
36 Bl 


1-31, 33 


X 


WO 00/68203 Al (^H3fSi&X3!&B5£^*fc) 2000. 11. 16 
& JP 2001-26586 A & EP 1182195 A 


1-31, 33 


X 


WO 01/41808 Al (^HSSi&XSRtfcsSgrtfc) 2001. 06. 14 
& JP 2001-302544 A & EP 1236476 A & US 2003/78189 Al 


1-31, 33 



TAj 4*K:B8*(OfcSS:iftTfB:*<, -IKWftflfiicJpS-S^r 

roj nwckaws*, bub, JHaw*itfrati-sxtt 



. wii:*«t5t)©'ettft<, am*>Mmx.tmm 

tyj #^Mil^fc5»t?s>oT s »itft!i©iK 
r&j n— ^fvh7r 5 y — :sti&* 



0 8. 04. 2004 



27. 4. 2004 



B^BfltfF/T (ISA/JP) 
WJE#*1 0 0-8915 



4 P 



8 5 19 



03-3581-1101 3 4 5 2 



iSPCT/ISA/2 10 (f2-:-i?) (2004*pl£) 





H^fflJHS-i- PCT/JP2004/001 1 8 1 










PX 
PX 


JP 2004-2402 A (^ffl^&X|t*5&i:*±) 2004.01.08 
JP 2003-335776 A ®Hlp n n Iit^tt) 2003.11.28 


1-31, 33 
1-31, 33 



iSPCT/ISA/2 10 (fc2'<— (2004^1^) 



PCT/JP2004/001 1 81 



mM8^W3m (PCTl 7^(2)(a)) ©««6fcJ:5 % r ©mN£#&tt&©3A K «t 9 ffit5fc©iSIS©— gi$K:ov^-C# 



2. □ft*o«H «\ mi&mte®mi&&i-5zbti^%5nm*.^ffife<?>mt*ffitz\sX^ 



3. □»*©<6H tt, ^MfS^©^fflT?fcoTPCT^llj6.4(a)©^25:S.t/03i:©^^ 



sum »w©*HfeE^*DUT^5fc*©*jg. (^i^-^©3©^) 



• 3taW3iE^fc»©*W*«r**<!:*»ofc. ■ 
3. □ to0A^^S*il*flf3^ic^-la5©^bA^Mrt{c^#b^^ofc©T% ^OBMEIttMMU «&©$! 

#©fcofc&©i«#©ii£ia©^fciov^ffr*Lfc 0 



□ i&MSMc^©^** *icajm a*> b JM&* sera* o fc. 



^PCT/ISA/2 10 (J&l^-S 5 ©^ (2) ) (2004^1^) 



